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LI 



STRUCTURE UPLOADED 



2- 



=> d 11 

LI HAS NO ANSWERS 
LI STR 



Ffe]o-io , H 




Gl C,N, Ak,0,S, S02,CH2 
G2 C,N 

Structure attributes must be viewed using STN Express query preparation. 



=> s 11 

SAMPLE SEARCH INITIATED 16:23:05 FILE 1 REGISTRY 1 
SAMPLE SCREEN SEARCH COMPLETED - 16466 TO ITERATE 

6.1% PROCESSED 1000 ITERATIONS 
INCOMPLETE SEARCH (SYSTEM LIMIT EXCEEDED) 
SEARCH TIME: 00.00.01 



FULL FILE PROJECTIONS: 

PROJECTED ITERATIONS: 
PROJECTED ANSWERS: 



ONLINE ** COMPLETE** 
BATCH **COMPLETE** 

321647 TO 336993 
0 TO 0 



L2 



0 SEA SSS SAM LI 



=> s 11 sss full 

FULL SEARCH INITIATED 16:23:13 FILE 'REGISTRY 1 
FULL SCREEN SEARCH COMPLETED - 325792 TO ITERATE 

100.0% PROCESSED 325792 ITERATIONS 
SEARCH TIME: 00.00.14 



L3 



125 SEA SSS FUL LI 



=> file caplus 

COST IN U.S. DOLLARS 

FULL ESTIMATED COST 



0 ANSWERS 



125 ANSWERS 



SINCE FILE TOTAL 
ENTRY SESSION 
148.15 148.36 
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FILE ^APLUS 1 ENTERED AT 16:23:32 ON 02 JUN 2003 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2003 AMERICAN CHEMICAL SOCIETY (ACS) 



Copyright of the articles to which records in this database refer is 
held by the publishers listed in the PUBLISHER (PB) field (available 
for records published or updated in Chemical Abstracts after December 
26, 1996), unless otherwise indicated in the original publications. 
The CA Lexicon is the copyrighted intellectual property of the 
American Chemical Society and is provided to assist you in searching 
databases on STN. Any dissemination, distribution, copying, or storing 
of this information, without the prior written consent of CAS, is 
strictly prohibited. 

FILE COVERS 1907 - 2 Jun 2003 VOL 138 ISS 23 
FILE LAST UPDATED: 1 Jun 2003 (20030601/ED) 

This file contains CAS Registry Numbers for easy and accurate 
substance identification. 
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L4 



17 L3 
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ANSVER 1 OF 17 CAPLUS COPYRIGHT 2003 ACS 
2002:881718 CAPLUS 
137:31*842 

Benziaadazole compounds *nd »nti viral uses thereof 
Lackey, John William; Kinder. Daniel S.i Tvsraoes, 
Nicolai A. 
Trimeris. Inc., USA 
PCT Int. Appl., 143 pp. 
COOEN: PIXXD2 
Patent 
English 



BIS): 
PATENT ASSIGNEE (S): 



FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



APPLICATION NO. DATE 



TO 2002092575 Al 20021121 TO 2002-US14S98 

AE, AC, AL, AM, AT, AU. A2, BA. BB, BG. BR, BY, 



OX, Of, 02, EC. EE, ES, PI, 

IS, J?, EE, KG, XP, KR, 

LS, LT, LU, LV, MA, MD, MG, MX. MN, MV, MX, MZ, 

PL, PT, RO, RU, SD, SB, SG, SI, SX, SL, TJ, TM, 

UA, IK. UZ, VN, YU. ZA. ZH, ZV, AM, AZ, BY, KG, 

RU: GH, GM, KE, LS, MV, MZ. SD, SL, SZ, TZ, UG, ZM, 

CY, DE, DK, ES, FI , FR, GB, GR, IE, IT, LU, MC, 

BF. BJ, CF. CG, CI, CM, GA, GN, GQ, GV. ML. MR, 
PRIORITY APPLN. INFO. : US 2001-290038P 
OTHER SOURCE(S): MARPAT 137:384842 
GI 



CO, CR, CU, CZ. 
GH, HR, HU, 



2OO20S10 
BZ, CA. 
GB, GD, 
KZ. LC. 
NO, NZ, 
TN, TR, 
KZ, MD. 
ZV, AT. 
NL, PT, 
NX, SN, 

20010511 



CH, CN, 

GE, GH, 

LK, LR, 

CM, PH, 

TT, TZ, 

RU, TJ, 

BE, CH, 

SE, TR, 

TD, TG 



Rtf J^JL N J-(CH 2 )„YRlR2 
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(Uses) 

(prepn. of btnzimidazolt r£»rtvs. — virucides for treating Respiratory 
Syncytial Virus infections) 
475646-87-8 CAPLUS 

1H- Benzimidazole. 1 - 1 ( 2-«e thyl-4 - thiazoly 1 ) methyl] -2- (1-piperidi nylme thyl ) - 
(9CI) (CA INDEX NAME) 



RN 475646-90-3 CAPLUS 

CN lfl-Benzimidazole, l-( (5-nitro-2-furanyl) methyl] -2- (l-piperidinyl»thyl) - 
(9CI) (CA INDEX NAME) 



Title coepds. I {Rl, R2 - H, (un) substituted alkyl. cycloalkyl, 
heterocyclic, aryl, heteroaryl* R3 - H, halo, (un) substituted alkyl. Oh, 
alkosy, aryl, heterocycUc, heteroaryl; R4-R7 - H, halo, (un) substituted 
alkyl, OH, alkosy, aryl, heterocyclic, heteroaryl; X - bond, 
(un) substituted alkylene. C:N. CO. P, S; Y - N. P, O. S; when Y - O, S, R2 
is absent) n - 0-4] were prepd. for use as virucides that inhibit nenbrane 
fusion assocd. events such as viral transmission, reduce viral load or 
otherwise treat viral infections, particularly that caused by Respiratory 
Syncytial Virus. Thus, I [Rl - cyclohesyl. R2 - CHMe2. Y - N, X - CH2. R3 
- 2-quinolinyl. R4-R7 - H] had IC50 of 5.16 .rau.g/mL. 
475646-87-6P 475646-90-3P 475646-92-57 
475646-93-6S" 475646-94-7P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation)* THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation)! USES 



RN 475646-92-S CAPLUS 

CN lH-Benzinidazole, 2-(l-piperidinylaethyl)-l-(2-pyridinyU»thyl)- (9CI) 
(CA INDEX NAME) 



o 



ANSVER 1 OF 17 CAPLUS COPYRIGHT 2003 ACS (Continued) 
475646-93-6 CAPLUS 

lH-Benzimidazole, 2- (1-piperidinyloethyl) -1- (3-pyridinylmethyl) - (9CI) 
(CA INDEX NAME) 



N— CH 2 

Q 



475646-94-7 CAPLUS 

lH-Benzimidazole, 2- (1 -pipe ridi nylme thy 1) -1- (4-pyridinylmethyl) - (9CI) 
(CA INDEX NAME) 



0 



47S648-96-5P 

RL: SPN (Synthetic preparation); THU (Therapeutic use); BIOL (Biological 
study); PREP (Preparation); USES (Uses) 

(prepn. of be nz imidazole derivs. as virucides for treating Respiratory 

Syncytial Virus infections) 
475648-96-5 CAPLUS 

lH-Benzimidazole, 1- (1, 2, 4-o*adiazol-3-ylmethyl) -2- [ [4-[3- 
(trifluoromethyl) phenyl] -1-piperazinyl] methyl]- (9CI) (CA INDEX NAME) 



oxr c 



REFERENCE COUNT: 



THERE ARE 10 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 
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2002:10123 CAPLUS 
136:64091 

Method and system for predicting pharmacokinetic 
properties 

Hattori, Kazunari; Shiraada, Kaore; UchiyamaA Maraoru 
Pfl-t: Ifi«.. MSA IT'. 
Eur. i«:J\ »pcl.« 27 pp. 
CODEN: FPJCXL** 
DOCUMENT TYPE: Patent 
LANGUAGE: English 
FAMILV ACC. NUM. COUNT: 1 
PATENT INFORMATION: 

PATENT NO. 



ACCESSION 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR (S) : 

'►ATrarr ac: « -«ss ( 

SOURCE: 



KIND DATE 



APPLICATION NO. DATE 



20020102 



EP 2001-304648 20010525 
B, GR. IT, LI. LU, NL, SE, MC. PT. 



EP 1167969 

R: AT, BE, CH, DE, DK, 

IE, SI, LT, LV, FI, RO 
US 2003069698 Al 20030410 US 2001-876767 20010607 

JP 2003014728 A2 20030115 JP 2001-179774 20010614 

PRIORITY APPLN. INFO.: US 2000- 21 18 64 P P 20000614 

AB This invention provides a method for predicting pharmacokinetic properties 
of mols. comprising the steps of: (a) prepg. 20-structures of mols. used 
as a training set; (b) constructing a 2D- fingerprint by counting the no. 
of structural descriptors that potentially relate to a pharmacokinetic 
property, either manually or automatically using internally developed 
macro; vherein said structural descriptors consist of predefined 20 to 80 
atoms/fragments or substructures; (c) analyzing the obtained 
20- fingerprint by a statistical anal, method to correlate with the 
pharmacokinetic property of the mol. to yield a quant, structure-property 
relation (QSPR) model! and (d) calcg. the pharmacokinetic property of a 
trial mol. using the above obtained QSPR model. A system for this 
invention is also provided. According to this method and system, it is 
possible to predict pharmacokinetic properties of mols. prior to 
synthesis, without labor-intensive and time-consuming experimentation. 
IT 259286-77-0 258286-79-2 258286-84-9 

258287- 25-1 258287-29-5 258287-68-2 

258288- O0-5 258288-26-5 258288-50-5 
384329-46-6 384329-49-1 384329-50-4 

RL: PXT (Pharmacokinetics); PRP (Properties); BIOL (Biological study) 

(method and system for predicting pharmacokinetic properties) 
258286-77-0 CAPLUS 

lH-Benziraidaz ole , 2- ( 4 -me t hyl-1 -pipe razinyl)-l-[l-(l -phenylcycloheptyl ) - 4 - 
piperidinylj- (9CI) (CA INDEX NAME) 



RN 
CN 



o 

cxicPO 



2SB2B6-79-2 CAPLUS 

IH-Benzimidazole. 2- (4-methyl-l-piperazinyl) -1-[1- (1-phenylcyclooctyl) -4- 
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piperidinyl]- (9CI) (CA INDSS KANE) 

Me 



/ 




RN 258286-84-9 CAPLUS 

CM lB-B«nzi«idaxole, l-{l-(l-B*thylcyclooctyl)-4-pi|»ridioyl}-2-(4-ii 1 6thyl-l- 
piperazinyl) - (9C1) (CA INDEX HAKE) 




FN 258287-25-1 CAPLUS 

CN lH-Benzinidazole, l-]l- (1-phenylcycloheptyl) -4 -pipe ridi nyl] -2- (1- 
pipe ridi nyl) - (9CI) (CA INDEX NAME) 




RN 258287-29-5 CAPLUS 

CN lH-Benzinidazole, 1- [ 1- (1-phanylcycloheptyl) -4 -pipe ridi nyl] -2- (1- 
piperazinyl)- (9CI) (CA INDEX NAME) 
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RN 258287-68-2 CAPLUS 

CN lH-Benziaidazole, 1- ( 1- ( 1-eethylcyclononyl) -4-piperidinyl] -2- (4 -*ethyl-l- 
piperazinyl) - (9CI) (CA INDEX NAME) 



Me 

/ 
N 



RN 2SB2BB-00-S CAPLUS 

CN IH-Benziaidazole. 1-[1- (l-nethylcyclooctyl) -4 -pipe ridi nyl) -2- (1- 
piperazinyl)- (9CI) (CA INDEX NAME) 




RN 258288-26-5 CAPLUS 

CN 1H- Be nzi midaz ole . 1 - [ 1 - I 1 - ( 1 -ne thyle thy 1 ) eye lohepty 1) - 4 -pi pe ridi ny 1 ) - 2 - ( 1 - 
piperazinyl)- (9CI) (CA INDEX NAME) 
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RN 258288-50-5 CAPLUS 

CN 4-Pipecidinamine, 1-(1-[1- (1-ethenylcycloheptyl) -4 -pipe ridi nyl] -1H- 
benzimidazol-2-yl] - (9CI) (CA INDEX NAME) 



H2N 



RN 384329-46-8 CAPLUS 

CN 4-Piperidinaraine, l-[l-[l-(l-phenylcycloheptyl)-4-piperidinyl] -1H- 
benzinidazol-2-yl]- (9CI) (CA INDEX NAME) 



H2N^ ^ 

GdCrP 



RN 384329-49-1 CAPLUS 

CN 4-Piperidinamine. 1- [1-(1- (l-methylcyclooeptyl) -4-piperidinyl] -1H- 
benzioidazol-2-yl]- (9CI) (CA INDEX NAME) 
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RN 384329-50-4 CAPLUS 

CN lH-Benzinidazole, 1-[1- (l-»ethylcycloheptyl) -4-pipecidinylJ -2- (1- 
pipe ridi nyl)- (9CI) (CA INDEX NAME) 



cfioP 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR(S): 
PATENT ASSIGKEE(S): 



DOCUMENT TYPE: 
LANGUAGE: 
FAMILY ACC. NUM. 
PATENT INFORMATION: 

PATENT NO. 



2001:319725 CAPLUS 
134:320889 

Use of substance P antagonists 
circadian timing system 
Dugovic. Christine Jeannei Janssena, 
Janssen Pharmaceutica N.V., Belg. 
PCT Int. Appl.. 37 pp. 
COOEN: PIXXD2 
Patent 
English 
1 



or influencing the 



Frans Eduard 



KIND DATE 



APPLICATION NO. DATE 



VO 200103034B 

V: AE, AG 

CR, CU. 

HU, ID. 

LU, LV. 

SD, SB. 

YU, ZA. 

RV: GH, GM. 



VO 2000-EP10201 20001016 
BA. BB. BG. BR, BY, BZ, CA. CH, 
EE. ES. PI. GB, GD, GE, GH. GM. 
KP, KR. KZ, LC. LK. LR. LS. 
MX. MZ. NO. N2. PL. PT, RO. 
TT. TZ. UA, UG, US. UZ. 



LT, 



MR. NK, 



UG. ZV, AT. BE, CH. CY. 
MC. NL, PT, SB, BF. BO. 
SN. TD, TO 

19991025 



RN 
CN 



20010503 
I, AT, AU, AZ, 
CZ. DE, DX. DM. DZ. 
IL. IN. IS, JP. KB. 
MA. MD. MG, MX, MN, 

SI. SK. SL. TJ. TN, 
AM, AZ, BY, KG, KZ, 
LS. HV, MZ, SD, SL, 
DE, OK. ES. FI, FR, GB, GR, IE, 
CP, CG. CI. CM. GA. GN. GV. ML. 
PRIORITY APPLN. INFO. : EP 1999-203499 

E(S): MARPAT 134:320888 

The invention concerns the use of N-contg. heterocyclic derivs. (Markush 
included) in the manuf. of medicaments useful for beneficially influencing 
the circadian timing system or enhancing the sleep efficiency of a Darnel, 
suitably a human being. The coapds. of the invention are described in 
full in VO 97/16440, VO 97/14324. VO 97/24350. and VO 97/24 356. 
336790-8S-6 336790-08-60, N-oxides and stereoisomers 

RL: BAG (Biological activity or effector, except adverse)! BSU (Biological 
study, unclassified)* THU (Therapeutic use); BIOL (Biological study)* USES 
(Uses) 

(substance P antagonists for influencing circadian timing system) 
336790-88-6 CAPLUS 

Piperidine. l-[3.S-bis(trifluoromethyl)benzoyl]-4-[4-l (1-1 (2-methyl-S- 
oxazolyl) methyl] -lH-benzimidazol-2-yl) amino) -1-pipe razinyl) -2- 
(phenylmethyl) - (9CI) (CA INDEX NAME) 




RN 336790-88-6 CAPLUS 

CN Piperidine, l-[3,5-bis(trifluoromethyl)benzoylJ-4-[4-[{l-{ (2-methyl-S- 
ozazolyl) methyl] -lH-benzimidazol-2-yl) amino) -1 -pipe razinyl] -2- 
(phenylmethyl) - (9CI) (CA INDEX NAME) 




REFERENCE COUNT: 



ARE 6 CITED REFERENCES AVAILABLE FOR THIS 
ALL CITATIONS AVAILABLE IN THE RE FORMAT 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR(S) : 



PATENT ASSIGNEE (S) : 
SOURCE: 



LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



2001:12444 CAPLUS 
134:96248 

Preparation of benziraidazoles as respiratory syncytial 
virus replication inhibitors. 

Janssens, Frans Eduard; Meersman, Kathleen Petrus 

Ma-ie-Joj^. ' c^p Francois Har'j; tfuii: empn^, Jerome 

Emile George; -I -ten -rm. J^n Ftrr.-..: \-uand; Andries. 

Koenraad Jozef Lodevijk Marcel 

Janssen Pharmaceutica N.V. , Belg. 

rrr lpr. Apol.- iI9 pp. 

Co DEN: ?:XJil)2 

Patent 

English 



KIND DATE 



APPLICATION NO. DATS 



VO 2001000611 
V: AE, AG, 
CU, CZ. 
10, IL, 
LV. MA, 
SE, SG, 
ZA, ZV, 
RV: GH, GM, 
DE, DX, 
CF, CG, 
BR 2000012054 
EP 1196409 

R: AT, BE. 
IE, SI, 
JP 2003503401 
EE 200100692 
NO 200100636B 
BG 106287 
PRIORITY APPLN. INFO. 



Al 20010104 VO 2000-EP5676 

AL, AM, AT, AU, AZ, BA, BB. BG. BR, BY, 
DE, OK, DM, DZ, EE, ES, FI, GB, GD, GE, 
IN, IS, JP, KE, KG, KP, RR, KZ. LC, LK. 
MD, MG, MX, MN, KV, MX, MZ, NO, NZ. PL, 
SI, SK, SL, TJ, TM, TR, TT, TZ, UA, UG. 
AM, AZ, BY, KG, KZ, MD, RU, TJ, TM 
KE, LS, KV, MZ, SD, SL, SZ, TZ, UG, ZV, 
ES. FI. FR, GB, GR, IE, IT, LU, MC, NL, 
CI, CM, GA, GN, GV, ML, MR, HE, SN, TO, 
A 20020319 BR 2000-12054 

Al 20020417 EP 2000-943841 

CH, DE, DK, ES, FR, GB, GR, IT, LI, LU, 
LT, LV, FI, RO 

T2 20030128 JP 2001-507020 

A 20030217 EE 2001-692 

A 20020228 NO 2001-6368 

A 20021031 BG 2002-106287 

.: EP 1999-202087 A 

EP 2000-200452 A 
VO 2000-EP5676 V 
MARPAT 134:86248 



20000620 

CA, CH. CN, CR, 

GH, GM. RR, HU, 

LR, LS, LT. LU, 

PT, RO, RU, SD, 

US, UZ, VN, YU, 



AT, 



BE, CH, CY, 
SB, BF, BJ, 



20000620 
20000620 
NL, SE, MC. PT, 

20000620 
20000620 
20011227 
20020108 
19990628 
20000211 
20000620 
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infection is claimed. Thus, 1, 1-diraethylethyl 4-[ [l-[ [3,5-dihydro-3. 3- 

dime thy 1-9- ( phe ny lme thoxy ) - 1H- 1 , 3 -dioxepi no 1 5 , 6- c] py ridi n- 2-yl J me thyl] - 1H- 

benzimidazol-2-yl] amino] -1 -pipe ridinecarboxylate was refluxed 6 h in 10N 

HC1 to give 4-t(l-( [3, 5-dihydro-3, 3-dimethyl-9- (phenybaethoxy) jlH-1, 3- 

dioxepino[5,6-c]pyridin-2-yl]methyl]-lH-benzimidazol-2- 

yl] amino] piperidine. Tested I in»>ih«terf >■ tcxy wncvtiJO' vi res' 

replication with IC50 - O.OC01?-2. Sily .mu.M. 

317946-35-0P 317646-97-2P 317B46-98-3P 

RL: BAC (Biological activity or effector, except averse); BSU (Biological 
study, unclassified); SPN (J,. • h* J.c p**par ar » .„'J (Therapeutic use) t 
BIOL (Biological study) t PREP (Prepuiat*-*., y vStS (Uses) 

(prepn. of benzimidazoles as respiratory syncytial virus replication 

inhibitors) 
317846-35-8 CAPLUS 

1,4 -Pipe ridinedi amine; N4- (2-aminoethyl) -Nl-{l-[ (6-methyl-2- 
pyridinyl)raethyl]-lH-benziDidazol-2-yl]- (9CI) (CA INDEX NAME) 



— o 



NH— CH2 — CH2~ ^2 



RN 317846-97-2 CAPLUS 

CN lH-Benziaidazol-2-amine, N-[4- (2-amino-3-methylbutyl) -1 -pipe razinyl] -1- (2- 
pyridinylBethyl) - (9CI) (CA INDEX NAME) 



NH2 




CH2- CH-Pr-i 



RN 317946-98-3 CAPLUS 

CN lH-Benzimidazol-2-amine, N-[4- (2-aminoethyl) -1 -pipe razinyl] -1- (2- 
pyridinyloethyl)- (9CI) (CA INDEX NAME) 



Use of title compds. [I; al:a2a3:a4 - (substituted) CH:CHCH:CH, N:CHCH:CH, 
CH:N:CH:CH, CH:CHN:CH, CH:CHCH:N; Q - R2R4NAX1, R2R4NCOAX1, Specified 
(heterocyclic) ring, etc. i A - alkylenei R2 - H, CHO, alkylcarbonyl, 
pyrrolidinyl, piperidinyl, homopiperidinyl, aminocycloalkyl, etc.; R4 - H, 
alkyl. arallcyl; G - bond, alkanediyl; Rl - (substituted) piperidinyl, 
piperazinyl, pyridyl, pyrazinyl, pyridaxinyl, pyrrolyl, furyl, thienyl, 
oxazolyl, thiazolyl. imidazolyl, pyrazolyl, etc.) for treatment of viral 
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^CH2-Ca2-KH2 



0" 



IT 317847-52-2P 317847-53-3P 

RL: RCT (Reactant); SFH (Synthetic preparation)) PREP (Preparation)! RACT 
(Raactant or reagent) 

(prepn. of benxiaidazoles as respiratory syncytial vims replication 
inhibitors) 
RN 317847-52-2 CAPLUS 

CN 4-Piperidinone, l-l [l-( (6-methyl-2-pyridinyl) methyl] ~lH-benzimidazol-2- 
yl J ■ethyl]- (9CI) (CA INDEX MAKE) 



Cf' 




RN 317847-53-3 CAPLUS 

CN 1,2-Ethanedi amine, N*-Il-{ [l-[ (6-ttethyl-2-pyridinyl)oethylJ-lH- 

bentiBidaxol-2-yUoethyl]-4-piperidinyl]-N,N-bis(phenyl»thyl)- (9C1) (CA 
INDEX NAME) 



CH2~Ph 
I 

NH- CH2~ CH2~ N~ Ph 



N CH 2 



THERE ARB 17 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 
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CAPLUS 



ACCESSION ! 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR(S): 
PATENT ASSIGNEE (S): 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



2000:117042 
132:151921 

Preparation of 2- subs titu ted- 1 -pipe ridylbenz imidazoles 
as 0RL1 receptor agonists. 

I to, Fumitaka; Noguchi, Hirohidei Kondo, Hiroshi 

Pfizer Pharmaceuticals Inc., ; :.':«r Inc. 

PCT Int. Appl., 227 pp: 

CO DEN: PIXXD2 

Patent 

English 



PATENT NO. 



KIND DATE 



WO 2000008013 

WO 2000008013 

V: AE, AL, 

DE, DK, 

JP, KE, 

MN, HW. 

TM, TR, 

MD, RU, 

RW: GH, GM, 

ES. FI. 

CI, CM, 

CA 2339621 

AU 9943859 

AU 749166 

EP 1102762 

EP 1102762 

R: AT, BE, 

IB, SI, 



APPLICATION NO. DATE 
WO 1999-IB1239 19990705 



PRIORITY APPLN. INFO. 



OTHER SOURCE(S): 
GI 



A2 20000217 

A3 20000323 
AM. AT, AU, AZ, BA, BB, BG. BR, BY, CA, 
EE, ES, FI, GB, GD, GE, GH, GH, HR, HU, 
KG, KP, KR, KZ. LC, LK, LR. LS. LT, LU, 
MX, NO, NZ, PL, PT, RO, RU, SD, SE, SG, 
TT, UA, UG. US, UZ, VN, YU, ZA, ZW, AM, 
TJ, TM 

KE, LS, MW, SD, SL, SZ, UG, ZW, AT, BE, 
FR, GB, GR. IE, IT, LU, MC, NL, PT, SE, 
GA, GN, GW, ML, MR, NE, SN, TD, TG 
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Al 20000228 AU 1999-43859 

B2 20020620 

A2 20010530 EP 1999-926688 

Bl 20021113 
CH, DE, DK, ES, FR, GB, GR, IT, LI, LU, 
LT, LV, FI, RO 

BR 1999-12778 
EE 2001-75 
AT 1999-926688 
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ES 1999-926688 
US 1999-369208 
NO 2001-603 
BG 2001-105301 
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MARPAT 132:151821 



BR 


9912778 


A 


20010925 


EE 


200100075 


A 


20020617 


AT 


227716 


E 


20021115 


JP 


3367945 


B2 


20030120 


ES 


2185357 


T3 


20030416 


US 


6172067 


Bl 


20010109 


NO 


2001000603 


A 


20010405 


BG 


105301 


A 


20011231 



CH, CN, CU, CZ, 

ID, IL, IN, IS, 

LV, MD, MG, MK, 

SI, SK, SL, TJ. 

AZ, BY, KG. KZ. 

CH, CY, DE, DK. 

BF, BJ, CF, OG, 

19990705 
19990705 



, NL, SE. MC. PT, 

19990705 
19990705 
19990705 
19990705 
19990705 
19990805 
20010205 
20010301 
19980806 
19990705 




Habte 



L4 ANSWER 5 OF 17 CAPLUS COPYRIGHT 2003 ACS 



Title compds. (I; R ■ (substituted) mono-, di-, tri-, or tetracycloalkyl; 
A - alkyl, haloalkyl, alkenyl, alkynyl, (substituted) phenylalkyl, aryl, 
heteroaryl, heterocyclyl; Y - H, halo, amino, SH, (substituted) alkyl-M, 
cvcloalkyl-H, alkenyl-M, a lkyl-NH- alkyl-M, dialkyl-N-aX<5yl-H. i.+.yX-M . 
N--jrocyclyl-M, arylalkyl-M. etc.; M - bond, O. 5. NH. 5~, So, S02, etc.; 
Z1-Z4 - H, halo, alkyl, haloalkyl, alkoxy, alkylsulfonyl, alkylcarbonyl, 
C02H, amino, H2NO0, Ph, naphthyl, etc.], vere prepd. as ORL1 receptor 
agonists (no data) . Thus, 2-chloro-l- [1- (l-phenylcyclch*ptyi)-4- 
piperidinyljbenzimidazole (prepn. given) was stirred with MeKffi in HcOH in 
an autoclave at 110. degree, for 6 h to give N-methyl-l-[l-(l- 
phenylcycloheptyl) -4-piperidinyl] -lH-benzimidazol-2-amine. 
25028*- T7 -OP 258286-79- 2P 258286-84-9P 
25S286-88-3P 25B287-00-2P 258287-07-9P 
258287-25- IP 258287-26-2P 258287-27-3P 
258287-28-4P 258287-29-5P 258287-30-8P 
258287-37-SP 258287-38-6P 258287-39-7P 
258287— 59— IP 258287-60-4P 258297-61-5P 
25B287-62-6P 258 287-67— IP 258287-68-2P 
2582B7-69-3P 258287-78-4P 258287-79-5P 
258287— 83- IP 258287-84-2P 258287- 8 5-3 P 
258287-8S-4P 258287-87-5P 258287-88-6P 

258 287- 89- TP 258288-00-5P 258288-Ol-CP 

258288- 04-9P 258288-26-SP 258288- 28- TP 
258 288-32-3 P 258288-33-4P 258288-40-3 P 
258 288- 42- 5 P 258288-50- 5P 258288-5 1-6P 
258288-56- IP 258288-57-2P 2582B9-05-3P 

RL: BAC (Biological activity or effector, except adverse) ; BSU (Biological 
study, unclassified) i SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(prepn. of 2-substituted-l-piperidylbenzimidazoles as ORL1 receptor 

agonists) 
258286-77-0 CAPLUS 

lH-Benzimidazole, 2- (4-oethyl-l-piperazinyl) -1-[1- (1-phenylcycloheptyl) -4- 
piperidinyl]- (9CI) (CA INDEX NAME) 




258286-79-2 CAPLUS 

lH-Benzimidazole, 2- (4 -methyl- 1 -pipe razinyl) -1-(1- (1-phenylcyclooctyl) -4- 
piperidinyl]- (9CI) (CA INDEX NAME) 



6/02/2003 
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He 



/ 




RN 258286-84-9 CAPLUS 

Q» lH-Benziaddazole. 1-(1- ( 1 -Bethy lcycloocty 1 ) -4-piperidinyi] -2- (4 -Methyl- 1- 
piperazinyl)- (9CI) (CA INDEX NAKK) 



He 



/ 




RN 2582BS-88-3 CAPLUS 

CM 1-PiperazinecarboxiHidanide. 4- [1- [1- (l-«*ethylcyclooctyl) -4-piperidinyl] - 
lH-txsnzinidazol-2-yl)- (9CI) (CA INDEX NAHB) 



C-NH2 




RN 258287-00-2 CAPLUS 

CN lH-Benzinidazole. 2- (4-Bethyl-l-piperazinyl)-l-[l- (1-phenylcycloheptyl) -4- 
piperidinyl] -. tri hydrochloride (9CI) (CA INDEX NAME) 



L4 ANSWER 5 OF 17 CAPLUS COPYRIGHT 2003 ACS (Coatioued) 



He 
/ 




• 3 HC1 



RN 258287-07-9 CAPLUS 

CN lH-Benzi*idazole, 1-{1- (1-phenylcycloheptyl) -4-piperidinyl J -2- (1- 
pyrrolidinyl)-. dihydrochloride (9C1) (CA INDEX NAME) 




•2 HC1 



RN 258287-25-1 CAPLUS 

CN IH-Benzioidazole. 1-(1- (1-phenylcycloheptyl) -4-piperidinyl] -2- (1- 
piperidinyl)- (9CI) (CA INDEX NAME) 




RN 258287-26-2 CAPLUS 

CN lH-Benziraidazole. 1- (1- (1-phenylcycloheptyl) -4-piperidinyl] -2- (1 
piperidinyl)-, dihydrochloride (9CI) (CA INDEX NAME) 



L4 ANSWER 5 OF 17 CAPLUS COPYRIGHT 2003 ACS (Continued) 



CticnP 



• 2 HC1 



RN 258287-27-3 CAPLUS 

CN lH-Benziaddazole, 1- [1- (1-phenylcycloheptyl) -4-piperidinyl] -2-14- 
(phenyl*ethyl)-l-piperazinyl]- (9CI) (CA INDEX NAME) 



CH 2 -Ph 




RN 258287-28-4 CAPLUS 

CN lH-Benzimidazole, 1-[1- (1-phenylcycloheptyl) -4-piperidinyl] -2- [4- 

(phenyljaethyl)-l-piperazinyl]-. trihydrochloride (9CI) (CA INDEX NAME) 



CH2- Ph 




• 3 HC1 



RN 258287-29-5 CAPLUS 

CN lH-Benzimidazole. 1-[1- (1-phenylcycloheptyl) -4-piperidinyl] -2- (1- 
piperazinyl)- (9CI) (CA INDEX NAME) 



L4 ANSWER 5 OF 17 CAPLUS COPYRIGHT 2003 ACS (Continued) 




RN 258287-30-8 CAPLUS 

CN lH-Benzimidazole, 1- 11- (1-phenylcycloheptyl) -4-piperidinyl] -2- (1- 
piperazinyl)-, trihydrochloride (9CI) (CA INDEX NAME) 




•3 HC1 



RN 258287-37-5 CAPLUS 

CN lH-Benzinidazole, 1-(1-{1- (4-f luorophenyDcycloheptyl] -4-piperidinyl] -2-(4- 
nethyl-l-piperazinyl)- (9CI) (CA INDEX NAME) 




RN 258287-38-6 CAPLUS 

CN lH-Benziaidazole, 1-(1-[1- (4-f luorophenyDcycloheptyl] -4-piperidinyl] -2- (4- 
ne thy 1-1 -piperazinyl)-. hydrochloride (9CI) (CA INDEX NAME) 



Habte 
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• a aci 

RN 258287-39-7 CAPUTS 

CH lH-Benzimidazole. 2- (4-mathyl-l-piperazinyll -1- [1- <l-phenylcyclooctyl) -4 
piperidinyl)-, hydrochloride (SCI) (CA INDEX NAME) 



/ 




• a HC1 

RN 258287-59-1 CAPLUS 

CN Piperazine, l-acetyl-4- [1- [1- (1-phenylcycloheptyl) -4-piperidinyl} -1H- 
benzimidazol-2-yl]- (9CI) (CA INDEX HAKE) 

Ac 
/ 




RN 258287-60-4 CAPLUS 



L4 ANSWER 5 OP 17 CAPLUS COPYRIGHT 2003 ACS (Continued) 
CN Piperazine, 1-ace ty 1*4-1 1- [1- (1-pheriyicycloheptyl) -4-piperidinyl] -1H- 
benzimidazol-I-yl) tt^hyicocaietid. (9CI) (CA INDEX KANE) 



Ac 
/ 




•3 RC1 



RN 258287-61-5 CAPLUS 

CN 1H-B*nz imidazole, 1- [1- (1-phenylcyclohcptyl) -4-piperidinyl] -2- (4 -phenyl- 1 
piperazinyl)- (9CI) (CA INDEX NAME) 



Ph 



/ 




RN 258287-62-6 CAPLUS 

CN lH-Benzinidazole, 1-{1- (1-phenylcycloheptyl) -4-piperidinyl] -2- (4-phenyl-l 
pip«razinyl)-, tci hydrochloride (9CI) (CA INDEX NAME) 



L4 ANSWER 5 OF 17 CAPLUS COPYRIGHT 2003 ACS (Continued) 



O 



•3 HC1 

258287-67-1 CAPLUS 

lH-Benzimidazole, (1-oethylcyclooctyl) -4-pip«ridinyl] -2- (4-methyl-l- 

piperazinyl) trihydrochloride (9CI) (CA INDEX NAME) 



• 3 HC1 

258287-68-2 CAPLUS 

lH-Benzimidazole, 1- [1- (1-raethylcyclononyl) -4-pip«ridinyl] -2- (4 -methyl- 1- 
piperazinyl) - (9CI) (CA INDEX NAME) 



RN 258287-69-3 CAPLUS 

CN lH-Benzinidazole, 1- (1- (1-methylcyclononyl) -4-piperidinyl J -2- (4 -methyl- 1- 
piperazinyl)-, trihydrochloride (9CI) (CA INDEX NAME) 



ANSWER 5 OF 17 CAPLUS COPYRIGHT 2003 ACS (Continued) 



. o . 



RN 258287-78-4 CAPUIS 

CN lH-Benzimidazole, 2- (4-methyl-l-piperazinyl) -1- [1- (1-phenylcyclQheayl) -4- 
piperidinylj - (9CI) (CA INDEX NAME) 



He 



RN 258287-79-5 CAPLUS 

CN lH-Benzimidazole, 2- (4-nethyl-l-piperazinyl) -1- [I- (1-phenylcycloheayl) -4- 
piperidinyl]-, trihydrochloride (9CI) (CA INDEX NAME) 



0 




258287-83-1 CAPLUS 

4 -Pipe ridi none , 1- [ 1- { 1- ( 1 -pheny lcyclohepty 1 ) -4 -pipe ridinyl j - 1H- 
benzimidazol-2-yl]- (9CI) (CA INDEX NAME) 



Habte 
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L4 MISTER S OP 17 CAPLUS 



RN 258287-84-2 CAPLUS 

CN 4-Piperidinone, 1- | 1- Jl-(l-phenylcycloheptyl) -4-piperidinyl) -1H- 
benzi«idazol-2-yl] -, di hydrochloride (9CI) (CA INDEX RAKE) 



RN 258287-35-3 CAPLUS 

CN 4-Pip«ridir»ol, 1- (1- [1- (1-phenylcycloheptyi) -4-pip«ridinyl] -1H- 
benziaidazol-2-yl) - (9CI) (CA INDEX NAME) 



RN 258287-86-4 CAPLUS 

CN 4-Piperidinol, 1-[1-(1- (1 -phony lcycloheptyl) -4-piperidinyl] -1H- 
benzioidazol-2-yl]-, di hydrochloride (9CI) (CA INDEX NAME) 



L4 ANSWER S OF 17 CAPLUS COPYRIGHT 2003 AC< (Continued) 



3D 



RN 258287-87-5 CAPLUS 

CN 4-Piperidinone, 1- [1-[1- (1-pheny lcycloheptyl) -4-piperidinyl] -1H- 
benzi.oidjzol-2-yl]-, oxiae (9CI) (CA INDEX NAME) 



RN 258287-88-6 CAPLUS 

CN 4-Piperidinone. 1-[1- [1- (1-pheny lcycloheptyl) -4-piperidinyl] -1H- 

benzimidazol-2-yl) axiae, (2E) -2-butenedioate (1:1) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 258287-87-5 
CMP C30 H39 N5 O 



L4 ANSWER 5 OF 17 CAPLUS COPYRIGHT 2003 ACS (Continued) 
CM 2 

CRN 110-17-8 
CMP C4 H4 04 

Double bo.v: cfcwr^try an shown. - • 

H£>2C 

RN 258287-89-7 CAPLUS 

CN 4-Piperidinanine, 1- (I- (1-U-phenylcycloheptyl) -4-piperidinyl) -1H- 
benziiaidazol-2-yl)-, trihydrochloride (9CI) (CA INDEX NAME) 



L4 ANSWER 5 OP 17 CAPLUS COPYRIGHT 2003 ACS (Continued) 



RN 258288-00-5 CAPLUS 

CN lH-Benzinidazole, 1-{1- (l-p»thylcyclooctyl) -4-piperidinyl] -2- (1- 
piperazinyl)- (9CI) (CA INDEX NAME) 



H 

o 



\ 



RN 258288-04-9 CAPLUS 

CN l-Piperazinecarboxinidanide, 4-(l-(l- (1-methylcyclooctyl) -4-piperidinyl] - 
lH-benzimidazol-2-yl] di hyd rochloride (9CI) (CA INDEX NAME) 



^r— N^ 



RN 25828B-01-6 CAPLUS 

CN lH-Benzinidazole. (1-nethylcyclooctyl) -4-piperidinyl] -2- ( 1- 

piperazinyl)-. trihydrochloride (9CI) (CA INDEX NAME) 



RN 258288-26-5 CAPLUS 

CN lH-Benzinidazole, 1-[1-(1- (l-oethylethyl)cycloheptyl] -4-piperidinyl] -2-{l 
piperazinyl)- (9CI) (CA INDEX NAME) 



6 

N — ' 



RN 258288-28-7 CAPLUS 

CN lH-Benziaidazole. l-[ 1-[1- (1-m thy le thy 1) cycloheptyl] -4-piperidinyl) -2- (1 
piperazinyl)-. trihydrochloride (9CI) (CA INDEX NAME) 



Habte 



6/02/2003 



10/030,202 

L4 ANSVER 5 OF 17 CAPLUS COPYRIGHT 2003 ACS (Continued) 



Page 12 

M ANSVER 5 07 17 CAPLUS COPYRIGHT 2003 ACS (Continued) 




•3 aci 

2S828B-32-3 CAPLUS 

4-Piperidinamine, 1- {1- { 1- (l-phenyl-4-cyclohepten-l-yl) -4-piperidioylJ-lH- 
beniiaidaxol-2-ylJ- (9CI) (CA INDEX NAME) 




RN 259298-33-4 CAPLUS 

CN 4-Piperidinaaine. 1- [1- [ 1- (l-phenyl-4-cyclohepten-l-yl) -4 -piperidinyl] -1H- 
benzi»idazol-2-yl]-, tri hydrochloride (9C1) (CA INDEX NAME) 



H2N 



2582BB-40-3 CAPLUS 

4-Piperidinamine. 1-[1-[1- [1- (l-iaethylethyl)cycloheptylj -4-piperidinyl] -1H- 
benziaidazol-2-yl] - (9CI) (CA INDEX NAME) 




2592B8-42-5 CAPLUS 

4-Piperidinamine. l-ll-[l-{l-(l-«ethyletbyl)cycloheptyl]-4-piperidinylJ-lH- 
benziaidazol-2-yl] -, trihydrochloride (9CI) (CA INDEX NAME) 



H2M^^ 



2S828B-50-S CAPLUS 

4-Piperidif»amine. 1-(1-[1- (1-ethenylcycloheptyl) -4-piperidinyl] -IH- 
benzinidazol-2-yl]- (9CI) (CA INDEX NAME) 



odop 



RN 2SB2B9-51-6 CAPLUS 

CN 4-Piperidinamine. 1-[1-[1- (1-ethenylcycloheptyl) -4-piperidinyl] -1H- 
benziaidazol-2-yl]-, dihydrochloride (9CI) (CA INDEX NAME) 



L4 ANSVER S OF 17 CAPLUS COPYRIGHT 2003 ACS (Continued) 




H2C=CH 



• 2 HCl 



RN 2S8288-56-1 CAPLUS 

CN IH-Benzimidazole, 1- [1- (l-phenyl-4-cyclohepten-l-yl) -4-piperidinyl J -2- (1- 
piperazinyl)- (9CI) (CA INDEX NAME) 




RN 258288-57-2 CAPLUS 

CN IH-Benzimidazole, 1-[1- (l-phenyl-4-cyclohepten-l-yl) -4-piperidinyl J -2- (1- 
piperazinyl)-, trihydrochloride (9CI) (CA INDEX NAME) 



L4 ANSWER 5 OF 17 CAPLUS COPYRIGHT 2003 ACS (Continued) 




IT 258288-88-9? 

RL: RCT (Reactant)j SPN (Synthetic preparation)! PREP (Preparation) * RACT 
(Reactant or reagent) 

(prepn. of 2-substituted-l-piperidylbenzimidazoles as 0RL1 receptor 
agonists) 
RN 258298-88-9 CAPLUS 

CN Carbamic acid, U~(l- [1- (1-phenylcycloheptyl) -4-piperidinyl) -1H- 

benziaidazol-2-yl) -4-piperidinyl]-, 1, 1 -dime thy le thy 1 ester (9CI) (CA 
INDEX NAME) 



O 
I! 

t-BuO-C-NH 





• 3 HCl 



RN 258289-05-3 CAPLUS 

CN lH-Benziaidazole, 1-[1- (1-phenylcycloheptyl) -4-piperidinyl] -2- (1- 
pyrrolidinyl)- (9CI) (CA INDEX NAME) 



Habte 



6/02/2003 
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US 1998-54963 Al 19980403 
OTHER SOURCE(S): MARPAT 127:34245 

GI 




AB The title cotnpds. [i! n - 0-2! a - 1-2 (if n - 2, then n - 1); p - 1-2; Q 

- o, NR3; X - a covalent bond, a bivalent radical of formula O, S, NR3; Rl 

- Arl, ArlCl-6alkyl. di (Arl)Cl-6alkyl (wherein each Cl-6alkyl group is 
optionally substituted with hydroxy, Cl-4alkyloxy. oxo, a ketalired oxo 
substituent) ; R2 - Ar2, Ar2Cl-6aikyl, Hetl, HetlCl-6alkyl; R3 - H, 
Cl-6alkyl; L - H; Ar3; Cl-6alkyl, etc. Arl, Ar2. Ar3 - (un) substituted Ph; 
Hetl, Het2 - monocyclic, bi eye lie heterocycle] and their N-oxide forms, 
the pharnaceutically acceptable addn. salts and the stereoisoaeric forms, 
useful as substance -P antagonists were prepd. and formulated. Thus, 
reaction of 3, 5-bis (trif luoroaethyl) benzoyl chloride with 

(. + -.) -trans-4-(2-( (3, 4-dichlorophenyl) aethyl) -4-piperidinyl)-N- (2,6- 
dimethylpbenyl)-l-piperazineacetamide in the presence of Et3N in DCM 
afforded 44% II which showed IC50 of 0.13x10-9 M against substance-P 
induced relaxation of the pig coronary arteries. 

IT 1 90963-3 6— IP 1909&3-37-2P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation) ; USES (Uses) 

(prepn. of 1- ( 1, 2-di substituted piperidinyl) -4 -substituted piperazine 
derivs. as substance-P antagonists) 

RN 190963-36-1 CAPLUS 

CN Piperidine, 1-13, 5-his (trif luoroaethyl) benzoyl] -4- [4-(l-( (2-aethyl-5- 

axazolyl) aethyl] -lB-benziaidazol-2-yl) -1-piperazinylJ -2-(phenylaethyl) -, 
cis- (9CI) (CA INDEX NAME) 



L4 ANSVER 7 OF 17 CAPLUS COPYRIGHT 2003 ACS (Continued) 
Relative stereochemistry. 




RN 190963-37-2 CAPLUS 

CN Piperidine. l-[3.5-bis (trif luoroaethyl) benzoyl] -4-[4-(l-( (2-oethyl-5- 

oxazolyl) aethyl] -lH-benzimidazol-2-yl] -l-piperazinyl]-2-(phenylmethyl)-, 
trans- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 



Me- 




CF 3 



Habte 
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ACCESSION NUMBER: 
30CUKEWT NUMBER: 
TITLE: 

ADTBQR(S) : 

CORPORATE SOURCE: 



CAPLUS COPYRIGHT 2003 ACS 
1996:488344 CAPLUS 
125:237997 

Preparation and i mmunrwirhilating effect of 
(l-thietanyl-3)benzimidazoles 

Kataev. V. A.; Sadykov, R. T.t Khaliullin, F- A.i 
Sibiryak, 5 . V.i Alekbio, E. K. ; Volkova, 5. S. 
Bashkirs fcii C-osudarstvennyl Meditsinskii Institut. 
Ufa. Russia 

Khimiko-Farmatsevticheskii Zhurnal (1996), 30(7). 
22-24 

CODEN: KH7ZAN; ISSN: 0023-1134 
PUBLISHER: Izdatel'stvo Folium 

0CCUMENT TYPE: Journal 
LANGUAGE: Russian 

AB 2-Amino-substituted 1- (3-thietanyl) benzimidazoles, 2-11- (3- 

thietanyl)benzimidazolyl-2-thio] acetic acid, and its potassium salt (I) 
vere prepd. and their effects on anti- infectious and antitumor immunity 
vere studied. I demonstrated considerable potentiation of antitumor 
immunity. 

IT 182193-1 5- 3P 

RL: BAC (Biological activity or effector, except adverse)! BSU (Biological 
study, unclassified)} SFN (Synthetic preparation); THU (Therapeutic use)} 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(prepn. and imaunomodulati ng effect of thietanylbenzimidazoles) 
RN 182193-15-3 CAPLUS 

CN lH-Benzi*idazole, 2- ( 1 -pipe rail nyl) -1- (3-thietanyl) di hydrochloride 
(9CI) (CA INDEX NAME) 





• 2 HC1 
102193- 12-OP 

RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(prepn. and immunomodulating effect of thietanylbenzimidazoles) 
182193-12-0 CAPLUS 

lH-Benzimidazole, 2- (1-piperazinyl) -1- (3-thietanyl) - (9CI) (CA INDEX 
NAME) 
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TITLE: 

AUTHOR (S) : 

CORPORATE rOURCE: 
S0»n»CE: 



DOCUMENT TYPE: 
LANGUAGE: 



CAPLUS COPYRIGHT 2003 ACS 
1994:435541 CAPLUS 
121:35541 

Design and syntheses of a series of novel serotonin S3 
antagonists 

Hori, Manabu; Suzuki, Kenji; Yaraamoto, Takeshi; 
Nakajima. Furaio; Ozaki, Akio; Ohtaka, Hiroshi 
New Drug Res. Lab. Kane bo Ltd., Osaka, 534, Japan 
Chemical £ Pharmaceutical Bulletin (1993), 41(10), 
1832-41 

CODEN: CPBTAL; ISSN: 0009-2363 

Journal 

English 
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CRN 110-16-7 
CMF C4 H4 04 



Pouni^ uu.-.d geometry as shown. 



i 

C02H 



Me^^ 



Proa a structural comparison study between serotonin and serotonin3 
(5-HT3) antagonists using a 2-<iimensional grid template composed of 
regular hexagons, the authors deduced structural modification patterns 
from agonists to antagonists, and designed new 5-HT3 antagonist 
prototypes- Among them, 2- (4-raethyl-l-piperazinyl) -l-butylbenzimidazole 
(I) vas identified as a lead coepd. which has patent S-HT3 antagonistic 
activity comparable to that of granisetron. Using a quant, 
structure-activity relations method, the authors optimized the structure 
of 6 and selected 6-amino-5-chloro-l-isopropyl-2- (4 -me thy 1-1- 
piperazinyl)benzimidazole dimaleate (69, KB-6933), 1 of the most potent 
and long-acting S-HT3 antagonists, as a candidate drug. 
155583-8 S- IP 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(prepn. of, as HT3-antagonist) 
155583-86-1 CAPLUS 

lH-Benzimidazole, 2- (4-oethyl-l-piperazinyl) -1- ( (tetrahydro-2- 
furanyl) methyl]-, (22) -2-butenedioate (1:2) (9CI) (CA INDEX NAME) 

CM 1 

CRN 155583-85-0 
CM? C17 H24 N4 O 




Habte 



6/02/2003 
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1994:54556 CAPLUS 
120:54 556 

Preparation of N- (arenoimidazol-2-ylalkyl)piperazines 
aa an ti allergies 

Janaaena. f rana Eduardj Leenaerta. Joseph Elisabeth* 
Diela, Gaston Stanislas Karcella; Sown, Francois 
Maria 

Jansstn Pharmaceutic* N. v.. Belg. 
PCT Int. Appl.. 39 pp. 
CO0EN: PIXXD2 
Patent 
English 



L4 

ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR(S) : 
PATENT ASSIGNEE (S): 



DOCUMENT TYPE: 



FAMILY ACC. MUM. COUKT: 
PATEWT INFORMATION: 



KIND DATE 



APPLICATION NO. DATS 



TO 1992-EP3000 19921229 
P. JP, KP, KR, LK # KG. MN» MW, NO, 



AU 9332S92 
ZA 9300143 
PRIORITY APPLN. INFO. : 

OTHER SOURCB(S) : 
GI 



Al 19930722 
SB, BG. BR, CA. CS, PI 
PL. PT. RO, RU. SD, US 

BE, CH. DZ, DK, ES. FR, GB, GR, IE, IT. LU, KC. NL, 
BJ, CP. CG, CI, CM, GA, GN. ML. MR, SN, TD, TG 



Al 19930803 AU 1993-32SA2 19921229 

A 19940708 ZA 1993-143 19930109 

EP 1992-200042 19920109 

WO 1992-EP3000 19921229 
MARPAT 120:54556 
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CM 1-Piperazinecarboaylic acid, 4-1 11-1(5- (ethcxycarbonyl) -2-furaaylJ ■ethyl] 
lfl-ben2i&tiiazol-2-ylJ*echy-.:-. ttfcyl eater (9CI) (CA INDEX NAME) 




RN 152072-74-7 CAPLUS 

CN 2-Furancarboxylic add, S-( (2-{ (4-methyl-l-piperazinyl)mathyl) -1H- 

benzi«idazol-l-yl] methyl)-, ethyl ester. (2E) -2-butenedioate (1:2) (9CI) 
(CA INDEX NAME) 



CM 



CRN 
CNF 



152072-73-6 
C21 H26 N4 03 



CH 2 Rl 




CH20H ii 



Q 



Title compds. [It G - CH:CHCH:CH. N:CHCH:CH. etc.i R - H, (cyclo) alkyl, 
alkanoyl, alkoaycarbonyl. etc.t Rl - (hydroxyalkyl) furanyl, - oxazolyl, 
alkyloxazolyl; n - 1-4] vere prepd. Thus, Et 1 -pipe razinecarboxy late vas 
condensed with 2-chloromethyl-lH-benzinidazole and the product condensed 
vith Et S-chloromethyl-2-furanearboxylate to give, after redn., title 
coepd. II. Selected I had ED50 of 0.02-0.08 mg/kg for protection of rats 
from compd. 48/80-induced lethality (route of administration not given). 
1S1856-33-6P 152072-74-71* 

RL: RCT (Reactant) i SPN (Synthetic preparation)! PREP (Preparation)* RACT 
(Reactant or reagent) 

(prepn. and reaction of, in prepn. of antiallergic agent) 
151856-33-6 CAPLUS 



CRN 110-17-8 
CMF C4 H4 04 



Double bond geometry as shown. 



1S1856-04-1P 1518S6-05-2P 151656-06-3P 
151856-10-9P 151856- 11-OP 151856-L3-2P 
15 1856- IS- 4P 151856- 17-6P 151B56-18-7P 
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15 IB 56- 23- 4 P 152072-24-7P 152072-33-8P 

152072-35-OP 152072-37-2P 152072-3P-4P 

1S2072-41-8P 152072-43 -OP 152072-45-2P 

1S2072-48-5P 152072-S8-7P 152072-64-5P 

IS2072-7O-3P 1S2072-72-5P 

RL: S£K {oy r.rhetic preparation) * PREP (Preparation) 

{pi*<p.i. at, as antiallergic agent) 
iulSSG-C-i-'l CAPLUS 

1 -Pipe razinecarboxy lie acid, 4-[ [l-[ [5- (hydroxytaethyl) -2- furanyl] methyl] - 
lH-benzimidazol-2-yl) methyl]-, ethyl ester (9CI) (CA INDEX NAME) 



ft— CH 2 

9 



r 



CH2-OH 
RN 151856-05-2 CAPLUS 

CN 2-Furanmethanol, 5-( [2- [ (4-methyl-l-piperazinyl) methyl] -IH-benzimidazol-l- 
yl] methyl]- (9CI) (CA INDEX NAME) 



L4 ANSWER 10 OF 17 CAPLUS COPYRIGHT 2003 ACS (Continued) 
(9CI) (CA INDEX NAME) 



a%-CH 2 — N^N 
— N— CH 2 ^ s'rt'* 



4 



4 



RN 151856-11-0 CAPLUS 

CN lH-Benzimidazole. 1- [ (2 -me thy 1-5-oxazolyl) methyl] -2- (1-piperazinylme thy 1) 
, tetrahydrobromide (9CI) (CA INDEX NAME) 



H 

O 



Q 



RN 151856-06-3 CAPLUS 

CN 1-Piperazinecarboxylic acid, 4- ( [1- { (2-»ethyl-5-oxazolyl) methyl] -lfl- 
benzimidazol-2-yl] methyl)-, ethyl ester (9CI) (CA INDEX NAME) 



RN 1 51 B 56- 10-9 CAPLUS 

CN 2-Furanmethanol, 5-1 [2- (1-piperazinylme thyl) -IH-benzioidazol-l-yl] methyl J - 

Habte 



RN 151B56-13-2 CAPLUS 

CN 1-Piperazinepropanamide, 4- tfl-{ [5- (hydroxymethyl) -2-furanyl]methyl] -1H- 
benzimidazol-2-y l]me thyl] -N- (1-methyle thyl)- (9CI) (CA INDEX NAME) 



3 CH2-CH2-C-NHPr-i 



4- 



151856-15-4 CAPLUS 

1-Butanone, 1- (4-f luorophenyl) -4-[4-[[l- [ [5- (hydroxymethyl) -2- 
furanyl] me thylj -lH-benzimidazol-2-yl] methyl) -1-piperazinyl] - (9CI) (CA 
INDEX NAME) 
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RN 151856-17-6 CAPUJS 

CM 1-Piperazineacetonitrile. 4-| (5- (bydroxyaethyl) -2- furanyl] methyl] -1H- 
benzimidazol-2-yl] methyl]- (9CI) (CA INOEX NAME) 




CB2-CM 



CH2— OH 



RN 151656-19-7 CAPLUS 

CN 2-Furanmethanol. S-f 1 2- C [«- (2-aninoethyl) -1-piperazinyl] methyl] -1H- 
benzinidazol-l-yl] methyl]- (9CI) (CA INDEX NAME) 




CH2-CH2- NH2 



CH2-OH 



RN 1S1856-23-4 CAPLUS 

CN 3-Furancarboxamide, N-{2- [4- [ [ l-[ [ 5- (hydroxymethyl) -2-furanyl] methyl] -1H- 
benziaidazol-2-yl] methyl] -1-piperazinyl] ethyl]- (9CI) (CA INDEX NAME) 



M ANSVER 10 OP 17 CAPLUS COPYRIGHT 2001 ACS (Coatisiwd) 




CH2-OH 



RN 152072-24-7 CAPLUS 

CN 2-Furanmethanol, 5- ( { 2- { [ 4- (2- (lfl-inid«o{« . 5-c] pyridin-2-ylamino) ethyl] -1- 
pifjerazinyl) methyl] -lH-beaziaidazol-l-yl] methyl]-. (2E) -2-butenedioate 
(1:3) (salt) (9CI) (CA INDEX NAME) 

CM 1 

CRN 152072-23-6 
CMP C26 H30 NS 02 



PACE 1-A 
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PAGE 2-A 



\ NH 



CRN 110-17-8 
CMF C4 H4 04 



Double bond geometry aa shown. 



RN 152072-33-8 CAPLUS 

CN 2-Furanmethanol, S-U2-[(4-[2-(4-eiethoxyphenyl)ethyl]-l- 

pipe razinyl] methyl] -lH-b«nzimidazol-l-yl] methyl]-, (2E) -2-butenedioate 
(2:3) (salt) (9CI) (CA INDEX NAME) 

CM 1 

CRN 152072-32-7 
CMF C27 H32 N4 03 



N— CH 2 ^ 



CRN 110-17-8 
CMF C4 H4 04 
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SJJ-Thiazolo[3,2-a]pyrimidin-5-one, 6-[2- [4-[ {l-{ [5- (hydroxymethyl) -2- 
fucanyl] methyl] -lH-benzimidazol-2-yl] methyl] -1-piperazinyl] ethyl] -7-methyl- 
, (2E) -2-butenedioate (2:3) (salt) (9CI) (CA INDEX NAME) 



CM 



CRN 
CMF 



1S2072-J4-9 
C27 H30 N6 03 S 




T 

CH2 



r 
0 



CRN 110-17-8 
CMF C4 H4 04 



Double bond geometry < 



r 



RN 152072-3S-0 CAPLUS 

Habte 
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1S2072-37-2 CAPLUS 

5H-Thiazolo{3.2-a]pyri*idio-S-one, 2. 3-dihydro-6-l2-{4-( ll-US- 
( hydroxys thy 1) -2-furanyl) Mtfayl] ~lB-beaziaudazol-2-yl]awtbyl) -1- 
pi per azinyl} ethyl] -7-a*thyl-. (2B) -2-butenedioate (2:3) (salt) (9CI) 
INDEX NAME) 

CM 1 

CRM 152072-36-1 
OtT C27 H32 K6 03 S 



9 \ 




T 

CH2 N 



p 
0 



i 

CH 2 



CRM 110-17-8 
OIF C4 H4 04 

Double bond gcoaetry as shovn. 



RN 152072-39-4 CAPLUS 

CM 2-0»azolidinone. 3-(2-f4-[ {l-{ [S- (hydroxy** thyl> -2- fur any ljoe thy 1] -1H- 

b«nziaidazol-2-yl)Mthyl]-l-piperazinyl] ethyl]-, (2B) -2-butenedioate (1:1) 
(salt) (9CI) (CA IN0ZX NAME) 

CM 1 

CRN 152072-3B-3 
CMP C23 H29 N5 04 




CH2-OH 



CRM 110-17-8 
CMF C4 H4 04 



t) 



152072-41-8 CAPLUS 

4H-Pyrido[l,2-a]pyrimidin-4-one, 3- (2- [4-[ [l-[ [5- (hydroxymathyl) -2- 
furanyl] methyl) -lH-benziaidazol-2-yl] oethyl] -1-piperazinyl) ethyl] -2-nethyl- 
, (2E)-2-butenedioate (1:1) (salt) (9CI) (CA INDEX NAME) 

CM 1 



ANSWER 10 OP 17 CAPLUS COPYRIGHT 2003 ACS 
CRN 152072-40-7 
CMF C29 H32 N6 03 



L4 ANSWER 10 OP 17 CAPLUS COPYRIGHT 2003 ACS 
Double bond geometry as shovn. 




o 

p 

bo 



RN 152072-45-2 CAPLUS 

CN SH-Thiazolo[3, 2-a] pyrinidin-5-one, 7-nethyl-6-{2- (4-1 [1- [ (2-oethyi-; 
oxazolyl) nethyl] -lH-benzi?vdBzcl-2-yl] methyl J -1-piperazinyl] ethyl] -, 
<2E) -2-butenedioate (1:1) (9CI) (CA INL£>. r!AME) 

CM 1 

CRN 152072-44-1 
CMP C26 H29 N7 02 S 



CRN 110-17-8 
CMP C4 H4 04 



RN 152072-43-0 CAPLUS 

CN IK-Benzimidazole, 2- [ (4- [2- (4-methoJcyphenyl) ethyl] -1-piperazinyl] methyl] -1- 
{(2-methyl-5-osazolyl) methyl]-, (2E) -2-butenedioate (1:2) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 152072-4 2-9 
CMP C26 H31 N5 02 



V 



r 
0 



CRN 110-17-8 
CMP C4 H4 04 

Habte 



N >=0 
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CM 2 



CRN 110-17-8 
CMF C4 B4 04 
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a 



Double bond geometry as shown. 
^C02H 



152072-48-5 CAPLUS 

IB-Be nzimidazole, I- [ (2-methyl-5-oxazolyl)»ethyl] -2- H 4- { < 2 -methyl- S- 
oxazolyl) ■ethyl) -1-piperazinyl) •ethyl)-. (2E) -2-butenedioate (1:2) (9CI) 
(CA INDEX NAME) 



CM 



CRN 
CMF 



152072-47-4 
C22 H26 N6 02 



CRN 110-17-8 
Off C4 H4 04 



Double bond geometry as shtvn. 
/C02H 



I o 



RN 152072-64-5 CAPLUS 

CN lH-Pyrrole-2-carbo»aaide. N-{2-[4-[{l-[[5- (hydroxyaethyl) -2- 

furanyDaethyl] -lH-beminidazol-2-yljQethyl) -1-piperarinyl) ethyl) -1-nethyl- 
. (2E) -2-butenedioate (2:1) (salt) (9C1) (CA INDEX NAME) 



CM 



CRN 
CMP 



152072-63-4 
C26 H32 N6 03 



CRN 110-17-8 
CMP C4 R4 04 



Double bond geometry as shown. 
" „C0 2 H 



N— CH 2 V^N 



RN 



152072-58-7 .CAPLUS 

lH-Benzimidazole, 1- [ (2-methyl-S-o*azolyl) methyl) -2- [ (4-methyl-l- 
piperazinyl) methyl]-. (2E) -2-butenedioate (1:2) (9CI) (CA INDEX NAME) 



CRN 
CMP 



152072-57-6 
CI 9 H23 N5 O 



CRN 110-17-8 
CMP C4 H4 04 



Double bond geometry as shown. 
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RN 152072-70-3 CAPLUS 

CN 3-Fu rancarbomamide , N-[2-[4-[[l-[(5-( hydroxy** rh A,-Z~fv ranyl) oe thy 11 - 1H- 
benzimidazol-2-yl)methyl]-l-pip#rczinyi]etftyl)-, i-TJ-l-tuxeneclL**^ ;1 
(salt) (9CI) (CA INDEX NAME) 

CM 1 

CRN 151856-23-4 
CMF C25 H29 N5 04 




CH2-0H 



CM 2 

CRN 110-17-8 
CMF C4 H4 04 

Double bond geometry as shown. 




RN 152072-72-5 CAPLUS 

CN Benzanide, 2-amino-N- (2-(4- [ [1- [ (5- (hydroxymethyl) -2-furanyl) methyl) -1H- 
benzinidazol-2-yl] methyl) -1-piperazinyl) ethyl) (2E) -2-butenedioate (2:1) 
(salt) (9CI) (CA INDEX NAME) 

CM 1 

CRN 152072-71-4 
CMF C27 H32 N6 03 
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CM 2 

CRN 110-17-8 
CMF C4 H4 04 

Double bond geometry as shown. 




Habte 
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PATENT ASSIGNEES): 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



1993:124534 CAPLUS 
118:124534 

Preparation of 2- (iaddazolylpiperidino)benziaidazoles 
and analogs as S-HT receptor Uganda 
Jegham, Saairi Defease. Gerard; Purcell, 
Schoeaaker. Johannes 
Synthelabo S. A., Fr. 
Eur. Pat. Appl., 17 pp. 
CO DEW: EFXXDV 
Patent 
French 



PATENT NO. 


KIND 


DATE 
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DATE 


EP 
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Al 
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EP 
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19960522 
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FR 
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AU 1992-13989 


19920402 


AU 


646332 


B2 
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19920402 


US 
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19940118 




US 1992-862376 


19920402 


PRIORITY APPLN. INFO. 






FR 


1991-4009 


19910403 


OTHER SOURCS(S): 


MARPAT 118:124 534 








Title compds. (It R - H, F» Rl - H, (cyclo) alkyl» X - 0, S, NR3> R3 - H, 
(cyclo) alkyl, Ph, pyridyl,* etc.] were prepd. Thus, 1- (4-pyridyl) -1- 
propanone was converted in 2 steps to 2 -aaino-1- (4-pyridyl) -1-propanone 
which was cyclocondensed with K5CN and the product converted in 2 steps to 
4-(5-oethyl-lH-imidazol-4-yl)piperidine. The latter was condensed with 
2-chloro-l-(l-methylethyl)-lH-benzimidazole (prepn. given) to give I (R - 
H, Rl - Me, X - NCHMe2). I gave .gtoreq. 50% inhibition of 
serotonin-induced bradycardia in rats at 10 .mu.g/kg i.v. 
14 6365-66-4 P 146365-67-5P 14 6365-83- 5P 
146365-91-5* 
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RL: SFN (Synthetic preparation)! PREP (Preparation) 
(prepa. of, as 5-HT receptor Li g and) 
KN 146365-6^4 CAPLUS 

CN IH-Benzimidazole, 2-{4-(lH-iaddazol-4-yl)-l-piperidinyl)-l-(4- 
pyridinylmetbyl)- (9CI) (CA INDEX NAME) 



«<5^N 



146365-67-5 CAPLUS 

IH-Benzimidazole. 2- (4 - (lH-imidazol-4-yl) -1-piperidinyl) -1- (3- 
pyridinyljeethyl)- (9CI) (CA INDEX NAME) 



146365-83-5 CAPLUS 

IH-Benzimidazole. 2- (4- (5-methyl-lH-imidazol-4-yl) -1-piperidinyl] -1- (3- 
pyridinylmethyl) - (9CI) (CA INDEX NAME) 



Me 



146365-91-5 CAPLUS 

IH-Benzimidazole, 2- [4- <5-oethyl-lH-imidazol-4-yl) -1-piperidinyl] -1- (4- 
pyridinylmethyl) - (9CI) (CA INDEX NAME) 
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LANGUAGE: 
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AB A method for detg 



CAPLUS COPYRIGHT 2003 ACS 
1988:562796 CAPLUS 
109:162796 

Oetermi nation of telenzepine in human serun by gas 
chromatog raphy-mass spectrometry 
Sturm, E.i Junker, A. 

Byk Gulden Pharm., Konstanz, D-7750, Fed?5Rep. Ger 
Journal of Chromatography (1988), 430(1) , J 43-51 
CODEN: JOCRAMj ISSN: 0021-9673 
Journal 
English 

CAS REACT 109:162796 

telenzepine in human serum is described. Analytes are 
obtained from alkali nized serum by eatn. of the drug using reversed-phase 
octadecylsi lane-bonded silica cartridges. Telenzepine and a demethyl 
analog added to serum as internal std. are retained on the C18 cartridge 
and recovered by elution with HeOH. The gas chromatog. properties of 
telenzepine and the internal std. are improved by a 2-step derivatization 
involving a benzodiazepinone-benzimidazole rearrangement and simultaneous 
formation of a Me ester function. The processed eat. is analyzed by gas 
chromatog. -mass spectrometry with selected-ion monitoring. Quantification 
is linear over the range 2-40 ng/mL. Inter-day precision is within 71, 
except at the detection limit of 2 ng/mL (16%) . Application of this assay 
to routine anal, is limited by the extensive sample pretreatment essential 
for derivatization of telenzepine. 
117019-16-6? 117019-17-7? 117Q1»-18-BP 
RL: SPN (Synthetic preparation)* PREP (Preparation) 

(prepn. of, for telenzepine detn. in human blood by gas chromatog.) 
117019-16-6 CAPLUS 

3-Thiophenecarboxylic acid. 5-methyl-4- { 2- [ (4-methyl-l-piperazinyl) methyl] - 
IH-benzimidazol-t-yl]-, methyl ester (9CI) (CA INDEX NAME) 




117019-17-7 CAPLUS 

3-Thiophenecarboxylic acid. 4-(2-( (4 -nethyl-l -pipe razinyl) methyl] -1H- 
benzimidazol-l-yl]-. methyl ester (9C1) (CA INDEX NAME) 
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RN 117019-16-8 CAPLUS 

CN 3-Thiophenecarbo*ylic acid, S-e*thyl-4-|2-[(4-a»thyl-l-pip«raziayl)«ethyl)- 
lH-benzi«idazol-l-yl]- (9CI) (CA INDEX NAKZ) 
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1987: 407211 CAPLUS 

07:72il 

i* {4-(Pyrjciiiio-2-yIaaiDo)pip«ridin-l-yllb«n£iHidazole 

derivatives *s allergy inhibitors 

Synthelabo S. A., Fr. 

Jpn. Kokai Tokkyo Koho, 10 pp. 

CO0EN: JKXXAF 

Patent 

Japanese 

1 



PATENT NO. 


KIND 


DATE 




APPLICATION NO. 
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JP 


62061979 


A2 


19870318 




JP 


1986-214978 




JP 


04060596 
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FR 
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EP 


1986-401928 


19860902 


EP 


217700 


Bl 


19940330 












R: AT, 


BE. CH, DE, 


, FR, GB, IT. 


LI, LU. NL, SE 




AT 


103603 


E 


19940415 




AT 


1986-401928 


19860902 


IL 


79992 


Al 


19900712 
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87210 


B 


19920831 










FI 
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AB The title compds. {I* X - CH, N* Rl - H, (un) substituted PbCH2, 

(un) substituted heterocyclylnethyl; R2, R4 - H, Cl-4 alkyl; R3 - H, OH], 
their tautomers and salts, were prepd. as allergy inhibitors. A mixt. of 
*- ?»ethyl«.-dno)piperidine and 1- (4-fluorobenzyl) -2-chlorobenzinidazole in 

contg. K2CO? b-3s refluaed for 192 h to give 
1 Il-;<i-ti'jorobenzyl) -lH-benzimidazol-2-yl] -4- (nethylamino)piperidine 
which was heated with (oethylthio) uracil at 170. degree, for 10 h to give I 
(X - CHj Rl - C-FC6H2CH2* R2 - Me; R3 - OH; R4 - H) . 

IT 108612-72-2P 108612-73-3P 

RL: BAG (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 
(prepn. of, as allergy inhibitor) 

RN 108612-72-2 CAPLUS 

CN 4 (lH)-Pyriaidinone, 2-(raethyl[l- [1- (2-pyridinylJaathyl) -lH-benzimidazol-2- 
ylJ-4-piperidinylJanino]- (9CI) (CA INDEX NAME) 




RN 108612-73-3 CAPLUS 

CN 4(lH)-Pyrimidinone, 2-[[l-[l-(2-furanylaethyl)-lH-benzimidazol-2-ylJ-4- 
piperidinyl]nethylaaino)- (9CI) (CA INDEX NAME) 



L4 ANSWER 13 OF 17 CAPLUS COPYRIGHT 2003 ACS (Continued) 




RN 108612-82-4 CAPLUS 

CN Carbasiic acid, [1- [l-(2-furanylnethyl) -lB-benziiaidazol-2-yl] -4- 

piperidinylliaethyl-, 1, 1 -dine thy lethyl ester (9CI) (CA INDEX NAME) 





IT 108612-BI-3P 10B612-82-4* 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(prepn. of, as intermediate for allergy inhibitors) 
RN 108612-81-3 CAPLUS 

CN Carbanic acid. Dethyl(l- [1- (2-pyridinylmethyl) -lH-benzijaidazol-2-yll -4- 
piperidinyl]-, ethyl ester (9CI) (CA INDEX NAME) 



Habte 



6/02/2003 



10/030,202 



Page 21 



U ANSWER 14 OF 17 CAPLUS COPTRJGHT 2003 ACS 



ANSYER 14 OF 17 CAPLUS COPYRIGHT 2003 ACS (Continued) 



ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



CORPORATE SOURCE: 
SOURCE: 



1979:451275 CAPLU5 
91:51275 

Conformation of nucleosides: Circular dichroisa study 

oa the syn-anti conformational equilibrium of 

2-substituted benzimidazole nucleosides 

Miles. D. V.i Tovnsend, L. B. i Miles, 0. L.» Eyring, 

H. 

Dep. Chea.. Univ. Utah. Salt Lake City, UT, USA 

Proceedings of the National Acadeay of Sciences of the 

United States of Aaerica (1979), 76(2), 553-6 

CODEN: P NASA 6; ISSN: 0027-8424 

Journal 

English 



OX 



o 



A' 




i 



AB The soln. confomations of 2-substituted derivs. of l-(.beta.-D- 

ribofuranosyl) benzimidazole (I) vert detd. by CO spectroscopy in aq. 
solns. Analogs with He, aaino, or raethylaaino substituents at position 2 
of the benzimidazole ring (position 8 of the purine ring) had 
predominantly anti confo nations, vhereas analogs with chloro, aza, 
methoxy, or methylmercapto substituents had predoainantly syn 
conformations. The preferred soln. conf creations of the benziaidazole 
nucleosides and analogous purine nucleosides were compared. The 
replacement of N by C at position 3 of the purine ring of purine (.beta.) 
nucleosides apparently leads to important conformational consequences, 
which are strengthened or neutralized by substituents at position 8 of the 
purine ring. 

IT 22416-71-9 

RL: BIOL (Biological study) 

(CO of, conformation in relation to) 

RN 22416-77-9 CAPLUS 

CN IH-Benzimidazole, 2- (1-piperidinyl) -1- .beta. -D-ribofuranosyl- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 



L4 ANSWER 15 OF 17 
ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



AUTHCi' T • : 
CORPORA'' zrshz-. 
SOURCE: 



DOCUMENT TYPE 
LANGUAGE! 



CAPLUS COPYRIGHT 2003 ACS 
1969:11956 CAPLUS 
70:11956 

Synthesis of 2-chloro-l- (.beta.-D- 
ribofuranosyl) benzimidazole and certain related 
derivatives 

Planter. G*?apa**i R. t Tovnsend, Leroy B. 

Uan, Salt Lake »:ty, UT, USA 
Journal of Heterocyclic Chemistry (1968), 5(4), 477-83 
CODEN: JHTCADj ISSN: 0C22-152X 
Journal 
English 

For diagram(s), see printed CA Issue. 
AB 2-Chloro-l- (.beta. -D-ribofuranosyl) benzimidazole (I) was prepd. by 
condensation of 2-chloro-l-trimethylsilylbenzimidazole with 
2,3,5-tri-O-acetyl-D-ribofuranosyl bromide (II) followed by subsequent 
deacetylation. Nucleophilic displacement of the 2-chloro group furnished 
several 2-substituted 1- (.beta. -D-ribofuranosyl) benzimidazoles. 
l-(. beta. -D-Ribofuranosyl) benzimidazole and 1- (.beta. -D-ribofuranosyl) - 
benzimidazole- 2- thi one (III) were prepd. from I, and III was also prepd. by 
condensation of II with silylated benzimidazole-2-thione. Alkylation of 
III furnished certain 2-alfcylthio-l- (.beta. -D-ribofuranosyl) benzimidazoles 
and oxidn. of III with alk. H202 produced 1- (.beta.-D- 
ribofuranosyl)benzimidazole-2-one. The assignment of anomeric 
configuration for all nucleosides reported is discussed. 
IT 22416-77-9P 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(prepn. of) 
RN 22416-77-9 CAPLUS 

CN IH-Benzimidazole, 2- (1-piperidinyl) -1-. beta. -D-ribofuranosyl- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 
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GI 
AB 



CAPLUS COPYRIGHT 2003 ACS 
1968:68927 CAPLUS 
68:68927 

Isothiazoles. XI. Carbinols, aryl ketones, and 
aminomethyl derivatives of isothiazoles ' f 
Layton, Alfred J.» Lunt, E. 
?jlz Lab., May sr-il Sr.kwi ltd., Dagenfi*aV..UX 
J»jrr,a) of th«- CU-ix.'.*} Si-ciety [Secti«>J C: * Organic 
(1968), (5), 611-14 ' 
CODEN: JSOOAX* ISSN: 0C?2-<S52 ' 

i'suraal 
English 

For diagram(s), see printed CA Issue. 

Previous work on aryl- and hydroxymethyl-isothiazoles was extended and 
some aroylisothiazoles, such as I, and the corresponding secondary ales, 
were prepd. Primary ales, were obtained by redn. of the known formyl 
compds., and secondary ales, by reactions of Grignard or Li derivs. with 
aldehydes. Aroyl derivs. were prepd. by Li or Grignard reactions from the 
appropriate nit riles, acid chlorides, or acylimidazoles, or by oxidn. of 
the secondary ales, referred to above. The ales, were converted by 
reaction of the corresponding chloro compds. with amines into 
ami name thy lisothiazoles of potential Pharmacol, interest. The latter were 
also prepd. in some cases by redn. of the Schiff bases of isothiazole 
carboxaldehydes . 

17265-81-5* 17276-74-3P 17517-93-8? 

RL: SPN (Synthetic preparation)! PREP (Preparation) 

(prepn. of) 
17265-81-5 CAPLUS 

Benzimidazole, 1- (3-isothiazolylmethyl) -2- (1-pyrrolidinylmethyl) - (SCI) 
(CA INDEX NAME) 



6 



17276-74-3 CAPLUS 

Benzimidazole, 1- (3-isothiazolylmethyl) -2- (1-pyrrolidinylmethyl) -, maleate 
(1:1) (8CI) (CA INDEX NAME) 



CRN 17265-81-5 
CMF C16 HI 8 N4 S 
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CM 2 

CRM 110-16-7 
Off C4 B4 04 

Double bond geoaatry as shown. 




RN 17517-83-8 CAPLUS 

at Benzinidazole, 1- (3-isothiazolylnethyl) -2- (1-pyrrolidinylnethyl) 
tripicrate (BC1) (CA INDEX NAME) 

CM 1 

CRN 17265-81-5 
CMP C16 H18 N4 S 




CRN 88-89-1 
CMP C6 H3 N3 07 
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CAPLUS COPYRIGHT 2003 ACS 
1966:438549 CAPLUS 
65:38549 

65:71B3g-h, 7184a-h, 7185a-h, 7186a-f 
Benziraidazoles 
Schering A.-G. 
~* p;>. 
Par.oru. 
Unavai labia 



KIND DATE 



APPLICATION NO. DATE 



19660124 



FR * 



19640723 



BE 667333 
PR 1440565 

NL 6S09S73 NL 
For diagrara(s), see printed CA Issue. 

Title corapds. of the formula I possess anti allergenic and antiinflammatory 
properties. Thus, 1- (4-chlorobenzyl) -2-chlororaethylbenzimidazole-HCl 
(II.HC1) is treated with NaHC03 in H20 to yield the base II. m. 
99-103. degree, (dil. MeOH) . To 54.8 g. IV in 280 nl. C6H6 is added 40.25 
g. EtNHCH2CH20a (III) in 50 nl. C6H6, the mixt. kept 2 days under anhyd. 
conditions, washed to neutrality with H20, and dried over K3C03 and the 
solvent evapd. at <30. degree, to obtain 50 g. 1- (p-chlorobenzyl) -2- [N- 
ethyl-N- (2-hydroxyethyl) amino) raethylbenziraidazole (IV), a. 101-3. degree. » 
IV.HC1 n. 154-6. degree. (iso-PrOH) . To 45 g. II in 240 nl. C6H6 is added 
dropwise a soln. of 37.2 g. N-nethylpiperazine (V) in 40 nl. C6H6. After 
the work-up for IV, the crude base is crystd. from petr. ether to give 40 
g. 1- (p-chlorobenzyl) -2- (l-methyl-4-piperazinyl)nethylbenziraidazole, n. 
99-100. 5. degree.; HC1 salt n. 225-6. degree. . To a soln. of 40 g. II in 
300 ml. C6H6 is added 43 g. N- (2-hydroxye thy 1) pipe razine (VI) in 50 nl. 
C6H6 with the temp, kept at 25. degree, by cooling the mixt. in an ice 
water bath when necessary. The mixt. is kept overnight, refluxed 2 hrs., 
cooled, washed to neutrality with H20, and extd. with N HC1. The acid 
ext. is washed with Et20, decolorized with C, and made alk. with Na2C03. 
The mixt. is extd. with CH2C12 and dried over Na2S04, the solvent removed 
<40. degree., and the residue treated with C in C6H6 to give 40 g. 
1- (p-chlorobenzyl) -2- [1- (2-hydroxyethyl) -4-piperazinylJ nethylbenzimidazole 
, ra. 144-5. degree. . II (15 g.) and 7 g. allylanine under similar 
conditions give 1- (p-chlorobenzyl) -2-allylaminonethylbenziaidazole which 
with N HCl gives the salt, n. 198-9. degree. . Sinilarly, II and 
N- (.beta. -ami nopropyl)aorpholine give 1- (p-chlorobenzyl) - 2- 
morpholinopropylani none thy lbenzimidazole-HCl, n. 180-2. degree, (base is an 
oil)* II and .beta. -amino- .beta. • - hydroxydiethyl ether give an oily base 
which is converted to the HCl salt, m. 199-201. degree. . A mixt. of 25 g. 
2, 5-dichloro-l-nitrobenzene and 36.9 g. 4-chlorobenzylamine is heated to 
135. degree, in an oil bath (the reaction becomes exothermic and the temp, 
is not allowed to exceed 145. degree.) to yield after 2 hrs. 23 g. 
l-(4-chlorobenzylamino)-2-nitro-4-chlorobenzene (VII), m. 121-2. degree, is 
obtained. Redn. of 2 g. VI I in 250 ml. dioxane with H in the presence of 
2 g. Raney Ni at ambient temp, and 115 atm. yields 19 g. 

l-(4-chlorobenzylanino)-2-anino-4-chlorobenzene (VIII), n. 138-41. degree. . 
To 10 g. VIII in 90 nl. abs. CHC13 is added 6.1 g. cbloroacetiraino 
ether-HCl, (IX. HCl) in 35 ml. CHC13. the mixt. stirred 30 min. at room 
terap. and 2 hrs. at 40. degree, and neutralized with NaHC03, the CHC13 
soln. washed with H20 and dried over Na2S04, and the solvent removed to 
yield 10 g. 1- (p-chlorobenzyl) -2-chloromethyl-5-chlorobenzimidazole (X), 
ra. 134-6. degree.. The reaction of X with VI yields 10 g. 
1- (p-chlorobenzyl) -2- [1- (2-hydroxyethyl) -4 -piperazinyl] -me thyl-5- 



Habte 
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chlorobenzimidazole, n. 137-8 .degree. . A soln. of 75.8 g. 
4-chorobenzylcyanamide is treated in 700 ml. MeOH satd. with NH3 and H in 
the presence of 3 g. Raney Ni at 70. degree, and initial temp, of 
110. degree, to give 4-chlorophenyletbylamine, (XI), bl4 124-9. degree. . A 
mixt. of 49 g. XI, 49.5 g. O-C1C6H4N02, and 47.1 g. pqwd. K2C03 is heated 
to 150-60. degree, in an Hath j, K'n - z-^ltd. and dlsscived i.u~* mixt. 
of CHC13 and H20. U.* CKC13 soln. washed oil. HCl," KZO, dc*.i,4, and 

the solvent removed. The residue is crystd. fron MeOH tc yield 
l-p-chlorophenylethyl-2-nitrobenzene (XII). Hydrogenation of XIJ xn HeOH 
over Raney Ni yields "3 1- ('— ehlorophirv- tthyl) -2-aminobenzene (XIII' 
as a viscous oil. Condensation of XI Z\ vith IX yields 70 g. 
l-(4-chlorophenylethyl)-2-chloronethylbenzimidazole (XIV), m. 
104 -7. degree., which is allowed to react with VI to yield 
l-(2- (4-chlorophenyl) ethyl] -2-(l- (2-hydroxyethyl) -4- 

piperazinyl] raethylbenziraidazole. n. 123-4. deg ree. . To 23.3 g. II in 160 
ml. dioxane is added 19.4 g. HN (CH2CH20H) 2 and the mixt. kept overnight 
and worked up to yield 12.5 g. product, n. 111-13. degree. , which is 
treated with an equiv. amt. N H2S04 to yield 10 g. 1- (4-chlorobenzyl) -2- 
(bis( 2-hydroxyethyl) amino] nethylbenzimidazole-H2S04, a. 150-2. degree. 
(MeOH) . To a cold mixt. of 12.8 g. fomylpipe razine, 6.4 g. Na2O03 and 
150 ml. 951 EtOH is added 33.1 g. II, the mixt. refluxed 2 hrs., cooled, 
and filtered, the solvent removed, and the oily residue treated with 32 
ml. coned. HCl and 150 ml. H20 on a steam bath 10 hrs. The major portion 
of the HCl is renoved in vacuo, H20 added with stirring to the residue, 
and the base pptd. with dil. NaOH soln. The product is taken into CH2C12, 
washed with K2O03, and the solvent renoved to yield 20 g. 
l-(4-chlorobenzyl)-2-piporazinylnethylbenzimidazole, m. 140-2. degree. 
(EtOAc) . A soln. of 20.8 g. 4-f luorobenz aldehyde (XV) in 45 ml. MeOH is 
added to 17.7 g. phenylenediamine (XVI) in 45 ml. MeOH kept cold in an ice 
bath. The opt. is isolated and combined with a second portion obtained on 
concn. of the mother liquor to yield 30 g. N- (4-f luorobenzal) -o- 
phenylenediamine (XVII), n. 73-4. degree, (cyclohexane) . Redn. of 37.5 g. 
XVII in 500 ml. dioxane with H in the presence of 4 g. Raney Ni at 130 
atm. pressure and at 70-5. degree, followed by filtration and evapn. of 
solvent <35.degree. gives 37.5 g. N- (4-f luorobenzyl) -o-phenylenedi amine 
(XVIII), m. 80-1. degree. . A soln. of 37.5 g. XVIII in 208 nl. anhyd. 
CHC13 is added dropwise to 28.6 g. IX. HCl in 164 nl. anhyd. CHC13, the 
mixt. kept at room temp, with cooling with H20, stirred 30 min. and then 
kept at 40. degree. 2 hrs. The nixt. is worked up to yield 46 g. 
1 (4-f luorobenzyl >-2-chlo rone thy lbenzinidazole (XIX), m. 80-4. degree. . A 
soln. of 17.3 g. VI in 50 ml. C6H6 is added to a chilled soln. of IS g. 
XIX in 120 ml. C6H6 and after work up yields 13 g. 1- (4-f luorobenzyl) -2- [1 
(2-hydroxyethyl) -4-piperazinyl]methylbenzinidazole, n. 143-4. degree. 
(EtOAc) . Similarly, XIX and III yields 1- (4-f luorobenzyl) -2- [N-ethyl-N-2- 
hydroxyethyl) amino] nethylbenzimidazole, n. 116-17. degree. (CBS) ; XIX and 
V give l-( 4-f luorobenzyl) -2- (l-methyl-4-piperazinyl) nethylbenzimidazole, 
which is converted to its HCl salt, n. 233-4 .degree. (Me0HEt2O) . When II 
is allowed to react with the appropriate amine, the following XlXa are 
obtained (R and n.p. given): l-nethoxy- ethy l-4 -piperazinyl, — [HCl salt 
n. 127-9. deg ree. (cyclohexane-C6H6) ] t NHCH2CH20H, 124-6. deg ree. 
(iso-PrOH)i N[CH2CH(OH)Me] 2, [HCl salt o. 192-4 .degree. (Me0H-Et2O) t 
N(CH2CH2OH)CH2CB(0H)Me, — [HCl salt n. 195-7.degree. (MeOH-Et20) i 
4-benz-ylpiperazinyl, 147-8. degree. (Me2C0) . Using nethods described 
above the following aldehydes (n.p. of the intermediate benzal deriv., 
n.p. of the benzyl deriv., n.p. of the chloromethylbenzinidazole) yield 
the corresponding nethylbenziraidazoles: prepd. from p-BrC6H4CHO, 
intermediate benzal ra. 112-13. degree. , internediate benzyl deriv., n. 
69-72. deg ree., intermediate chloromethylbenzinidazole, n. 95-8 .degree. : 
l-( 4 -bronobenzyl-2-[l-nethyl-4 -piperazinyl], m. 96-7. degree, (petr. 
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ether)' 1- (4-bracobenzyl) -2-{l- (2-bydrcxyethyl) -4 -pipe razinyl] . a, 
139>40. degree. (Cffl6) . Prepd. froa D-C1C6H4CHD. 50-2. deg reo. . l.r!jgr*c. 
— : l-(3-chlorobenzyl) -2-[l- (2- hydroxye thyl) -4 -pipe razinyl] , 155-9. degie*. 
(C6H6). Prepd. frcs 0-C1C6H4CBD, 1 IS- 16. dog ree. , --, --: 

1- (2-ehlorobenzyl-2-[l-(2-hydruxyethyl) -4 -piper azi nyl] . a. 142-5. degree. 
(C^6)» 1- <2chlorobenzyl-2- [l-cethyl-4 -piperazinyl] . a. 142-3. degree. 
(C6H12) , l(2-chlorcberizyl-2-lM-etbyl-N-(2-bydrcaryetfayl) ecino. o. 

9 7-0. degree, (frco Cffl6-C6H12) . Prepd. froa O-FC6H4CK0, 97-9. degree. . — , 

69-74. degree.: 1- (2-71uorobenzyl> -2- ll-(2-bydroxyethyl) -4-pipe razinyl] . 

149-9. degree. (C6H6) . Prepd. froa 2. 4 -C12C6H3CHO. 100-1. degree.. 

119-22. degree. : 1- (2, 4-dichlorobenzyl-2- [ 1- (2-hydroxyetoyl) -4- 

piperazinyl] , 173-4. degree. (C6H6) . Prepd. froa 2, 6-C12C6H3CHO, 

107-9. degree. . 79-96. degree. , 139.degroe.: 1- (2. 6-di chlorobenzyl) -2-{l-(2- 

hydroxyethyl) -4 -pipe razinyl] , o. 105-6. degree. (-), 1- (2, 6-di chlorobenzyl) - 

2- [l-cetbyl-4 -pipe razinyl] , BC1 salt a. 227-9. degree. (iso-PrOH) . Prepd. 
froa PhCBO, 57-61. degree. 79-90. degree. , 111. degree.: l-benryl-2- (1-cethyl- 
4 -pipe razinyl), □. 121-2. degree. (EtOAc), l-benxyl-2-|l- (2-bydrcxyethyl) -4- 
pipe razinyl] , □. 139-9. degree. (C6H6) . Prepd. froa p-MeOC2H40C6H4CHO, 
116-19. degree. , 1, .degree. 72.degree.: 1- (4-cethoxyethoxybenzyl) -2-[2- 
hydroxyethyl) -4-piperazinylJ . o. 94-6. degree, (petr. ether-C6H6). Prepd. 
froa O-H0C6B4CB0, 67-9. degree. (CHC13) , 155-7. degree. . 172-5. degree. : 

1- <2- hydroxy) -2- [1- (2-hydroxyethyl-4 -pipe razinyl] , n. 217-19. degree. 
(EtOH). Prepd. froa o-MeOC6B4CHO, 99 -101. degree. 66-7. degree. , 
109-I0.degree. : 1- ( 2-ce thoxybenzyl) -2- [1- (2-hydroxye thy 1) -4 -pipe razinyl] , 
a. 90-1. degree. (EtOAc), 1- (2-cethoxybenzyl) -2- [l-cethyl-4 -pipe razinyl] . 
a. 143-4. degree. (EtOAc). Prepd. froa o-NeC6H4CHD, 102-3. degree. , 
74 -9. degree., 79 -9 . deg ree . : 1- (2-cethylbenzyl) -2- ( l-cethyl-4 - 
pipe razinyl) , a. 129-30. degree. (C6H12) . Prepd. froa 4 - 
pyridinecarbox aldehyde, 121-2. degree. , -, 233-41. degree. : 
1- (4-pyridyiaethyl) -2- [l-aethyl-4 -pipe razinyl) , 167-9. degree, (dioxane) . 
Prepd. froa 2-pyridinecarboxaldehyde, -,-,-: 1- (2-pyridy Ice thyl) -2- [1 (2- 
hydroxyethyl) -4 -pipe razinyl] , a. 156-9. degree, (dioxane). A aizt. of 15 
g. 0-C1C6H4N02, (XX), 6 g. 4-FC6H4NH2, and 15 g. NaOAc is heated 10 hrs. 
at 200-10. deg ree. and cooled, dil. BC1 added, and the unused XX 
steaa-distd. The oixt. is cooled to give 6 g. 4*-fluoro-2- 
nitrodiphenylamine (XXI), a. 92-3. degree, (aq. EtOH). Redn. of 25 g. XXI 
in 100 ol. dioxane with H in the presence of 1 g. Raney Ni at ambient 
temp, and 115 ata. yields 22 g. 4' f luoro-2-aainodiphenylaaine, a. 
64-5. degree., which is condensed with IX.HC1 to give 26 g. 
1- (4-f luorophenyl) -2-chloroaethylbenziaidazole (XXII) , a. 110-11. degree. . 
A aixt. of 9 g. XXII with VI yields 6 g. 1 - ( 4 -f luorophenyl) -2- [ 1 - ( 2- 
hydroxyethyl) -4 -pipe razinyl] aethylbenziaidazole, a. 11 5- 16. deg ree. 
(EtOAc) . XXII with V yields 1- (4-f luorophenyl) -2- (l-aethyl-4-pipe razinyl] 
aethylbenziaidazole. a. 131-2. degree. (EtOAc). 1- (4-Chlorophenyl) -2- 
chloroaethylbenziaidazole (XXI I I), a. 119-21 .degree. , is prepd. by the 
aethod used to obtain XXII. The reaction of XXIII with VI yields 
1- (4-chlorophenyl) -2- [ 1- (2- hydroxye thyl) -4 -pipe razinyl] 
aethylbenziaidazole, a. 156-9 .degree. * with V gives 1- (4-chlorophenyl) -2- 
(l-aethyl-4-piperazinyl) aethylbenziaidazole, a. 167-9. degree. (EtOAc). 
Siailarly. XIV with V gives 90% 1- [2- (4-chlorophenyl) ethyl] -2- [l-aethyl-4 - 
pipe razinyl] aethylbenziaidazole, a. 122-3. degree. (C6H12) . A aixt. of 
11.9 g. .alpha.- (4-chlorophenyl) ethylaaine, 11.3 g. O-C1C6B4N02, and 9.9 
g. K2C02 is heated at 170-90. deg ree. 5 hrs., cooled, and nixed with Et20 
and H20. The Et20 phase is worked up to yield N- (2-nitrophenyl) -N- 
[. alpha. -(4-chlorophenyl) ethyl] aaine, a. 56-7. degree. (iso-PrOH) , and this 



L4 ANSVER 17 07 17 CAPLUS COPYRIGHT 2003 ACS (Continued) 
co=pd. is reduced with B ia the presence of Raney Mi to give 
M- (2-aainophenyl) -N-[. alpha.- (4-chlorophenyl) ethyl] aaine (XXIV). Toe 
reaction of XXIV with IX.HC1 yields 1- (. alpha. - (4-chlorophenyl) ethyl] -2- 
cblorasethylbenziaidazole which is allowed to react with VI to give 
l-(. alpha. -(4-chlorophenyl) ethyl] -2- [1- (2- hydroxye thyl) -4 -pipe razinyl] 
cetbylbenziaidazole, o. 149-50. degree. . A so In. of 10.9 g. XVI and 9.14 
g. 4-aitrobenzyl chloride in 150 al. EtOH is re fluxed 2 hrs. and evapd. to 
drynoss in vacuo and the residue triturated with H20 and dried to give 
10.4 g. N- (4-nitrobenzyl) -o-phenylenedi aaine (XXV). a. 1 36-9. deg ree. . The 
redn. of XXV with H in the presence of Raney Ni yields a product which 
allowed to react with IX.BC1 gives 1- (4-nitrobenzyl) -2- 
chlo race thy lbenz imidazole (XXVI) and then with V to give 60% 
1- (4-nitrobenzyl) -2- [ l-cethyl-4 -pi pe razinyl ] ce thy lbenzinidazole. a. 
159-61. degree, (benzene). Siailarly, 2-nitrobenzyl chloride is converted 
to 1- (2-nitrobenzyl) -2-chloro=etbylbenziaidazole, a. 153-60. degree. , and 
reaction with V yields 62% 1- (2ni trobenzyl) -2- [l-cethyl-4 -pipe razinyl} 
cethylbenzioidazole, a. 192-3. degree. (MeOH) . A aixt. of 23.3 g. 
H-( 4 -chlorobenzyl) -o-phenylenedi aaine, 16.3 g. . alpha. -chloropropionic 
acid, and 100 ol. 4N BC1 is heated under N 3 hrs. and cooled and the ppt. 
isolated and treated with VI to give 10 g. 1- (4-chlorobenzyl) -2- [1- 
hydroxyethyl) -4 -pipe razinyl) ethylbenziaidazole-HCl, a. 193- 5. deg ree. . 
Likewise, X and V give 93% 1- ( 4 -chlorobenzyl) -2- (l-cethyl-4 - 
piperazinyl)cethyl-5-chlorobenziaidazole, a. 160. 1. degree. (C6H6 petr. 
ether). To a suspension of 16.1 g. p-toluenesulf on-2-nitro-4- 
aethoxyanilide in 12.5 al. 4N NaOH is added 6.45 g. p-ClC6H4CH2Cl, the 
aixt. stirred and re fluxed 4 hrs.. 9.66 g. addnl. p-ClC6H4CH2Cl added, the 
reflux continued 45 Bin., and 2.7 al. 35% NaOH added. After a total 
reflux tiae of 9.5 hrs., the cool aixt. is extd. with Et20 and worked up 
to give 15 g. N- (4-chlorobenzyl) -N- (2-nitro-4-aethoxyphenyl) -p- 
toluenesulfonaaide (XXVII), a. 122-3. deg ree. . Hydrolysis of 30 g. XXVII 
in 440 al. EtO02H and 29.2 al. coned. H2S04 on H20 bath (93. degree.) 1.5 
hrs. yields 12.5 g. red N- (4-chlorobenzyl) -N- (2-nitro-4 - 

aethoxyphenyl) aaine. a. 129-30. degree. (MeOH), which is reduced with H and 
Raney Ni to give N- (4-chlorobenzyl) -N- (2-aaino-4 -aethoxyphenyl) aaine, 
(XXVIII}, a. 92-3. degree.. A aixt. of 13 g. XXVIII and IX yields 13 g. 
1- (4-chlorobenzyl) -2-chloroaethyl-5-DethoxybenziBidazole (XXIX), a. 
122-3. degree.. An 90% yield of 1- (4-chlorobenzyl) -2-{l- (2- hydroxye thyl) -4- 
piperazinyl] aethyl-4-aethoxybenziaidazole-H20, a. 106- 10. degree. (C6H6) , 
results froa the reaction of XXIX with VI; XXIX with V yields 
1 - ( 4 -chlo robenzy 1) - 2- ( 1 -ae thyl- 4 -pipe r azi nyl) ae thyl - 5- 
aethoxybenziaidazole, a. 175. deg ree., and XXIX with III leads to 
1- (4-chlorobenzyl) -2- [ethyl (2-hydroxye thyl) aaino] aethyl-5- 
aethoxybenziaidazole, a. 157-9. degree. . A suspension of 19 g. 
1- (2-bydroxybenzyl) -2- (l-aethyl-4 -pipe razinyl) Bethylbenzinidazole, a. 
243-5. degree, (prepd. by described aethods) , in 150 al. Ac20 is stirred 5 
hrs. at rooa teap. The soln. is evapd. in vacuo, ice H20 added, 
neutralized with NaHC03 soln.. and after work up yields 18 g. 
l-(2-acetoxybenzyl) -2- (l-aethyl-4 -piperazinyl) aethylbenziaidazole, a. 
145-7. degree. (C5H12C6H6) . Siailarly prepd. are l-(2-acetoxybenzyl)-2-[l- 
(2-acetoxybenzyl) -2- [1-ae thyl -4 -pipe razinyl] aethylbenziaidazole, a. 145-7 
- -degree. (C5H12C6H6). 1- (2-acetoxybenzyl) -2-[l- (2-acetoxyethyl) - 4- 
pipe razinyl] aethylbenziaidazole. a. 101-2. deg ree. , and 

1- (4-chlorobenzyl) -2- (1 (2-acetoxyethyl) -4 -pipe razinyl] aethylbenziaidazole. 
a. 78-90. degree.. A aixt. of 10 g. N- (4-chlorobenzyl) -o-phenylenedi aaine 
(XXX). and 4.6 g. glycolic acid is heated to 100. deg ree. and after aost 
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H20 is eliminated, the temp, is raised to 135. deg ree. and heated 1 hr. 
After cooling, the residue is dissolved in EtOH. the soln. heated, and H20 
added followed by the addn. of NaHC03 soln. to yield 10 g. 

1- (4-chlorobenzyl) -2-hydroxyaethylbenziaidazole (XXXI), a. 131-2. degree. ^ 
(aq. EtOH). XXXI is converted with S0C12 to its chloro deriv. which is > ' 

allowed to react with VI to giv* 1- (4-chlt,tobcn/yl) -2-[l-(2- «\ 
•hydroxye thyl) piperazinyl] c-thylbenzimidazole, u. 1*5. degree.. 1CV c.- \x 

yield 59% XXXI which is treated with V to give 73% 1- (4-chlorobenzyl) -2- -(l- * 

ae thyl- 4 -pipe razinyl) aethylbenziaidazole, a. 99-100. deg ree. A aixt. ot 

67.9 g. Me .garaaa. -broaobuty rate, «7.05 q. norph )'ine, and 392 al. PhMe is 

refluxed 3.5 hrs. After work-up ana hydrolysis of the product, 

. gamma. -Borpholinobutyric acid-H20, (XXXII), a. 73-4 .degree. , is isolated. 

A aixt. of 10.5 g. XXXII, 11.6 g. XXX, 12.7 g. H20, 3.2 al. EtOH, 2.4 g. 

HC1 (coned.) and 2.4 g. H3P04 (coned.) is heated to 135-40. degree. 2 hrs. 

Work-up yields 9.'1 g. 1- (4-chlorobenzyl) -2-[3- (4- 

oorpholinyl) propyl] benziaidazole, a. 118-19. degree. t HC1 salt a. 

171-3. degree. . By methods described above is also prepd. 

l-benzyl-2-t2-(2-hydroxyethoxy)-ethylaaino]aethylbenziBidazole-HCl, a. 

174-5. degree. . Pharmacol, tests in aniaals are presented for a no. of the 

7l87H>9-S, Ce i^Piperazineethanol, 4- [ [1- (4-pyridylmethyl) -2- 
benziaidazolyljaethyl]- 7187-10-2, 1-Piperazineethanol. 
4-{[l-(2-pyridylaethyl)-2-benziaidazolyl]methyl- 

(prepn. of) 
7197-09-9 CAPLUS 

1 -Pipe r azi nee thanol, 4-[ [1- (4-pyridylaethyl) -2-benziaidazolylJaethyl] - 
(7CI, 8 CI) (CA INDEX NAME) 




CH2-CH2-0H 



RN 7187-10-2 CAPLUS 

CN 1-Piperazineethanol, 4-[ [1- (2-pyridylaethyl) -2-benziaidazolyl] aethyl] - 
(7CI, BCD (CA INDEX NAME) 




CH2-CH2-OH 
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COST IN U.S. DOLLARS 
FULL ESTIMATED COST 
DISCOUNT AMOUNTS (FOR 
CA SUBSCRIBER PRICE 
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QUALIFYING ACCOUNTS) 



SINCE FILE • TOTAL 

ENTRY SESSION 

77.53 225.89 

SINCE FILE TOTAL 

ENTRY SESSION 

-11.07 -11.07 



STN INTERNATIONAL LOGOFF AT 16:24:08 ON 02 JUN 2003 



Habte 
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LI 



STRUCTURE UPLOADED 



=> d 11 

LI HAS NO ANSWERS 
LI STR 




H 

Gl C,N,Ak,0,S,S02,CH2 
G2 C,N 




Structure attributes must be viewed. using STN Express query preparation. 



=> s 11 

SAMPLE SEARCH INITIATED 16:11:35 FILE 'REGISTRY 1 
SAMPLE SCREEN SEARCH COMPLETED - 14349 TO ITERATE 

7.0% PROCESSED 1000 ITERATIONS 
INCOMPLETE SEARCH (SYSTEM LIMIT EXCEEDED) 
SEARCH TIME: 00.00.01 



FULL FILE PROJECTIONS: 

PROJECTED ITERATIONS: 
PROJECTED ANSWERS: 



ONLINE +*COMPLETE** 
BATCH **COMPLETE** 

279814 TO 294146 
59 TO 513 



1 ANSWERS 



L2 



1 SEA SSS SAM LI 



=> s 11 sss full 

FULL SEARCH INITIATED 16:11:43 FILE 1 REGISTRY 1 
FULL SCREEN SEARCH COMPLETED - 284453 TO ITERATE 

100.0% PROCESSED 2844.53 ITERATIONS 
SEARCH TIME: 00.00.06 



1012 ANSWERS 



L3 



1012 SEA SSS FUL LI 



=> file caplus 

COST IN U.S. DOLLARS 

FULL ESTIMATED COST 



SINCE FILE TOTAL 
ENTRY SESSION 
148.55 148.76 
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INVENTOR(S): 



PATENT ASSIGNEE (S): 



DOCUMENT TTPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT J 
PATENT INFORMATION: 

PATENT NO. 



2002:886719 CAPLUS 
137:384842 

Benzimidazola t*»»~*« and antiviral uses thereof 

Lackey. John Villi am; Kinder. Daniel S.i Tveraoes, 

Nicolai A. 

Triaeris, Inc.. USA 

PCT Int. Appl.. 143 pp. 

CO DEN : P 1X202 

Patent 

English 

1 
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Syncytial Virus infections) 
475648-96-5 CAPLUS 

lH-Benziaidazole, 1- (1. 2. 4-o*adiazol-3-ylaethyl)-2-[ [4- [3- 
(trifluoroa«thyl) phenyl] -1-piperarinyljBethylJ- (9CI) (CA INDEX NAME) 



KIND DATE 



APPLICATION NO. DATE 



t 2002O92S75 Al 20021121 WO 2002-US14598 

V: AE. AG. AL, AN. AT. AU, AZ. BA. BB, BG, 



BY, 



CO. CR, CU, 
GH. HR, HU. 
LS. LT. LU. 
PL. PT, RO, 
UA. UG, UZ, 
RV: GH. GM, KE. 
CY, DE, OK, 
BF, BJ. CF, 

PRIORITY APPLN. INFO. J 

OTHER SOURCE(S): 

GI 



OX, DM, DZ, EC, 

ID. IL. IN. IS, JP, KE. KG, KP, KR, 

LV, MA. MD. MG, MX, MN. MW, MX, M2. 

RU. SD. SE, SG. SI, SK. SL, TJ. TM. 

VN. YU, ZA. ZM. ZW. AH. AZ, BY. KG, 

LS, MY. MZ. SD, SL, SZ, TZ, OG, ZM, 

ES. n. PR. GB, GR. IE. IT. LU, MC. 

CG. CI. CM, GA. GN, GQ, GV. ML, MR, 

US 2001-290038P P 
MARPAT 137:384842 



20020510 
BZ, CA. ( 
GB, GD, ( 
KZ, LC. 1 
NO, NZ. t 
TN. TR. 1 
KZ, HD, 
ZW. AT, 
NL. PT. 
NE, SN, 

20010511 



OXX' 



RU, 
BE, 



THERE ARE 10 CITED REFERENCES AVAILABLE FOR THIS 
ALL CITATIONS AVAILABLE IN THE RE FORMAT 



r6 J^JL m JL (CH2) n YRlR2 



AB Title coepds. I [Rl. R2 - H, (un) substituted allcyl, cycloalkyl, 

heterocyclic, aryl. heteroaryli R3 - H, halo, (un) substituted allcyl. Oh. 
alkoxy, aryl, heterocyclic, heteroaryli R4-R7 - H, halo, (un) substituted 
allcyl. OH, alkoxy, aryl, heterocyclic, heteroaryli X - bond, 
(un) substituted alkylene. C:N. CO, P. Si Y - N, P, O, S* when Y - O, S, R2 
is absent; n - 0-4) were prepd. for use as virucides that inhibit membrane 
fusion assocd. events such as viral transmission, reduce viral load or 
otherwise treat viral infections, particularly that caused by Respiratory 
Syncytial Virus. Thus, I (Rl - cyclohexyl. R2 - CHMe2, Y - N, X - CH2, R3 
- 2-quinolinyl, R4-R7 - H] had ICSO of 5.16 .mu.g/raL. 

IT 475646-96-5P 

RL: SPN (Synthetic preparation); THU (Therapeutic use) » BIOL (Biological 
study); PREP (Preparation); USES (Uses) 

(prepn. of benzinidazole derivs. as virucides for treating Respiratory 
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2002:10123 CAPLUS 
136:64091 

Method and system for predicting pharmacokinetic 
properties 

Hattori, Kazunari; Shimada, Kaore; Uchiyama, Mamoru 

Pfizer Inc., USA 

Eur. Pat. Appl., 27 pp. 

CO DEN : EPXXCW 

Patent 

English 



PATENT NO. 



KIND DATE 



APPLICATION NO. DATE 



EP 2001-304648 20010525 
B, GR, IT, LI, LU, NL, SE, MC, 



EP 1167969 A2 20020102 

R: AT, BE, CH, OE, DK. ES, ] 
IE, SI, LT. LV. FI, RO 
US 2003069698 Al 20030410 US 2001-976767 20010607 

JP 2003014728 A2 20030115 JP 2001-179774 20010614 

PRIORITY APPLN. INFO. : US 2000-211664P P 20000614 

AB This invention provides a method for predicting pharmacokinetic properties 
of mols. comprising the steps of: (a) prepg. 2D-structures of mols. used 
as a training set; (b) constructing a 2D- fingerprint by counting the no. 
of structural descriptors that potentially relate to a pharmacokinetic 
property, either manually or automatically using internally developed 
macro; wherein said structural descriptors consist of predefined 20 to 80 
atoms/f ragmen ta or substructures; (c) analyzing the obtained 
2D-fingerprint by a statistical anal, method to correlate with the 
pharmacokinetic property of the tool, to yield a quant, structure -property 
relation (QSPR) model; and (d) calcg. the pharmacokinetic property of a 
trial col. using the above obtained QSPR model. A system for this 
invention is also provided. According to this method and system, it is 
possible to predict pharmacokinetic properties of mols. prior to 
synthesis, without labor-intensive and time-consuming experimentation. 
IT 256286-77-0 256266-79-2 258266-64-9 
258267-29-5 258287-68-2 258268-00-5 



RL: PKT (Pharmacokinetics); PRP (Properties); BIOL (Biological study) 

(method and system for predicting pharmacokinetic properties) 
2582B6-77-0 CAPLUS 

lH-Benzimidazole. 2- (4-methyl-l-piperazinyl) -1-(1- (l-phenylcycloheptyl) - 
piperidinyl)- (9CI) (CA INDEX NAME) 



O 
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lH-Benzimidazole. 2- (4-methyl-l-piperazinyl) -1- [1- (1-phenylcyclooctyl) - 
piperidinyl]- (9CI) (CA INDEX NAME) 



Habte 
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RN 258286-84-9 CAPLUS 

CN lH-Benzimidazole. 1-(1- (1-methylcyclooctyl) -4 -piperidinyl) -2- (4-methyl-l- 
piperazinyl) - (9CI) (CA INDEX NAME) 



/ 



RN 2582B7-29-5 CAPLUS 

CN IH-Benziraidazole, 1- [1- (l-phenylcycloheptyl) -4 -piperidinyl] -2- (1- 
piperazinyl)- (9CI) (CA INDEX NAME) 



H 

o 



RN 258287-68-2 CAPLUS 

CN lH-Benzimidazole. 1-(1- (1-methylcyclononyl) -4 -piperidinyl) -2- (4-methyl-l- 
piperazinyl) - (9CI) (CA INDEX NAME) 
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RN 25B288-00-5 CAPLUS 

CN IH-Benzioidazole, l~[l-(l-e*thylcyclooctyl)-4-pip«ridiijyll-2-<l- 
piperazinyl)- (9CI) (CA INDEX NAME) 



(3 



RN 25B290-26-S CAPLUS 

CN lH-Benzimidazole, l-{l-{l-<l-«ethyl«thyl)cycloh*ptylJ-4-pip«ridlnyl}-2-(l- 
piperazinyl)- (9CI) (CA INDEX NAME) 
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2001:896499 CAPLUS 
1364 20072 

l-Benzcyl-3-l2-[l-(lH-b«nzimid*zol.-2- 
carbanyl)pip«ridin-l-yl] ethyl] -3-phenylpyrrolidine 
derivatives end analogs as histamine and tachykinin 
receptor antagonists useful for the treatment of 
allergic diseases 

Burkholder, Tinothy P.; Bratton. Larry D.; Kudlacz, 
Elizabeth M.i Maynard, George P.; Kane, John M.i 
Santiago. Braulio 

Aventis Pharmaceuticals, Inc.. USA 

U.S.. 77 pp., Cont.-in-part of U.S. Ser. No. 501,914 
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F II 



AB The present invention relates to novel substituted pipecidine derivs. I 

vherein: Gl is CH2 or CO; G2 is CH2 or CO; G3 is CH2 or CO; o is 2 or 3f n 
is 0 or 1; q is 1 or 2; p is 0 or It Arl - (un) substituted Ph. naphthyl, 
pyridyl, thienyli Ar2 - (un) substituted Ph. pyridyl; XI and X2 are defined 
in one of (A), (B), or <C) : (A) XI - H and X2 - substituted 
be nzothi az ole- 2 -car bonyl, diphenylnethyl, benzimidazolyl-2-carbonyl; (B) 
XI - OH and X2 - substituted benzothiazol-2-yl, benzimidazol-2-yl; (C) X2 
- (R5C6H4)C(Z1) (C6H4R6) vherein R5, R6 - from 1 to 3 substituents chosen 
independently from, e.g.. H» halo, CF3, and XI and Zl taken together form 
a second bond between the carbon atoms bearing XI and 21; provided than 
when Gl is CO, then G2 and G3 are CH2, and that when G2 is CO, then Gl and 
G3 are CH2. and that when G3 is CO, then Gl and G2 are CH2; stereoisomers 
thereof, and pharmaceutical^ acceptable salts thereof which are useful as 
histamine receptor antagonists and tachykinin receptor antagonists. Such 
antagonists are useful in the treatment of allergic diseases including: 
seasonal rhinitis, allergic rhinitis, and sinusitis. Thus, e.g., 
substitution reaction of 4- [1- (4-f luorobenzyl) -lH-benzimidazole-2- 
carbonyljpiperidine with l-(3,4, 5-triraethoKybenzoyl) -3- (3,4- 
dimethojryphenyl) -3- (2-methanesulfonylo«yethyl) pyrrolidine (prepn. given) 
afforded II which exhibited HI receptor antagonism in vitro with pA2 - 
7.50, and NX1 receptor binding affinity with IC50 - 31 nM. 

IT 17B371-0B-9P 178371-09-0P 17B371-10-3P 
17S371-11-4P 17M71-15-BP 17B371-3S-2P 
178372-47-8P 17S372-82-2P 178372-B3-3P 
178372-B4-4P 17S372-B5-5P 178372-92-4P 

178372- 93-5P l7B373-0«-3P 170373-07-4P 

178373- 36-9P X7B373-37-0P 178373-43-0P 
178373-46-1P 

RL: BSU (Biological study, unclassified)! SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(l-benzoyl-3- 12- (4- (lH-benzimidazole-2-carbonyl)piperidin-l-yl] ethyl) -3- 
phenylpyrrolidine derivs. and analogs as histamine and tachykinin 
receptor antagonists useful for the treatment of allergic diseases) 
RN 17B371-08-9 CAPLUS 

Habte 
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CN Pyrrolidine, 3- (3, 4-dichlorophenyl) -3- [2- [4-{ (l-[2- (4-morpholinyl)ethyl] 

lH-benziraidazol-2-yl] carbonyl] -1-piperidinyl) ethylj -l-(3, 4. 5- 

trimethoxybenzoyl) - (9CI) (CA INDEX NAME) 



CI 




RN 178371-09-0 CAPLUS 

CN Pyrrolidine, 3- (3, 4-dichlorophenyl) -3- {2-14- [ {1- [2- (4-morpholinyl) ethyl] 
lH-benzimidazol-2-yl] carbonyl] -1-piperidinyl] ethyl) -1- (3, 4,5- 
trimethOKybenzoyl) -, monomethanesulfonate (9CI) (CA INDEX NAME) 

CM 1 

CRN 178371-08-9 

CMF C41 H49 C12 N5 06 



CI 




CM 2 

CRN 75-75-2 
CMF C H4 03 S 

0 

HO-S-CH3 
II 
0 

RN 178371-10-3 CAPLUS 

6/02/2003 



10/030,202 
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CN Pyrrolidine, 3- (3. 4-dichloroph.nyl) -3- [ 2- {4- [ [1- (2-pyridinylmethyl) -lfl- 

benzimidazol-2-yl) carbonyl) -1-piperidinyl] tthyl] -1- (3.4.5- 

triaethoxybenzoyl)- (9CI) (CA INDEX HAKE) 



CI 




RN 173371-11-4 CAPLUS 

CN PyrroUdine. 3- (3, 4-dichlorophenyl) -3- [2- (4- til- (2-pyridinylaethyl) -1H- 
benzimidazol-2-yl] carbonyl] -1-piperidinyl] ethyl] -1- (3, 4, S- 
trinethoxybenzoyl)-. monoaethanesulfonate (SCI) (CA INDEX NAME) 

CM 1 

CRN 178371-10-3 

CUT C41 B43 C12 NS OS 



CI 




Of 2 

CRN 75-75-2 
Off C H4 03 S 
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HO-S-CH3 

a 

O 



RN 178371-15-8 CAPLUS 

CM Pyrrolidine. 3-phenyl-3-{2-{4- [ (1- (2-pyridinylnethyl) -IB-be nziaidazol-2- 
yl] carbonyl] - 1 -piperidinyl] ethyl) - 1 - (3. 4 . 5- trine thoxybenzoyl) - (XI) (CA 
INDEX NAME) 



OMe 




RN 178371-35-2 CAPLUS 

CN PyrroUdine. 3- [2- 14- 1 (1- (2-furanyloetbyl) -lH-banzinidazol-2-yl] carbonyl] - 
l-piperidinyl)«thyl]-3-phenyl-l-(3,4.5-triiMthoxybenzoyl)- (9CI) (CA 
INDEX NAME) 



OMe 




RN 178372-47-9 CAPLUS 

CN PyrroUdine, 3- (4-netho«yphenyl) -3-[2-[4-[ [l-(2-pyridinyljBethyl)-lH- 
benzinidazol-2-yl) carbonyl] -1-piperidinyl] ethyl) -1- (3,4.5- 
t rime thoxybenzoyl)- (9CI) (CA INDEX NAME) 



L4 ANSVER 3 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 



OMe 




RN 178372-82-2 CAPLUS 

CN Pyrrolidine, 3- (3, 4-dichlorophenyl) -3- {2- [4- [ [1- [2- (4-raorpholinyl) ethyl) - 
lH-benziraidazol-2-yl] carbonyl] -1-piperidinyl] ethyl) -1- (3, 4, 5- 
t rime thoxybenzoyl)-, <+>- (9CI) (CA INDEX NAME) 

Rotation (+) . 




RN 178372-83-3 CAPLUS 

CN Pyrrolidine, 3- (3, 4-dichlorophenyl) -3- (2- (4- [ {1- [2- (4 -aorpholinyl) ethyl] - 
lH-benziiaidazol-2-yl] carbonyl) -1-piperidinyl] ethyl] -1- (3. 4 , 5- 
triaethoxybenzoyl)-. (-)- (SCI) (CA INDEX NAME) 

Rotation (-) . 
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RN 178372-84-4 CAPLUS 

CN Pyrrolidine, 3- (3, 4-dichlorophenyl) -3- [2- [4-( [1- (2-pyridinylmethyl) -1H- 
benzimidazol-2-ylJ carbonyl] -1-piperidinyl] ethyl] -1- (3, 4, 5- 
t rime thoxybenzoyl)-, (+)- (9CI) (CA INDEX NAME) 

Rotation (+> . 




RN 178372-85-5 CAPLUS 

CN PyrroUdine, 3- (3, 4-dichlorophenyl) -3- (2- [4- [{ 1- (2-pyridinylaethyl) -1H- 
benzimidazol-2-ylJ carbonyl) -1-piperidinyl) ethyl] -1- (3,4,5- 
trimethoxybenzoyl)-, (-)- (9CI) (CA INDEX NAME) 

Rotation (-) . 



Habte 
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OMe 




CI 



RN 179372-92-4 CAPLUS 

CN Pyrrolidine. 3-pher^lO- (2M<M [lM2-pyridinyliMthyl) -lB-benziaidazol^- 
ylJcartjoriyll-l-piperidinyllethylJ-l- (3,4,5-tris»t^^ (+)- (9CI) 
(CA INDEX NAME) 

Rotation (♦)■ 




RN 178372-93-5 CAPLUS 

CN Py r r olidi ne, 3-phe nyl - 3- { 2 - [ 4 - [ i 1 - ( 2 -py r idi nyloe thy 1 ) - lH-benziaidaz ol - 2 - 
ylj carbonyl] -1-piperidinyl] ethyl) -1- (3,4, S- trine thoKybenzoyl) (-) - (9CI) 
(CA INDEX NAME) 

Rotation (-) . 
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RN 178373-06-3 CAPLUS 

CN Pyrrolidine, 3- [ 2- (4- { { 1- (2-f uranyloethyl) -lH-benzinidazol-2-yl) carbonyl) - 
1-piperidinyl) ethyl] -3-phenyl-l- (3, 4, 5-trin*tbo»ybenzoyl) (♦)- (9CI) 
(CA INDEX NAME) 

Rotation (+) . 




OMe 



RN 178373-07-4 CAPLUS 

CN Pyrrolidine, 3-[2-{4-({l-(2-furanylaethyl)-lH-benzinidazol-2-yl]carbonyl] - 
1-piperidinyl] ethyl] -3-phenyl-l- (3, 4. S-trinethoxybenzoyl)-, (->- (9CI) 
(CA INDEX NAME) 

Rotation (-) . 
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BN 178373-36-9 CAPLUS 

CN Pyrrolidine, 3- (4-methoxyphenyl) -3-[2-(4-[(l- (2-pyridinylnethyl) -1H- 
benzimidazol-2-yl] carbonyl] -1-piperidinyl] ethyl] -1- (3, 4, 5- 
tri»etholrybenzoyl) -, (♦)- (9CI) (CA INDEX NAME) 

Rotation (+) . 



OMe 




RN 178373-37-0 CAPLUS 

CN Pyrrolidine, 3- (4-oethoayphenyl) -3-[2-(4-( [1- (2-pyridinylmethyl) -1H- 
benzinidazol-2-yl] carbonyl] -1-piperidinyl) ethyl] -1- (3, 4, 5- 
trinethoaybenzoyl)-. (-)- (9CI) (CA INDEX NAME) 

Rotation (-). 
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OMe 




RN 178373-45-0 CAPLUS 

CN Nethanone, [1- [2-(3-{ ( 4 -fluorophenyl) methyl] -l-( (3,4,5- 

tcimethoJcyphenyl)nethyl)-3-pyrrolidinyl] ethyl] -4-piperidinyl] [1- (2- 
pyridinylmethyl)-lH-benzimidazol-2-yl]-. (+)- (9CI) (CA INDEX NAME) 

Rotation (+) . 




F 



RN 178373-46-1 CAPLUS 

CN Methanone, [l-[2-[3-[ (4 -fluorophenyl) nethylJ-l-[ (3, 4. 5- 

trinethojryphenyl) nethyl] -3-pyrrolidinyl] ethyl] -4-piperidinyl] [1- (2- 
pyridinylnethyl)-lH-benzinidazol-2-yl)-, (-)- (9CI) (CA INDEX NAME) 

Rotation (-) . 



Habte 



6/02/2003 



10/030,202 



Page 9 



ANSWER 3 07 46 CAPLUS COPYRIGHT 2003 ACS 



L« ANSWER 3 07 46 CAPLU5 COPYRIGHT 2003 ACS (Continued) 




200616-60-07 200616-61-1P, 1- (3, 4 , S-Trimethoaybenzoyl) -3- 

(2-[4-[ (l-{pyridin-4-yLB«thyl) -lH-bentiaidazol-2-yl] carbonyl} pi peridin-1- 

yl] ethyl] -3-phenylpyrrolidine 379233-87- IP 

RL: PAC (Pharmacological activity)! SPN (Synthetic preparation)! THU 
(Therapeutic use) i BIOL (Biological study) » PREP (Preparation) t USES 
(Uses) 

(l-ben2oyl-3-(2-[4-(lH-benzinidazole-2-carbonyl)piperidin-l-yl]ethylJ-3- 
phenylpyrrolidine derivs. and analogs as histamine and tachykinin 
receptor antagonists useful for the treatment of allergic diseases) 
200616-60-0 CAPLU5 

Pyrrolidine, 3-phenyl-3-{2-(4- [ [1- (3-pyridinylmethyl) -lH-benzinidazol-2- 
yl3c»rbonyl}-l-piperidinylJethylJ-l-(3,4,5-trii3ethoKybenzayl)- (9CI) (CA 
INDEX NAME) 




200616-61-1 CAPLUS 

Pyrrolidine, 3-phenyl-3- [2-[4-l (1- (4-pyridinylmethyl) -lH-benziiaidazol-2- 
yl] carbonyl] -1-piperidinyl] ethyl} -1- (3. 4 . 5-trimethoaybenzoyl) - (9CI ) (CA 
INDEX NAME) 



rrV !jCr--^> 1 



one 



RN 379233-97-1 CAPLUS 

CN Pyrrolidine. 3M4-fluorophenyl)-3-[2-(4-[[l-(4-pyridinylmetbyl)-lB- 
benziaidazol-2-yl] carbonyl] -1-piperidioylJ ethyl] -l-{3. 4, 5- 
triaethoaybenzoyl)-. (♦)- (9CI) (CA INDEX NAME) 

Rotation (♦) . 





cm) 




IT 379133-89-3 

RL: RCT (Reactant) » RACT (Reactant or reagent) 

(l-benzoyl-3-{2-{4- (lH-benzimidazole-2-carbonyl) pipe ridin-l-ylj ethyl] -3- 
phenylpyrrolidine derivs. and analogs as histanine and tachykinin 
receptor antagonists useful for the treatment of allergic diseases) 

RN 379233-99-3 CAPLUS 

CN Methanone, 4-piperidinyl[l- (4-pyridinylaethyl) -lH-benzimidazol-2-yl] - 
(9CI) (CA INDEX NAME) 




ANSWER 3 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
178371-33-0P 178371-34- IP 

RL: RCT (Reactant); SPN (Synthetic preparation)! PREP (Preparation)! RACT 

(Reactant or reagent) 

(l-benzoyl-3- [2- [4- (lH-benzimidazole-2-carbonyl) piperidin-l-ylj ethyl] -3- 
phenylpyrrolidine derivs. and analogs as histanine and tachykinin 
receptor antagonists useful for the treataent of allergic diseases) 

178371-33-0 CAPLUS 

1-Piperidinecarboxylic acid. 4-[(l-(2-furanylmethyl) -lH-benzimidazol-2- 
yl) carbonyl]-, 1. 1-diraethylethyl ester (9CI) (CA INDEX NAME) 



N— CH 2 

6 



RN 178371-34-1 CAPLUS 

CN Methanone, [1- (2-furanylmethyl) -lH-benzimidazol-2-yl] -4-piperidinyl- (9CI) 
(CA INDEX NAME) 




6 
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2001:319725 CAPLUS 
134:320888 ' 
Use of substance P antagonists for influencing the 
circadian timing system 

Dugcvic, Christine Jeannei Janssens, Prans Eduard 

■J ans se n Pharraaceutica N.V., Belg. 

PCT Int. Appl., 37 pp. 

CODEN: PIXXD2 

Patent 

English 



PATENT NO. 



KIND DATE 



APPLICATION NO. DATE 



CN, 



RV: 



ZA, ZW, 



PRIORITY APPLN. INFO. : 
OTHER SOURCE (S) : 



WO 2001030348 Al 20010503 WO 2000-EP10201 20001016 

W: AE, AG, AL, AM, AT, AU, AZ, BA, BB, BG, BR, BY, BZ, CA, ( 

CR, CU, CZ, DE, DK, DM, DZ. EE, ES, FI, GB, GO, GE, GH, GM, BR, 
HU, ID, IL, IN, IS, JP, KE, KG, KP, KR, KZ, LC, LK, LR, LS, LT, 
LU, LV, MA, M0, MG, MX, MN, MW, MX, MZ, NO, NZ, PL, PT, RO, RU, 
SD, SB, SG, SI, SK, SL, TJ, TM, TR, TT. TZ, UA, UG, US, UZ, VN, 
AM, AZ, BY, KG, KZ, MD, RU, TJ, TM 

LS, MW, MZ, SD, SL. SZ, TZ. UG, ZW, AT. BE, CH. CY, 
FI, PR, GB, GR, IE, IT, LU, MC, NL, PT, SB, BF, BJ, 
CM, GA, GN. GW, ML, MR, NE, SN, TD. TG 

EP 1999-203499 A 19991025 
MARPAT 134:320888 

The invention concerns the use of N-contg. heterocyclic derivs. (Markush 
included) in the manuf. of medicaments useful for beneficially influencing 
the circadian timing system or enhancing the sleep efficiency of a mammal, 
suitably a human being. The compds. of the invention are described in 
full in TO 97/16440, WO 97/14324, WO 97/24350, and WO 97/24356. 
193201-94-4 193201-94-4D, N-OXides and stereoisomers 
193201-97-7 193201-97-7D. N-oxides and stereoisomers 
193201-99-9 193201-99-9D. N-oxides and stereoisomers 
336790-67-1 336790-67-1D, N-oxides and stereoisomers 
336790-88-6 336790-88-6D, N-oxides and stereoisomers 

RL: BAC (Biological activity or effector, except adverse)! BSU (Biological 
study, unclassified) i THU (Therapeutic use)! BIOL (Biological study)! USES 
(Uses) 

(substance P antagonists for influencing circadian timing system) 
193201-94-4 CAPLUS 

[l,4 , -Bipiperidin)-4-amine, l'-[3,5-bis (trifluoromethyl) benzoyl} -N-[l-[ (2- 
methyl-5-osazolyl) methyl} -lH-benzinidazol-2-yl] -2* - (phenylmethyl) - (9CI ) 
(CA INDEX NAME) 



Habte 
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CT 3 




He 



RN 193201-94-4 CAPLUS 

di (1,4'-Biplperidia] -4-aaine. l'-[3.5-bi3 (trifluoroaethyl) benzoyl] -N- 11- ( (2- 
Bethyl-S-oxazolyl) oethyl] -lH-benziaidazol-2-yl] -2' - (phenyls* thyl) - |9CI> 
(CA INDEX NAKB) 




RN 193201-97-7 CAPLUS 

CN [1, 4'-Bipip«ridin} -4-aaine, 1* -[3, 5-bie (trif luoroaethyl) benzoyl] -N-[l-( (5- 
methyl-2-furanyl) methyl] -lH-benziaidazol-2-yl) -2* -(phenylmethyl)- (9CI) 
(CA INDEX NAME) 
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CF 3 



He 



. RN 193201-97-7 CAPLUS 

CN |1. 4 *-Ripiperidin] -4-aaine, 1* - [3, S-fais (trif luoroaethyl) benzoyl] -N-[l-[ (5- 
aathyl-2-furanyl) methyl] -lH-benzimidazol-2-yl] -2'- (phenyls thy 1) - (9CI) 
(CA INDEX NAME) 



CF 3 




C7 3 



He 



RN 193201-99-9 CAPLUS 

CN 4-Piperidinaaine, 1- (3, 5-bisUrif luoroaethyl) benzoyl) -N- [1- [ (2-aethyl-4- 
oaazolyl) methyl] -lH-b«nzimidazol-2-yl] -2- (phenylaethyl) - (9CI) (CA INDEX 

NAME) 
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Me 



RN 193201-99-9 CAPLUS 

CN 4-Piperidinamine, l-[3, 5-bis (trif luoroaethyl) benzoyl] -N- [l-{ (2-methyl-4 - 
oxazolyl) methyl] -lH-benzimidazol-2-yl] -2- (phenylmethyl) - (9CI) (CA INDEX 
NAME) 



CP 3 




CN 4-Piperidinamine, 1- {3, 5-bis (trifluoroaethyl) benzoyl] -N-(l-l <5-methyl-2- 
furaijyl)aethyl]-lH-benzimidazol-2-yl] -2- (phenylmethyl)- (9CI) (CA INDEX 
NAME) 
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Me 



RN 336790-67-1 CAPLUS 

CN 4-Piperidinamine, l-(3, 5-bia ( trif luoroaethyl) benzoyl] -H-[l-[ (5-methyl-2- 
furanyl) methyl] -lH-benzimidazol-2-yl) -2- (phenylmethyl)- (9CI) (CA INDEX 
NAME) 




Me 



RN 336790-B8-6 CAPLUS 

CN Piperidine. l-C3,5-bis(trifluoroaethyl)benzoylJ-4-[4-I{l-l (2-methyl-5- 
oaazolyl) methyl] -lH-benziaidazol-2-yl] amino] -1-piperazinyl] -2- 
(phenylaethyl) - (9CI) (CA INDEX NAME) 



Habte 
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2001:240149 CAPLUS 
134:266309 

Preparation of 4 - (2-benziaidazolyla*ioo) pipe ridi nes as 

histamine and tachykinin receptor antagonists 

Kane. John M.» Maynard, George D. ; Burk bolder, Timothy 

P.i Brattoa, Larry D.i Daltoa, Christopher R.i 

Santiago, Braulio; Kudlacz, Elizabeth H. 

Aventia Pharmaceuticals Inc., USA 

U.S. , 106 pp., Coat.-in-part of U.S. Ser. No. 734,508, 



336790-86-6 CAPLUS 
Pi pe ridi ne, 1 - [ 3 . 5-bi s ( t ri f luorone thy 1 ) benzoyl] -4-[4-({l-[ ( 2 -me thyl-5- 
oxazolyl) methyl] - IB-be nzimidazol-2-yl] anino] -1-piperazinylJ -2- 
(phenylaethyl)- (9CI) (CA INDEX NAME) 



DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 

PATENT NO. S 

US 6211199 
PRIORITY APPLN. INTO. 



CO DEN: USXXAM 

Patent 

English 

5 



APPLICATION NO. DATE 



US 1997-513846 19971215 
US 1995-34609P P 19951117 
US 1996-734 508 B2 19961017 
MARPAT 134:266309 



Bl 20010403 




ARB 6 CITED REFERENCES AVAILABLE FOR THIS 
ALL CITATIONS AVAILABLE IN THE RE FORMAT 



Title coepda., e.g., I [R - R4Z4(CH2)eu Rl - (un) substituted Ph, 
-pyridinyl, -thienyl, etc.; R2 - (un) substituted (alkylenedioxy) benzyl, 
-benzoyl, etc.; R4 - e.g., (un) substituted 2-benzimidazolylamino; Z,Z1 - 
CH2 or CO; Z4 - piperidine-4, 1-diyli o - 2 or 3 J were prepd. as histamine 
and tachykinin receptor antagonists (no data). Thus, 4- [1- (2-furylmethyl)- 
2-benzimidazolylamino}piperidine vas condensed with 2- [l-{2-netho«y-5- (1- 
tetrazolyl) benzoyl] -3-phenyl-3-pyrrolidinyl] ethyl methanesulfenate (prepn 
each given) to give I [R - R4Z4CH2CH2, Rl - Ph, R2 - 2-n»thexy-5- (1- 
tetrazolyl) benzoyl. R4 - 1- (2-furylmethyl) -2-benzimidazolylamino. Z - Zl - 
CH2, Z4 - piperidine-4. 1-diyl] . 

132551-70-1P 132552-30-2P 191605-13-7P 

RL: RCT (Reactant) i SPN (Synthetic preparation) ; PREP (Preparation) t RACT 
(Reactant or reagent) 

(intermediate; prepn. of (benziaidazolylamino)piperidines as 

antiallergics) 
132551-78-1 CAPLUS 

1-Piperidinecacboaylic acid, 4-{ {3-{ {5- (hydroaymathyl) -2-furanylJmethyl] - 
lH-benzioidazol-2-yl] amino]-, ethyl ester (9CI) (CA INDEX NAME) 
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CH2-OH 



RN 132552-50-2 CAPLUS 

CN 1 -Pipe ridi necarboaylic acid, 4- [ [1- [ [5- (ethoaycarbonyl) -2-furanyl]nethyl] - 
lH-benzimidazol-2-yl] amino]-, ethyl ester (9CI) (CA INDEX NAME) 



0 




C-OEt 

II 

0 



RN 191605-13-7 CAPLUS 

CN Pyrrolidine, 3- (4-f luorophenyl) -3- (2- (4-( (1- [ [1- (phenylmethyl) -lH-iaidazol- 
2-ylJnethylJ -lH-benzimidazol-2-yl] amino] -1 -pipe ridinyl] ethyl] -1- (3, 4, 5- 
trioethoxybenzoyl)- (9CI) (CA INDEX NAME) 
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IT 191603-66-4P 191603-70-OP 191603-80-27 
191S05-16-0P 332046- 17-OP 332046-S3-4P 
332046-54-3P 332046-61-4P 332046-62-3P 
332046-65-8P 332046-70-SP 332046-72-7P 
332046-74-9P 332046-76-1P 

RL: BAC (Biological activity or effector, except adverse) ; BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(prepn. of (benzimidazolylamino)piperidines as antiallergics) 
RN 191603-66-4 CAPLUS 

CN Pyrrolidine, 3- (3, 4-dif luorophenyl) -3- {2- [4- [ [1- (2-pyridinylmethyl) -1H- 

benzimidazol-2-yl] amino] -1 -pipe ridinyl) ethyl] -1- (3. 4, 5-trimethoaybenzoyl) - 
(9CI) (CA INDEX NAME) 



F 




RN 191603-70-0 CAPLUS 

CN Pyrrolidine, 3- [2-[4-{ (1- [ (5-chloro-2-thienyl)nethyl] -lH-benzimidazol-2- 
yl] amino] -1 -pipe ridinyl] ethyl] -3- (3, 4-dif luorophenyl) -1- (3. 4, 5- 
trimethoiybenzoyl)- (9CI) (CA INDEX NAME) 




RN 1916O3-B0-2 CAPLUS 

CN Pyrrolidine, 3- [2- [4- [[ 1- I (hydroaymethyl) -2-furanyl] Dethyl] -1H- 
benzimidazol-2-yl] amino] -1-piperidinyl] ethyl] -3-phenyl-l- (3,4, 5- 
trinethoaybenzoyl)- (9CI) (CA INDEX NAME) 



Habte 
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0«e 




CH2— OH 



RN 191605-16-0 CAPLUS 

CM PyrroUdine, 3-{2- [4- 1 [l-{ (5-chloro-2-thienyl) methyl] -lH-benzimidazol-2- 
yllaauno) -1 -pipe ridinyl) ethyl) -3- (3, 4 -dlf luorophenyl) -1- (3.4.5- 
trimethoaybenzoyl)-. dimethanesulfonate (9C1) (CA INDEX NAME) 

CM 1 

CRN 191603-70-0 

CMF C39 H42 CI F2 N5 04 S 



f 




ci 



CM 2 

CRN 75-75-2 
CMF C H4 03 S 
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O 




O 



RN 332046-17-0 CAPLUS 

CN Pyrrolidine, 3- £2- [4- I {1- (2-furanylaethyl) -lH-benziaidazol-2-yl) amino) -1- 
pipe ridinyl] ethyl] -l-{2-methoxy-S- (IB-tetrazol-l-yl) benzoyl] -3-phenyl- 
(9CI) {CA INDEX NAME) 




RN 332046-53-4 CAPLUS 

CN PyrroUdine. 3- (3. 4-dlf luorophenyl) -3-{2- [4-( (1- (4-pyridinylmethyl) -1H- 

benzioidazol-2-yl) amino) -1 -pipe ridinyl] ethyl] -1- (3, 4 . 5-trimethoxybenzoyl) - 
, methanesulfonate (9CI) (CA INDEX NAME) 

CM 1 

CRN 332046-52-3 

CMF C40 H44 F2 N6 04 



F 




CM 2 

CRN 75-75-2 
OIF C H4 03 S 
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0 
II 

H0-S-CH3 
O 



RN 332046-54-5 CAPLUS 

CN Pyrrolidine, 3- [2-{4- [ [1- [ (5-chloro-2-thienyl) methyl] -lH-benziraidazol-2- 
yl] amino) -1 -pipe ridinyl] ethyl] -3- (3, 4-dif luorophenyl) -1- (3,4,5- 
trimethoaybenzoyl)-. methane sulfonate (9CI) (CA INDEX NAME) 

CM 1 

CRN 191603-70-0 

CMF C39 H42 CI F2 N5 04 S 



F 




CM 2 

CRN 75-75-2 
CMF C H4 03 S 



H0-S-CH3 



RN 332046-61-4 CAPLUS 

CN PyrroUdine, 3-{2-[4-( [l-[ [5- (hydroxymethyl) -2-furanylJmethyl] -1H- 

benzimidazol-2-yl] amino] -1 -pipe ridinyl] ethyl] -1- [2-metho*y-5- (IH-tetrazol- 
1-yl) benzoyl) -3-phenyl- (9CI) (CA INDEX NAME) 
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CH2-OH 



RN 332046-62-5 CAPLUS 

CN PyrroUdine, 3- [2-{4- [ 11- [ [5- (hydroxymethyl) -2-furanyl] methyl] -1H- 

benzimidazol-2-yl) amino] -1-pipe ridinyl] ethyl] -l-(2-methoxy-5- (1H- tetcazol- 
1-yl) benzoyl) -3-phenyl-. hydrochloride (9CI) <CA INDEX NAME) 




CH2 — OH 



• a HC1 



RN 332046-65-8 CAPLUS 

CN PyrroUdine, 3- [2- [4-( {1- (2-furanylaethyl) -lH-benzimidazol-2-yl] amino] -1- 
piperidinyl] ethyl] -l-(2-»etho»y-S- (lH-tetrazol-l-yl) benzoyl) -3-phenyl-, 
hydrochloride (9CI) (CA INDEX NAME) 




Habte 



•a HC1 

6/02/2003 
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RIJ 332046-70-5 CAPLUS 

d* Pyrrolidine, 3- (4-fl>2oroph«nyH -3-(2-{4-[ [l-(2-pyridinylMthyl) -1H- 

benziaddazol-2-yl] anino] - 1 -pipe riditiylj ethyl] -1- C3. 4, S-trimthosybenzoyl) 
(9CI) (CA INDEX NAME) 




RN 332046-72-7 CAPLUS 

CH Pyrrolidine, 3- (4-fluoroph«nyl) -3-l2-{4-[ ( 1- (2-pyridinylaethyl) -1H- 

benziaidazol-2-yl)aaino] -1 -pipe ridinyl] ethyl] -1- (3. 4, 5-trinetho*ybenzoyl) - 
, oethaneaulidnate (9CI) (CA INDEX MAKE) 

CM 1 

CRN 332046-70-5 
CM7 C40 H45 F N6 04 



F 




CM 2 

CRN 75-75-2 
CMF C H4 03 S 
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O 

D 

HO-S-CH3 
O 



RN 332046-74-9 CAPUIS 

CN Pyrrolidine, 3-[2-[4-[ 11- (3-furanylJMthyl) -lH-benziaddazol-2-yl)a^no) -1- 
pipe ridinyl) ethyl] -1- [2-aethoxy-5- (1H- tetrazol-l-yl) benzoyl) - 3 -phenyl - 
(9CI) (CA INDEX NAME) 




RN 332046-76-1 CAPLUS 

CN Pyrrolidine, 3-(2-t4-[(l-(3-furanylBethyl)-lH-benzinidazol-2-yl)aainol-l- 
pipe ridinyl] ethyl] -1- [2-oetho*y-5- (1H- tetrazol-l-yl) benzoyl J -3-phenyl-, 
hydrochloride (9CI) (CA INDEX NAME) 




•a HC1 



IT 9051B-3J-SP 90519-59-4P 90518-«1-5P 
132551-07-2P 

RL: RCT (Reactant) » SPN (Synthetic preparation)! PREP (Preparation)* RACT 
(Reactant or reagent) 

(prepn. of (benzimidazolylaaino)piperidinea aa antiallergica) 
RN 90518-S3-9 CAPLUS 

CN 1-Piperidinecarboaylic acid, 4-[ II- (2-furanylmethyl)-lH-beminidazol-2- 
yl] anino]-, ethyl eater (9CI) (CA INDEX NAME) 
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N^ 



II 

C-OEt 



6 



RN 90518-58-4 CAPLUS 

CN 1-Piperidinecarboxylic acid, 4- t [1- (3-furanylaethyl) -lH-benzimidazol-2- 
yl] amino]-, ethyl eater (9CI) (CA INDEX NAME) 



6 



RN 90518-67-5 CAPLUS 

CN lH-Benzimidazol-2-amine, 1- (2-furanyloethyl) -N-4 -pipe ridinyl- (9CI) (CA 
INDEX NAME) 
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74 THERE ARE 74 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 




RN 132551-87-2 CAPLUS 

CN 2-Furanae thanol, 5- [ [ 2- ( 4 -pipe ridinylanino) - lH-benzinidazol- 1 -yl) oe thyl) - 
(9CI) (CA INDEX NAME) 



Habte 
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CH:N:CH:CH« CH:CBN:CH, CH:CHCE:Ni Q - R2R4HAX1, R2R4NCOAX1. specified 
{heterocyclic) ring, etc.; A - altylene; R2 - H, CHO, alkylcarboayl, 
pyrrolidinyl, piperidinyl, hoaopiperidinyl, aainocycloalkyl, etc.: R4 - H, 
alkyl, aralkyli G - bond, alkanediyl; Rl - (substituted) piperidinyl, 
piperazioyl, pyridyl, pyrazinyl. pyridazinyl, pyrrolyl, furyl, thienyl, 
oxazolyl. thiazolyl, iaidazolyl, "pyrazolyl, etc.] for treatment of viral 
infection is claimed. Thus, 1, 1-diBethylethyl 4-{{l-t(3.5-dihydro-3.3- 
diBethyl-9-(pbenyljaethoay)-lH-l,3-diaiepino[5,6-c] pyridin-2-yl] methyl J -1H- 
benzimidaxol-2-ylJ amino] -1-piperidinecarbaxylate vas re fluxed 6 h in ION 
HCl to give 4-[[l-H3.5-dihydro-3.3-dia«thyl-9-(phenyla*thoxy)-lH-1.3- 
diaxepino[5.6-c]pyridin-2-yl}ii*thyl] -lH-benziaidazol-2- 
yl}aBino)piperidine. Tested I inhibited respiratory syncytial virus 
replication with IC50 - 0.00013-2.5119 .ou.M. 
3 1784 6- 43-8 P 

RL: BAC (Biological activity or effector, except adverse): BSU (Biological 
study, unclassified): RCT (Reactant); SFN (Synthetic preparation): THU 
(Therapeutic use): BIOL (Biological study); PREP (Preparation); RACT 
(Reactant or reagent); USES (Uses) 

(prepn. of benzinidazoles as respiratory syncytial virus replication 

inhibitors) 
317846-43-8 CAPLUS 

lH-Benzimidazol-2-amine, N-4-piperidinyl-l- (2-pyridinylmethyl) -. 
dihydrochloride (9CI) (CA INDEX NAME) 



N^ 



AB Use of title compds. [I; al:a2a3:a4 - (substituted) CH:CHCH:CH, N:CHCH:CH, 



IT 317646-01-87 
317846-0B-5P 
31794S-11-0P 
317846-14-3P 
317846-20-1P 
317846-30-3P 
317846-33-6P 
317846-39-2P 
317646-45-0P 
317646-4B-3P 
317B46-51-BP 
317846-S4-1P 
317846-57-4P 
317846-60-9P 
317846-63-2P 
317846-66-5P 
317846-69-8P 



317646-O3-0P 
317846-09-6P 
317846-12-1P 
317846-17-6P 
317846-29-9P 
317846-31-4P 
317846-34-7P 
317846-42-7P 
317846-46-1P 
317846-49-4P 
317846-52-9P 
317846-SS-2P 
317846-SB-5P 
317846-61-0 S> 
317846-64-3? 
3 17846-67-6 P 
317846-70-1P 



317846-04-1P 
317846-10-9P 
317846- 13-2P 
317846-19-8P 
31784 6- 29-0 P 
317846-32-5P 
317846-3S-9P 
317846-44-9P 
317846-47-2P 
3 17846- 50- 7P 
317B46-53-OP 
317846-56-3P 
317846-59-6P 
317846-62-1P 
317B46-65-4P 
317646-6B-7P 
317846-71-2P 
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317846-73-4P 317846-74-5P 317846-75-6P 
317846-76-7P 317846-77-BP 3 178 46-78-9 P 
317846-80-3P 317846-82-5P 317846-B3-6P 
317846-84-7P 317846-65-8P 317846-87-0P 
317846-92-7P 317846-93-BP 317846-96-1P 

317846- 97-2P 317846-98-3P 317B47-00-0P 

317847- 06-6P 317847-07-7P 317847-08-8P 
317847-16-8P 317847-22-6P 317847-23-7P 
317847-26-0P 317847-27-1P 317847-28-2P 
317847-29-3P 317847-31-7P 317847-32-8P 
317847-33-9P 317847-35-1P 317847-36-2P 
317847-85-1P 317847-94-2P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(prepn. of benzimidazoles as respiratory syncytial virus replication 
inhibitors) 
RN 317846-01-8 CAPLUS 

CN lH-Benzinidazol-2-amine, 1- [ (6-nethylpyrazinyl) nethyl] -N-4-piperidinyl- 
(9CI) (CA INDEX NAME) 




Me 



RN 317846-03-0 CAPLUS 

CN Ethanol. 2- [ {6-oethyl-2-( {2- (4-piperidinylaraino) -lH-benzimidazol-1- 
yl] methyl] -3-pyridinyl) oxy] trihydrochloride (9CI) (CA INDEX NAME) 




HO-CH2-CH2-0' 



• 3 HCl 



RN 317846-04-1 CAPLUS 

CN 3.4-Pyridinedimethanol, S-hydroxy-6- ( (2- (4-piperidinylamino) -1H- 

benzimidazol-l-yl} methyl]-, trihydrochloride (9CI) (CA INDEX NAME) 



Habte 
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CH2-0H 



• 3 HCl 



RN 317846-08-5 CAPLUS 

CN 2-pyridinecarboxylic acid, 6-[ [2- (4-piperidlnylamino) -lH-benzimidazol-1- 
yl] methyl]-, ethyl ester (9CI) (CA INDEX NAME) 




RN 317846-09-6 CAPLUS 

CN Carbamic acid, {2-[4-{ [l-[ (6-methylpyrazinyl) methyl] -lH-benzimidazol-2- 

yl] amino] -1 -piperidinyl] ethyl]-. 1, 1-dimethylethyl ester (9CI) (CA INDEX 
NAME) 




Me 



RN 317846-10-9 CAPLUS 

CN Carbamic acid, [2-{4- [ (l-£ [2- (1, 1-dimethylethyl) -1.6-dihydro-6-oxo-4- 
pyrimidinyl] methyl] -lH-benzimidazol-2-yl] amino] -1 -piperidinyl] ethyl] -. 
1,1-dimethylethyl ester (9CI) (CA INDEX NAME) 

6/02/2003 
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— cx 



CH2- CH2— KH- C-OBu- 1 
O 



RN 317846-11-0 CAPLUS 

CM Carbaaic acid, [2- [4t-[ tl- [[3- (2-chloroethoxy) -6-aetbyl-2-pyridinyl) methyl) - 
lH-benzimidazol-2-yIJ amino] -1-piperidinyl] ethyl]-, 1, 1 -dime thy le thy 1 ester 
(9CI) (CA INDEX NAME) 



C1CH2-CH2-0' 



RN 317846-12-1 CAPLUS 

CN Carbaaic acid. l2-[4-l{l-[[3-[2-(diiMthylaaino)etho«y]-6-Bethyl-2- 
pyridinyl] methyl) -lH-benziaidazol-2-yl] aaino] -1-piperidinyl] ethyl] - 
1.1-diaethylethyl ester (9CI) (CA INDEX NAME) 
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t-BuO-C-NH-CH2-CH2 



q 



MB2N-CH2-CH2 - O 



RN 317846-13-2 CAPLUS 

CN Carbaaic acid, [2-[4-{{l- [ (6-chloro-3-pyridazinyl) methyl] -lH-benzimidazol- 
2-yl] amino] -1-piperidinyl] ethyl]-, 1,1-diaethyletbyl ester (9CI) (CA 
INDEX NAME) 



RN 317B46-14-3 CAPLUS 

CN Carbaaic acid, [2- [4- ( (1- (3-pyridazinylaethyl) -lH-benzimidazol-2-yl] aaino] - 
1-piperidinyl] ethyl]-, 1, 1 -dimethyl ethyl ester (9CI) (CA INDEX NAME) 



-Q 



K 



CH2- CH2- NH- C~ OBu- 1 



L4 ANSWER 6 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
RN 317846-17-6 CAPLUS 

CN Carbaaic acid, [1, l-diraethyl-2- [4- [ [1- (2-pyridinylaethyl) -lH-benzimidazol- 
2-yl] aaino] -1-piperidinyl] ethyl]-, 1, 1-dimethylethyl ester (9CI) (CA 
INDEX NAME) 




NH-C-OBu-t 



RN 317846-19-8 CAPLUS 

CN Formaaide, N- [ 2- ( 4- [ [1- (2-pyridinylaethyl) -lH-benzimidazol-2-yl] 
pipe ridinyl] ethyl]- (9CI) (CA INDEX NAME) 



N— CH2— [f^j 
N^J 



CH2-CH2-NH-CHO 



317846-20-1 CAPLUS 

Carbaaic acid, II- (hydroxymethyl) -2-[4-{ {1- (2-pyridinylaethyl) -1H- 
benziaidazol-2-yl] amino] -1-piperidinyl] ethyl]-, 1, 1-dimethylethyl ester 
(9CI) (CA INDEX NAME) 




NH-C-OBu-t 
I 

CH 2 — CH- CH2- OH 



317846-28-9 CAPLUS 
lH-Benzioidazol-2-aaine, 
pyridinyloethyl) - (9CI) 



N-{1-[1- (aainoaethyl) propyl] -4 -pipe ridinyl] -1- 
(CA INDEX NAME) 
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RN 317846-29-0 CAPLUS 

CN lH-Benziaidazol-2-aaine, N-{1- (2-aaino-3-nethylbutyl) -4 -pipe ridinyl] -1- (2- 
pyridinylaethyl) - (9CI) (CA INDEX NAME) 




317846-30-3 CAPLUS 

lH-Benziaidazol-2-aaine, N- [1- (2-aainoethyl) -4 -pipe ridinyl] -l-( (3-chloro-5- 
(trifluoroffl«thyl)-2-pyridinyl] methyl}- (9CI) (CA INDEX NAME) 



H2N-CH2-CH2 



317B46-31-4 CAPLUS 

3-Pyridinol, 2-[ (2- [ [1- (2-amino-3-methylbutyl) -4 -pipe ridinyl] aaino] -1H- 
benzimidazol-l-ylJmethylJ-6-methyl- (9CI) (CA INDEX NAME) 



Habte 
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317846-32-5 CAPLUS 

lH-Benzinidazol-2-anine, N-[l- (2-aaino-3-Bethylbutyl) -4-piperidinyl) -l-{ (2- 
chloro-1.4-<ii««thyl-lH-iBid*zol-5-yl)B«thyl}- (9CI) (CA INDEX HAMS) 



CH2-CH-Pr-i 




nr 



RN 317646-33-6 CAPLUS 

CN Ethanol . 2-[ [2-[[2-[[l-(2-ani no«thyl ) -4 -pi pe ridi ny 1 ) aai no] - lH-b« nzioidazol - 
l-yljoethyl] -6-nethyl-3-pyridinyl) oxy] -, trihydrochloride (9CI) (CA INDEX 
NAME) 



XT 

HO-CH2-CH2-0 

, CB2~ CB2~ KH2 



• 3 HC1 

317846-34-7 CAPLUS 

3, 4-PyridinediBethanol. 6-[ (2- [ [1- (2-aainoathyl) -4-piperidinyl] amino] -1H- 
benzimidazol-l-yl] methyl] -S-hydroay-, oonohydrochloride (9CI) (CA INDEX 
NAME) 



q 

Q£x!r 



CH2-0H 



317846-36-9 CAPLUS 

Ethanol. 2-( (2-{4- [ [1- (2-pyridinylmethyl) -lfl-benzinidazol-2-yl] amino] -1- 
piperidinyl] ethyl] amino)- (9CI) (CA INDEX NAME) 
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^ CH2~ CH2~ NH- CH2 - CH2~ OH 
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RN 317846-39-2 CAPLUS 

CN lH-Benzimidazol-2-amine, N- [1- (4-aminobutyl) -4-piperidinylJ -1- (2- 
pyTidinylmethyl) - (9CI) (CA INDEX NAME) 



-6 



RN 317846-42-7 CAPLUS 

CN 1 -Pipe ridi nee thanaminium, N, N,N-trimethyl-4-[ {1- (2-pyridinylmethyl) -1H- 
benzimidazol-2-yl] anino)-, iodide (9CI) (CA INDEX NAME) 



r^N— CH2— A 
N^J 



• 4 HC1 

317846-45-0 CAPLUS 

lH-Benziraidazol-2-amine, N-(l- (2-aniino-2-raethylpropyl) -4-piperidinyl] -1- (2- 
pyridinylraethyl)-, trihydrochloride (9CI) (CA INDEX NAME) 




CH2-CH2-N+Me3 



RN 317846-46-1 CAPLUS 

CN l-Piperidin«pcopanol, .beta. -amino-4- [ {1- (2-pyridinylmethyl) -1H- 

benzimidazol-2-yl] amino]-, tetrahydrochloride (9CI) (CA INDEX NAME) 



RN 317846-44-9 CAPLUS 

CN lH-Benzimidazol-2-amine, N-[l- [ (1-aainocyclopropyl) methyl] - 4 -pipe ridi nyl] - 
1- (2-pyridinylnethyl)-. tetrahydrochloride (9CI) (CA INDEX NAME) 




NH 2 

CH2- CH— CH2 - 0 



N^ 



Habte 



• 4 HCl 

RN 317846-47-2 CAPLUS 

CN lH-Benzioidazol-2-anine. N-[l-( (1R, 2R> -2-amino-l, 2-diphenylethyl) -4- 
piperidinyl]-l- (2-pyridinylmethyl)-, rel- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 
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L4 ANSWER 6 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




V' 



RN 317846-48-3 CAPLUS 

CN lH-Benziaidaxol-2-aaine, N-fl-[ (lR.2S)-2-a»ino-1.2-diphenylethyl]-4- 
piperidinylj -1- (2-pyridinylaethyl) -, rel- (9C!) (CA INDEX NAME) 

Relative stereochesdatry. 




m 317846-49-4 CAPLUS 

CM lH-Benzinidazol-2-anine. N- [1- (2-aninocyclohaiyl) -4-piperidinyl] -1- (2- 
pyridinyloethyl) - (9CI) (CA INDEX NAME) 



U ANSWER 6 07 46 CAPLUS COPYRIGHT 2003 ACS 
CH2-NH2 



CH-CH2-Pb 




N CH2— |f^j 



RN 317846-51-8 CAPLUS 

CN lH-Beazi«idazol-2-«aioe. N-[l-[l-(a^noastbyl)-2.2-diaethylpropyl]-4- 
piperidinyl] -1- (2-pyridinyli3ethyl) - (9CI) (CA INDEX NAME) 




RN 317846-52-9 CAPLUS 

CN 1,3-Propanediaaine, N.N-dinethyl-2-l4-[ {1- (2-pyridinylnetbyl) -lfl- 
benzinidazol-2-yl}aaino]-l-piperidinyl)- (9CI) (CA INDEX NAME) 




N^ 



CH2- NH2 
CH-CH2-NMe2 



RN 317846-53-0 CAPLUS 

CN lH-Benzinidazol-2-aaine, N-(l- (2-anino-2-phenylethyl) -4-piperidinyl] -1- (2- 
pyridinylnethyl)- (9CI) (CA INDEX NAME) 



RN 317846-50-7 CAPLUS 

CN lH-Benzinidazol-2-amine, N-{1- [1- (aainonathyl) -2-phenylethyl] -4- 
piperidinyl]-l-(2-pyridinylmethyl)- (9CI) (CA INDEX NAME) 



L4 ANSWER 6 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 



L4 ANSWER 6 OF 46 CAPLUS COPYRIGHT 2003 ACS 




Ph 
I 

CH2~ CH— NH2 




Me NH2 
I I 

CH-CH-Me 



RN 317846-54-1 CAPLUS 

CN lH-Benziraidazol-2-amine, N- [1- [1- (aainomethyl) -2- (2-pyridinyl) ethyl] -4- 
piperidinyl]-l-(2-pyridinyliBethyl)-. tetrahydrochloride (9CI) (CA INDEX 
NAME) 



RN 317846-57-4 CAPLUS 

CN lH-Benzimidazol-2-amine. N-[l- (2-aoinobutyl) -4-piperidinyl] -1- (2- 
pyridinylaethyl) - (9CI) (CA INDEX NAME) 



N-CH 2 -|^| 

N^i 




NH2 
CH2- CH— Et 



RN 317846-55-2 CAPLUS 

CN lH-Benziaidazol-2-amine, N- [1- (2-amino-2-cyclopropylethyl) -4-piperidinyl] - 
1- (2-pyridinylnethyl) - (9CI) (CA INDEX NAME) 



NH2 

_A 



RN 317846-56-3 CAPLUS 

CN lH-Benzinidazol-2-aaine, N-[l- (2-amino-l-Bethylpropyl) -4-piperidinyl] -1- (2- 
pyridinyljMthyl)- (9CI) (CA INDEX NAME) 



RN 317846-58-5 CAPLUS 

CN lH-Benziraidazol-2-aaine, N- [1- (2-anino-2-cyclohe*ylethyl> -4-piperidinyl] -1- 
(2-pyridinyloethyl)- (9CI) (CA INDEX NAME) 



N— CH 2 — ff^| 

N^i 



-CHz-CH— K^) 



RN 317B46-59-6 CAPLUS 

CN lH-Benzlaidazol-2-aaine, N-[lH2-a»ino-l-«ethylptopyl) -4-piperidinyl] -1- (2- 
pyridinylmethyl) -, tetrahydrochloride (9CI) (CA INDEX NAME) 



Habte 
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L4 ANSWER 6 07 46 CAPLUS COPYRIGHT 2003 ACS (CODUnu«d) 



N^ 




Me KB-2 
I I 

CH-CS-Kb 



RN 317846-60-9 CAPLUS 

CN lH-Benziaidazol-2-amine, N-(l- (2-«aino-4-iiethylpentyl) -4-piperidinyl) -1- (2- 
pyridinyloethyl)- (9CI) (CA INDEX NAME) 



CH2~CH-Bu-i 



RN 317846-61-0 CAPLUS 

CN lH-Benzioidazol-2-aaine, N-(l- (2-aminohezyl) -4-piperidinyl) -1- (2- 
pyridinylmethyl)- (9CI) (CA INDEX NAME) 




p 

CH2— CH— Bu-n 



RN 317846-62-1 CAPLUS 

CN lH-Benzimida2ol-2-amine, N- [1- (2-amino-S-methylhe*yl) -4-piperidinyl] -1- (2- 
pyridinylmethyl)- (9CI) (CA INDEX NAME) 



L4 ANSWER 6 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




KB.? 
I 

CH2— CH— CH2— CH2~ CHMb 2 



RN 317846-63-2 CAPLUS 

CN lH-Benz.ittidazol-2-wdno. H- ( 1- (2-aminopentyl) -4-piperidinyl] -1- (2- 
pyridioylsethyl) - (9CI) (CA INDEX NAME) 




RN 317846-64-3 CAPLUS 

CN IB-Be nzimidazol -2 -amine, N- [l-(2-aminodecyl) -4-piperidinyl] -1- (2- 
pyridinylmethyl) - (9CI) (CA INDEX NAME) 



r 




CH2-CH- (CH 2 )7-Me 



RN 317846-65-4 CAPLUS 

CN lH-Benzimidazol-2-amine, N-[l- (2-amino-4-phenylbutyl) -4-piperidinyl] -1- (2- 
pyridinylcethyl)- (9CI) (CA INDEX NAME) 



L4 ANSWER 6 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




RN 317846-66-5 CAPLUS 

CN lH-Benzimidazol-2-amine, N- [1- (2-amino-4, 4-dioethylpentyl) -4-piperidinyl J - 
l-(2-pyridinylmethyl)-, tetrahydrochloride (9CI) (CA INDEX NAME) 




• 4 HC1 



RN 317846-67-6 CAPLUS 

CN lH-Benzimidazol-2- amine, N-[l-[ (2R.3R) -2-amino-3-methylpentyl] -4- 
piperidinyl)-l-(2-pyridinylmethyl)-. rel- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 




Me 



RN 317846-68-7 CAPLUS 

■ CN lH-Benzimidazol-2-amine, N-[l-[ (2R.3S) -2-amino-3-nethylpentyl] -4- 
piperidinyl)-l-(2-pyfidinylmethyl)-. rel- (SCI) (CA INDEX NAME) 

Relative stereochemistry. 



L4 ANSWER 6 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




Me 



RN 317846-69-8 CAPLUS 

CN lH-Benzimidazol-2-amine, N- [l-{2-amino-4- (4-methoxyphenyl) butyl] -4- 
piperidinyl]-l-(2-pyridinylmethyl)- (9CI) (CA INDEX NAME) 




RN 317846-70-1 CAPLUS 

CN lH-Benzimidazol-2-amine, N-tl-{2-amino-2- (4-piperidinyl) ethyl] -4- 

piperidinyl}-l-(2-pyridinylraethyl)-, pentahydrochloride (9CI) (CA INDEX 
NAME) 




RN 317846-71-2 CAPLUS 

CN lH-Benzimidazol-2-amine, N-[l- (2-anino-l-methylethyl) -4-piperidinyl J -1- (2- 
pyridinylmethyl) - (9CI) (CA INDEX NAME) 



Habte 
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L4 AN57ER 6 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




RN 317846-73-4 CAPLUS 

CN lH-B«nzimidazol-2-aaine. N- {l-(3-amw>propyl) -4-piperidinyl] -1- (2- 
pyridinylMtbyl)-. tetrahydrochloride (9CI) (CA INDEX NAME) 




jut: 



'HQ 



RN 317846-74-5 CAPLUS 

CN lH-Benzimidazol-2-amine, N-[l-[2- (die* thy 1 ami no) •thyl] -4-piperidinyl) -1- (2- 
pyridinylmethyl)-. tetr .hydrochloride (9CI) (CA INDEX NAME) 




CH2-CH2-NMe2 



RN 317846-75-6 CAPLUS 

CN lH-Benziaidazol-2-amine, N-(l- (2-aminopropyl) -4-piperidinyl) -1- [ (5- 
methylpyrazinyl) methyl]- (9CI) (CA INDEX NAME) 



L4 ANSWER 6 OP 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




CHp-CH-Me 



RN 317846-76-7 CAPLUS 

CN lH-Benzimidazol-2-aaine. N-(l- (2-aaioopropyl) -4-piperidinylJ -l-( (6- 
Detbylpyrazinyl) methyl)- (9CI) (CA INDEX NAME) 




NH2 
CH2-CH-Me 



iff 



RN 317846-77-8 CAPLUS 

CN lH-Benzimidazol-2-anine, N-(l-(2-aninopropyl)-4-piperidinylJ-l- 

t(trimethylpyrazinyl) methyl]-, tetrahydrochloride (9CI) (CA INDEX NAME) 



r 



q 

Me M 



L4 ANSWER 6 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
RN 317B46-78-9 CAPLUS 

CN lH-Benzimidazol-2-amine, N- [1- (2-amino-3-nethylbutyl) -4-piperidinyl] -1- 
C(trioethylpyrazinyl) methyl]- (9CI) (CA INDEX NAME) 



NH2 

i-Pr-CH-CH2 



9 



He " M 



RN 317846-80-3 CAPLUS 

CN lH-Benzimidazol-2-amine, N- [1- (2-aoino-3-raethylbutyl) -4-piperidinyl J -1- [ (6- 
methylpyrazinyl) methyl)-, tri hydrochloride (9CI) (CA INDEX NAME) 




CH2-CH-Pr-i 



• 3 HC1 



RN 317846-82-5 CAPLUS 

CN lH-Benzimidazol-2-amine, N-(l- (2-amino-3-Dethylbutyl) -4-piperidinyl] -1- { (5- 
nethylpyrazinyl) methyl)- (9CI) (CA INDEX NAME) 



L4 ANSWER 6 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




NH2 
CH2-CH— Pr-i 



RN 317846-83-6 CAPLUS 

CN 3-Pyridinecarbonitrile. 2- [ [2-[ [1- (2-aminoethyl) -4-piperidinyl) amino) -1H- 
benzinidazol-l-yl) methyl]- (9CI) (CA INDEX NAME) 



CH2- CH2-NH2 



RN 317846-84-7 CAPLUS 

CN lH-Benzimidazol-2-amine, N-[l-(2-amino-3-oethylbutyl) -4-piperidinyl] -1- 

((3,4-dinetho*y-2-pyridinyl)methyl)-, tetrahydrochloride (9CI) (CA INDEX 
NAME) 



CH2-CH-Pr-i 



• 4 BC1 

RN 317B46-85-8 CAPLUS 

CN Benzeneaulfonamide, N- { 2- ({ 2- ([l-(2-aaino«thyl) -4-piperidinyl] aaino]-lH- 
benziBidazol-l-yl)mathyl]-6-chloro-3-pyridinyl]- (9CI) (CA INDEX NAME) 



Habte 
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L4 ANSVER 6 OF 46 CAP LUS COPYRIGHT 2003 ACS (Continued) 
H2N-CB2-CH2 



RN 317846-87>0 CAP LUS 

CN lH-Benzimidazol-2-anine. N-{1^2-a^noO-iMthylbutyl) ^-piperidinylJ-l- 
US.e-diiietlKMy^-pyridinylJmethyl] ethanedioate (2:7) (9CI) (CA INDEX 
HAKE) 

CM 1 

CRM 317846-86-9 
Off C25 H36 N6 02 




CH2-CS— Pr-i 



CRN 144-62-7 
CMF C2 H2 04 



o o 

II II 

HO-C-C-QH 



317846-92-7 CAPLUS 

lH-Benzimidazol-2-amine, N- [1- [2- (methylamino) ethyl] -4-piperidinyl] -1- (2- 
pyridinylmethyl)-, tetrahydrochloride (9CI) (CA INDEX NAME) 



ANSWER 6 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
^,CH2-CH2-NHMe 




• 4 HC1 

RN 317846-93-8 CAPLUS 

CN lH-Beniiiaidazol-2- amine. N-(l- (2-aminoethyl) -4-piperidinyll -l-( (2-mathyl-3- 
furanyl) methyl]- (9CI) (CA INDEX NAME) 



CH2-CH2—NH2 




6- 



RN 317846-96-1 CAPLUS 

CN 1 - Pipe ridineearboxy lie acid, 4- [ (l-( (3-aaino-2-pyridinyl)B«thyl] -1H- 
benzimidazol-2-yl] amino]-, ethyl eater (9CI) (CA INDEX NAME) 



X) 



CH2 
H2N' 



RN 317846-97-2 CAPLUS 

CN lH-Benziraidazol-2-amine, N-(4- (2-araino-3-metbylbutyl) -1-piperazinyl] -1- (2- 
pyridinylmetbyl)- (9CI) (CA INDEX NAME) 



L4 ANSWER 6 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 



r 

CH2-CH-Pr-i 



RN 317846-98-3 CAPLUS 

CN lH-Benzimidazol-2-amine, N- (4- (2-aminoethyl) -1-piperazinyl] -1- (2- 
pyridinylmethyl) - (9CI) (CA INDEX NAME) 



o 



CH2- CH2- NH2 



RN 317847-00-0 CAPLUS 

CN 3-Pyridinol, 2-( (2-{ (1- (2-aminoethyl) -4-piperidinyl] amino] -lH-benzimidazol- 
1-yl] methyl]- (9CI) (CA INDEX NAME) 



CH2- CH2-NH2 



HO 

RN 317847-06-6 CAPLUS 

CN lH-Benzimidazol-2-amine, N-{1- (2-aminopropyl) -4-piperidinyl] -1- 

[ (trimethylpyrazinyl) methyl]-, tetrahydrochloride, trihydrate (9CI) (CA 
INDEX NAME) 



L4 ANSWER 6 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 



NH 2 
-CH— CH2 



q 

Me N M 



• 3 H20 



RN 317847-07-7 CAPLUS 

CN lH-Benzimidazol-2-amine, N-[l- (2-aminoethyl) -4-piperidinyl] -1- [ {3- (2- 

chloroethojry) -6-methyl-2-pyridinyl] methyl] -, trihydrochloride, dihydrate 
(9CI) (CA IN0EX NAME) 



N— CH 2 

C1CH2-CH2-0' 



m M 



R— NH— (^J 



CH2-CH2-NH2 



• 3 HC1 



• 2 H20 

RN 317847-08-8 CAPLUS 

CN lH-Benzimidazol-2-amine, N- {1- (2-amino-3-metbylbutyl) -4-piperidinyl] -l-( (3- 
aoino-2-pyridinyl)methyl}-, tetrahydrochloride, trihydrate (9CI) (CA 
INDEX NAME) 



Habte 
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L4 ANSVER 6 OP 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




KH2 

CH2~CH-Pr-i 



CH 2 



•3 H2O 

RN 317847-16-8 CAPLUS 

CN 3-Pyridinol. 2-1 [2-1 (1- (2-aminoethyl) -4-piperidinyl] aminoj - IH-benzimidazol- 
1-yl] methyl] -6-metbyl-, tetrahydrochloride, monohydrate (9CI) (CA INDEX 
NAME) 



H 2 N-CH 2 -CH2 



• H20 

RN 317847-22-6 CAPLUS 

CN lH-Benzimidazol-2-amine. N-{1- (2-aminoethyl) -4-piperidinyl] -l-[ (2-methyl-5- 
oaazolyljoethyl]-, monohydrate (9CI) (CA INDEX NAME) 



L4 ANSVER 6 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
^CH2~CH2-NH2 




• H2O 

RN 317847-23-7 CAPLUS 

CN lH-Benzimidazol-2-amine, N- [1- (2-aminoethyl) -4-piperidinyl] -1- [ (2-methyl-5- 
OKazolyl) methyl)-, tri hydrochloride, monohydrate (9CI) (CA INDEX NAME) 




CB 2 - CH2— NH 2 



4- 



• H 2 0 



RN 317847-26-0 CAPLUS 

CN lH-Benzimidazol-2-amine, N-{1- (2-aminoethyl) -4-piperidinyl] -1- (4- 
thiazolylmethyl) - (9CI) (CA INDEX NAME) 



L4 ANSVER 6 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
„CH2- CH2-NH2 

r ^ 




RN 317847-27-1 CAPLUS 

CN lH-Benzimidazol-2-amine. N- [1- (2-aminoethyl) -4-piperidinyl] -l-[ ( S-phenyl- 
1, 2. 4-OHadiazol-3-yl) methyl]-, trihydrochloride (9CI) (CA INDEX NAME) 



N— CH 2 



CH2~ CH2-NH2 



• 3 HCl 

RN . 317847-28-2 CAPLUS 

CN 2-0*azolemethanol, 5- [ [2-{ [1- (2-aminoethyl) -4-piporidinyl] amino] -1H- 

benzinidazol-l-yl) methyl]-, tetrahydrochloride, dihydrate (9CI) (CA INDEX 
NAME) 



Habte 



L4 ANSWER 6 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 



N— CH 2 

4- 



CH 2 - CH2-NH2 



• 2 H 2 0 

RN 317847-29-3 CAPLUS 

CN lH-Benzimidazol-2-amine, N- [1- (2-aminoethyl) -4-piperidinyl] -1- { (3-raethyl-S- 
isoxazolyl) methyl]-, trihydrochloride, monohydrate (9CI) (CA INDEX NAME) 




CH2~ CH2-NH2 



• 3 HCl 



• H20 

RN 317847-31-7 CAPLUS 

CN 2-Propanol, compd. with 4-( [1- [ [2- (dimethylamino) -4-thiazolyl] methyl) -1H- 
benziaidazol-2-yl] methyl] -1-piperidineethanamine tetrahydrochloride (1:1), 
monohydrate (9CI) (CA INDEX NAME) 

CM 1 

CRN 317847-30-6 
CMP C21 H30 N6 S 
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14 ANSVER 6 OT 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




H 3 C- 



67-63-0 
C3 H9 0 



-CH 3 



RM 317847-32-B CAPLUS 

CN 4-0*azolecarbosylic acid, 5-[(2-(H-[2-tt (Io- 
dine thy la thoiyjcarbonyl) amino] ethyl] -4-piperidinyl] amino) -IH-banzimidazol- 
l-yl]methyl]-2-iiethyl-, athyl ester (9CI) (CA INDEX HAMS) 



0 

II 

CH2— CH2~ NH— C— OBu-t 



317647-33-9 CAPLUS 

1-Piperidineethanamine, 4-{[l-[ (2-methyl-4-thiazolyl) methyl] -1H- 
benzimidazol-2-yl] methyl]- (9CI) {CA INDEX NAME) 



L4 ANSVER 6 OF 46 CAPLUS COPYRIGHT 2003 ACS 



CH2- CH2 - ^2 




RN 317847-35-1 CAPLUS 

CN 1- Pipe ridinecarbtay lie acid, 4-( (1-i [3-[2-(di«etbylaaino)eth<ary]-6-«ethyl- 
2-pyridinyl]n«tbyl]-lH-benziaidazol-2-yl]aaioo]-. 1. 1 -dine thyla thy 1 ester 
(9CI) {CA INDEX NAME) 



q 



MB2N-CH2-CH2-0 
RN 317847-36-2 CAPLUS 

CN 4-Piperidinamine, N-(l-[ (6-oethyl-2-pyridinyl)Qethyl] -lH-benziaidazol-2- 
yl]-l-(3-pyridinylcarbonyl)- (9CI) {CA INDEX NAME) 




RN 317847-85-1 CAPLUS 

CN lH-Benzimidazol-2-amine, N-(l- (2-aminoethyl) -4-piperidinyl] -1- [ <2-methyl-S- 
o«azolyl) methyl]-, tri hydrochloride (9CI) {CA INDEX NAME) 



L4 ANSVER 6 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
„CH2-CH2-NH2 




RN 317847-94-2 CAPLUS 

CN lH-Benzimidazol-2-amine, N-{1- (2-aminoethyl) -4-piperidinyl] -1- [ <2-methyl-5- 
oxazolyl) methyl]- (9CI) (CA INDEX NAME) 




3—1- 



CH2~ CH2— NH2 



"t 

Me 

90519-14-3 317B47-66-B 317847-69-1 
317847-71-5 317847-74-B 317847-77-1 
317847-79-3 317847-80-6 317847-83-9 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(prepn. of benziaidazoles as respiratory syncytial virus replication 

inhibitors) 
90519-14-5 CAPLUS 

lH-Benzimidazol-2-amine, N-{1- (2-aminoethyl) -4-piperidinyl] -1- (2- 
pyridinylmethyl)- (9CI) (CA INDEX NAME) 




CH2— CH2~ NH2 



ANSWER 6 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
317847-66-8 CAPLUS 

1 - Pipe ridina acetic acid, . alpha. -ethyl-4- [ [1- (2-pyridinylmethyl) -1H- 
benzimidazol-2-yl] amino]-, ethyl ester (9CI) (CA INDEX NAME) 




317847-69-1 CAPLUS 

1-Piperidineethanol, 4- [ [1- (2-pyridinylmethyl) -lH-benzimidazol-2-yl) amino] - 
(9CI) (CA INDEX NAME) 



N^ 



N-CH 2 -^ 
N^ 



RN 
CN 



317847-71-5 CAPLUS 

2-Pyridinecarboxylic acid, 6-{ [2- (4-piperidinylamino) -lH-benzimidazol-1- 
yl] methyl]- (9CI) (CA INDEX NAME) 




N— CH2— (p^ 



317847-74-B CAPLUS 

1-Piperidinepropanoic acid, . alpha.- [( (1, 1-dioethylethoxy) carbonyl) amino] - 
4-[[l- (2-pyridinylmethyl) -lH-benziaidazol-2-yl] amino]-, methyl ester (9CI) 
(CA INDEX NAME) 



Habte 
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L4 ANSVER 6 OF 46 CAPLUS COPYRIGHT 2003 ACS 




t-BuO-C-NH O 
I fl 
CH2-CB-C-0Me 



317847-77-1 CAPLUS 

2-Butaaone. 3-Mtbyl-l- [4-[{l- (2-pyridinylmethyl) -1H-1 
yl] amino] -l-pip«ridinyl)- (9CI) (CA INDEX NAME) 




CH2-C-Pr-i 



ch2-Y^ 



317847-79-3 CAPLUS 

2-Butanone, l-[4-( [1- 1 (2-chloro-l. 4 -dimethyl- lH-imidazol-5-yl) CM thy 1] -1H- 
benziiaidazol-2-yl] amino) -l-pip«ridinyl]-3-o«thyl- (9C1) (CA INDEX NAME) 




CH2"C-Pr-i 



I N- 



CI 



317947-80-6 CAPLUS 

Carbamic acid, [2- [4-( [l-[ (6-methyl-3-l2- [ (tetrahydro-2H-pyran-2- 
yl) oxy] ethoxy] -2-pyridinyl] methyl] -lH-benzimidazol-2-yl] amino] -1- 
piperidinyl] ethyl]-, 1. 1-dimethylethyl ester (9CI) (CA INDEX NAME) 
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O 
II 

t-BuO-C-KH-CH2-CH2 



o 



p 



<2!2 
<» 2 



RN 317847-83-9 CAPLUS 

CN 1-Piperidinebutanenitrile. 4-( [1- (2-py ridinylmetbyl) -lH-benziaidazol-2- 
yl] amino]- (9CI) (CA INDEX NAME) 



— "~ CH2 ~lO 



317847-37-3P 317B47-38-4P 317847-SO-OP 
317847-S1-1P 317B47-S5-5P 317847-57-7* 

RL: RCT (Reactant) i SPN (Synthetic preparation)! PREP (Preparation)! RACT 
(Reactant or reagent) 

(prepn. of benzimidazoles as respiratory syncytial virus replication 

inhibitors) 
317847-37-3 CAPLUS 

1-Piperidinecarboxylic acid, 4- [ [l-[ (6-methyl-2-pyridinyl) methyl] -1H- 
benzimidazol-2-yl) amino]-. 1. 1 -dime thyle thy 1 ester (9CI) (CA INDEX NAME) 



N^J 
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RN 317847-38-4 CAPLUS 

CN 1 -Pipe ridinecarbozy lie acid, 4-[(l-{{6-methyl-3-[2-{ (tetrahydro-2H-pyran-2- 0 
yl) oxy) ethoiry} -2-pyridinyl) methyl] -lH-benzimidazol-2-yl] amino] -, [| 
1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) CH2~ C-Pr-i 



9 



v— 



t-BuO-C | 

V. CH 2 

RN 317847-57-7 CAPLUS 

CH? CN Ethanol, 2-( (phenylmethyl) [2- (4- [ [1- (2-pyridinylmethyl) -lH-benzimidazol-2- 

y 1] ami no] - 1 -pipe ridinyl] ethyl] ami no)- (9CI) (CA INDEX NAME) 



J N— CH 2 — f^-Ph 

^ CH2- CH2~ N— CH2— CH2— OH 

317847-50-0 CAPLUS .~ \ \ 

1-Piperidineethanol, . beta. -ethyl-4-{ [1- (2-pyridinylmethyl) -1H- f Y ^1 — NH — k^J 
benzimidazol-2-yl) amino]- (9CI) (CA INDEX NAME) L^JI {, ^^^^ 

CH2-OH 

I REFERENCE COUNT: 17 THERE ARE 17 CITED REFERENCES AVAILABLE FOR THIS 

CH_Et RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 




RN 317847-51-1 CAPLUS 

CN lH-Isoindole-l,3(2H)-dione, 2- {2- [4 -({1- (2-pyridinylmethyl) -1H- 

benzimidazol-2-yl]aminoJ-l-piperidinyl] butyl]- (9CI) (CA INDEX NAME) 




RN 317847-55-5 CAPLUS 

CN 2-Butanone, 1- [4- [ [l-{ (3-hydroxy-6-methyl-2-pyridinyl) methyl] -1H- 

benzinidazol-2-yl] amino] -1-piperidinyl] -3-oethyl- (9CI) (CA INDEX NAME) 
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Yitle cospds. (Ii R - (substituted) pono-. di-, tri-. or tetracycloalkyli 
A - alkyl, haloalkyl, alkenyl, alkynyl. (substituted) phenylalkyl, aryl. 
heteroaryl. heterocyclyli Y - H, halo, anino, SH, (substituted) alkyl-M, 
cycloalkyl-H, alkenyl-M. alkyl -NH- alkyl-M. dialkyl-N-alkyl-M. aryl-M. 
heterocyclyl-M, arylalkyl-M, etc.i M - bond. O. S, NH S, SO. SO 2. etc.j 
Z1-Z4 - H, halo, alkyl, baloalkyl, alkoxy, alkylsulfonyl, alkylcarbonyl, 
C02H, amino. H2NCO, Ph, naphthyl, etc.], vere prepd. as ORL1 receptor 
agonists (no data) . Yhus, 2-chloro-l-ll- (1-phenylcyeloheptyl) -4- 
piperidinyllbenzioidazole (prepn. given) vas stirred with KeNH2 in MeOH in 
an autoclave at 110. degree, for 6 h to give N-aathyl-1- { 1- (1- 
phenylcycloheptyl) -4-piperidinylJ -lH-benziaidazol-2-aaine. 

258285- 77-0? 258286-79-27 258286-80-39 
258288-84-9? 258286-87-2? 258286-88-37 
258287-00-2? 258287-27-39 258287-28-47 
258287-29-5? 258287-30-8? 258287-37-5? 
258287-38-6? 259287-39-7? 256287-40-07 
258287-54-6? 258287-59-19 258287-60-47 
258287-61-5? 258287-62-6? 258287-67-17 
258287-68-2? 258287-69-3? 258287-78-47 

258287- 79-59 258288-00-5? 256288-01-67 

258288- 03-8? 258288-04-9? 258288-05-07 
258288-16-3? 258288-18-5? 258288-22-17 

258286- 24-3? 258286-26-5? 258288-28-7? 
258286-56-1? 258286-57-2? 

RL: BAC (Biological activity or effector, e*cept adverse)/ BSU (Biological 
study, unclassified)! SPN (Synthetic preparation)! YHU (Therapeutic use)! 
BIOL (Biological study) t PREP (Preparation)! USES (Uses) 

(prepn. of 2-substituted-l-piperidylbenzimidazoles as ORL1 receptor 

agonists) 
258286-77-0 CAPLUS 

lH-Benziraidazole, 2- (4 -methyl- 1-piperazinyl) -1-[1- (1-phenyleycloheptyl) -4- 
piperidinylj- (9CI) (CA INDEX NAME) 
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RN 258286-79-2 CAPLUS 

CN lH-Benzimidazole, 2- (4 -methyl- 1-piperazinyl) -1-[1- (1-phenylcyclooctyl) -4- 
piperidinyl] - (9CI) (CA INDEX NAME) 



Me 




RN 258286-80-5 CAPLUS 

CN lH-Benzimidazole. 1- (1- (1-phenylcycloheptyl) -4-piperidinyl] -2- (4- 
piperidinyl)- (9CI) (CA INDEX NAME) 




RN 258286-84-9 CAPLUS 

CN IH-Benzimidazole, 1-[1- (1-raethylcyclooctyl) -4-piperidinyl] -2- (4-methyl-l- 
piperazinyl)- (9C1) (CA INDEX NAME) 



Me 

/ 
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RN 25B286-87-2 CAPLUS 

CN 1-Piperidinecarboximidamide, 4- (1-{1- (1-phenylcycloheptyl) -4-piperidinyl] - 
lH-benzimidazol-2-yl) - (9CI) (CA INDEX NAME) 




RN 25B286-88-3 CAPLUS 

CN 1-Piperazinecarboxiraidamide, 4-[l-{l- (1-methylcyclooctyl) -4-piperidinyl] - 
lH-benzimidazol-2-yl] - (9CI) (CA INDEX NAME) 



C-NH2 




RN 258287-00-2 CAPLUS 

CN IH-Benzinidazole, 2- (4-oethyl-l-piperazinyl) -1-(1- (1-phenylcycloheptyl) -4- 
piperidinyl]-, trihydrochloride (9CI) (CA INDEX NAME) 



Habte 



6/02/2003 
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Me 




•3 hci 

rn 2s8287-27-3 caplus 

CN lfl-Benziaidazole. l-ll- (1-phenylcycloheptyl) -4-piperidinyl) -2-[«- 
(phenylaethyl)-l-piperazinyl]- (9CI) (CA INDEX NAME) 



CH2- ?h 




RN 2SB2B7-28-4 CAPLUS 

CN LH-Benzinidazole. 1- [ 1- (l-phonylcyclohcptyl) -4-piperidinyl] -2- [4- 

(phenylBathyl)-l-piperazinyl]-. tri hydrochloride (9CI) (CA INDEX NAME) 



CH2-Pn 




• 3 HCI 



14 ANSVEH 7 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
RN 258287-29-5 CAPLUS 

CN lH-Benzi«idazole, (1-phenylcycloheptyl) -4-piperidinyl] -2- (1- 

piperazinyl)- (9CI) (CA INDEX NAME) 




RN 2S8287-30-8 CAPLUS 

CN lH-Benziaidazole, 1-{1- (1-phenylcycloheptyl) -4-piperidinyl] -2- (1- 
piperazinyl)-, tri hydrochloride (9CI) (CA INDEX NAME) 




•3 HCI 



RN 258287-37-5 CAPLUS 

CN lH-Benziaidazole. 1- [l-tl-(4-fluorcphenyl)eycloheptyl] -4-piperidinyl] -2- (4- 
oethyl-l-piperazinyl)- (9CI) (CA INDEX NAME) 




RN 25B287-38-6 CAPLUS 

CN lH-Benzimidazole, 1-{1- [1- (4-f luorophenyl) cycloheptylj -4-piperidinyl] -2- (4- 
oethyl-l-piperazinyl)-, hydrochloride (9CI) (CA INDEX NAME) 
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RN 258287-39-7 CAPLUS 

CN lH-Benzimidazole, 2- (4-nethyl-l-piperazinyl) -1- (1- (1-phenylcyclooctyl) -4- 
piperidinyl]-. hydrochloride (9CI) (CA INDEX NAME) 



0S0Q 



RN 258287-40-0 CAPLUS 

CN lH-Benzinidazole. 1-{1- (1-phenylcycloheptyl) -4-piperidinyl] -2- (4- 
piperidinyl)-. tri hydrochloride (9CI) (CA INDEX NAME) 



oSoP 



RN 258287-54-6 CAPLUS 

CN lH-Benzinidazol-2-anine, 1- (1- (1-phenylcycloheptyl) -4-piperidinyl] -N-4- 



Habte 
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piperidinyl-. trihydrochloride (9CI) (CA INDEX NAME) 



I^NH 



6' 



RN 258287-59-1 CAPLUS 

CN Piperazine, l-acetyl-4-[l-[l- (1-phenylcycloheptyl) -4 -piperidinyl J -1H- 
benzimidazol-2-yl] - (9CI) (CA INDEX NAME) 



o 

N — 



RN 258287-60-4 CAPLUS 

CN Piperazine, l-acetyl-4- [1-[1- (1-phenylcycloheptyl) -4-piperidinyl] -1H- 
benzimidazol-2-yl]-, trihydrochloride (9CI) (CA INDEX NAME) 



O 



• 3 HCI 



RN 258287-61-5 CAPLUS 

CN lH-Benziaidazole, 1-(1- (1-phenylcycloheptyl) -4-piperidinyl] -2- (4 -phenyl- 1- 
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piperazinyl) - (9CI) (CA INDEX MAKE) 



Ph 




RN 2SB2B7-62-6 CAPLUS 

CM IB- Benz imidazole. 1- [1- (1-phenylcycloheptyl) - 4-piperidinyl] -2- ( 4 -phenyl- 1 - 
piperezinyl)-. trihydrochloride (9CI) (CA INDEX NAHE) 



Ph 




• 3 HC1 



RN 2S8287-67-1 CAPLUS 

CN lH-Benzioidazole, 1-[1- <l-nethylcyelooctyl) -4-piperidinyl) -2- (4-iaethyl-l- 
piperazinyl)-. trihydrochloride (9CI) (CA INDEX NAME) 



He 




• 3 HC1 
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RN 258287-68-2 CAPLUS 

CN 1B-B*nz imidazole, 1- [I- (1-awtJiylcyeloooayl) -4-piperidinylJ -2- (4-»ethyl-l- 
piperazinyl)- (9C1) (CA INDEX NAME) 




RN 258287-69-3 CAPLUS 

CN lH-Benziaidazole, 1-{1- (1-oethylcyclononyl) -4-piperidinyl) -2- (4-netnyl-l- 
piperazinyl)-, trihydrochloride (9CI) (CA INDEX NAME) 



• 3 HC1 



RN 258287-78-4 CAPLUS 

CN lH-Benzioidazole, 2- ( 4 -me thyl-1 -piperazinyl) -1- [1- (l-phenylcyclohe*yl) -4- 
piperidinyl)- (9CI) (CA INDEX NAME) 



Me 




RN 258287-79-5 CAPLUS 
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CN lH-Benzimidazole, 2- (4-raethyl-l-piperazinyl) -1-(1- (1-phenylcyclohexyl) -4- 
piperidinyl]-, trihydrochloride (9CI) (CA INDEX NAHE) 



Me 



/ 




• 3 HC1 



RN 258288-00-5 CAPLUS 

CN lH-Benzimidazole, 1-{1- (1-methylcyclooctyl) -4-piperidinyl] -2- (1- 
piperazinyl)- (9CI) (CA INDEX NAME) 




RN 258288-01-6 CAPLUS 

CN lH-Benzimidazole. 1-[1- (1-methylcyclooctyl) -4-piperidinyl) -2- (1 
piperazinyl)-, trihydrochloride (9CI) (CA INDEX NAME) 




L4 ANSWER 7 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




• 2 HC1 



RN 258288-04-9 CAPLUS 

CN 1-Piperazinecarboximidamide, 4- (1-[1- (1-methylcyclooctyl) -4-piperidinyl) - 
lH-benzimidazol-2-yl)-. di hydrochloride (9CI) (CA INDEX NAME) 




• 2 HC1 



RN 259288-05-0 CAPLUS 

CN lH-Benzimidazole, 1-(1- (1-phenylcycloheptyl) -4-piperidinyl) -2- (4- 
piperidinyloxy)-, dihydrochloride (9C1) (CA INDEX NAME) 



• 3 HC1 



RN 258288-03-8 CAPLUS 

CN 1-Piperidiaecarboxiaidaoide, 4- [1-(1- (1-phenylcycloheptyl) -4-pip«ridinyl) - 
lH-benzimidazol-2-yl]-, dihydrochloride (9CI) (CA INDEX NAME) 



Habte 



6/02/2003 
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• 2 HC1 



RN 256288-16-3 CAPLUS 

CN lH-B«nziaidazol-2-*nine, 1- [ 1- (l~nethylcycloheptyl) -4-piperidinyl] -N-4- 
piparidinyl- (9CI) <CA INDEX NAME) 




RN 258288-18-5 CAPLUS 

CN lH-Benziaidazol-2- amine, 1-[1- (1-methylcycloheptyl) -4-piperidinyl) -N-4- 
piperidinyl-. dihydrochloride (9CI) (CA INDEX NAME) 
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• 2 HC1 



RN 258288-22-1 CAPLUS 

CN IH-Benzimidazole, 1-(1- (1-methylcycloheptyl) -4-piperidinyl] -2- (4- 
piperidinyl)- (9CI) (CA INDEX NAME) 




RN 258288-24-3 CAPLUS 

CN IH-Benzimidazole. 1-[1- (1-methylcycloheptyl) -4-piperidinyl] -2- (4 
piperidinyl)-, di hydrochloride (9CI) (CA INDEX NAME) 




•2 HC1 



RN 258268-26-5 CAPLUS 

CN IH-Benzimidazole, 1-[1-U- (1-methylethyl) cycloheptyl] -4-piperidinyl] -2- (1- 
piperazinyl)- (9CI) (CA INDEX NAME) 
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RN 258288-28-7 CAPLUS 

CN IH-Benzimidazole, 1- [1- [1- (1-methylethyl) cycloheptyl] -4-piperidinyl] -2- (1- 
piperazinyl)-, tri hydrochloride (9CI) (CA INDEX NAME) 




• 3 HC1 



RN 258288-56-1 CAPLUS 

CN IH-Benzimidazole, 1- (1- (l-phenyl-4-cyclohepten-l-yl) -4-piperidinyl] -2- (1- 
piperazinyl)- (9CI) (CA INDEX NAME) 




RN 258288-57-2 CAPLUS 

CN IH-Benzimidazole, 1-[1- (1 -phenyl- 4 -cyclohepten-l-yl) -4-piperidinyl) -2- (1- 
piperazinyl)-, tri hydrochloride (9CI) (CA INDEX NAME) 
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• 3 HC1 

IT 258288-B3-4P 258288-86-7P 258268-87-BP 
258288-89-0P 2562B8-90-3P 

RL: RCT (Reactant) i SPN (Synthetic preparation)/ PREP (Preparation); RACT 
(Reactant or reagent) 

(prepn. of 2-subatituted-l-piperidylbenzimidazoles as ORL1 receptor 
agonists) 
RN 258288-83-4 CAPLUS 

CN IH-Benzimidazole, 1-[1- (1-phenylcycloheptyl) -4-piperidinyl] -2- {1- 
(phenylmethyl) -4-piperidinyl)- (9CI) (CA INDEX NAME) 




RN 25B2BB-86-7 CAPLUS 

CN 1 -Pipe ridlnecarboxy lie acid, 4- [ [1- [1- (1-phenylcycloheptyl) -4-piperidinyl] - 
lH-benzimidazol-2-yl] amino]-, ethyl ester (9CI) (CA INDEX NAME) 



Habte 



6/02/2003 



10/030,202 



Page 28 



L4 ANSWER 7 07 46 CUIUS COPYRIGHT 2003 ACS (Continued) 



O 




RN 25B2BB-87-8 CAPLUS 

CN 1- Pipe ridinecarboxy lie acid, 4- [(1- 11- <l-phenylcycloheptyl) -4 -piperidinyl] - 
lH-b«nzinidazol-2-yl] amino] -. 1, 1 -dice thy let hyl ester (9CI) (CA INDEX 
NAKZ) 



O 




RN 256288-89-0 CAPLUS 

CN lH-Benzimidazole, 1- (1- (1-phenylcyeloheptyl) - 4 -piperidinyl] -2- [ [1- 
(phenylmethyl)-4-piperidinyl]o*y]- (9CI) (CA INDEX NAME) 
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RN 258288-90-3 CAPLUS 

CN 1-Piperidinecarboxylic acid. 4-l(l-tl-(l-phenylcycloheptyl)-4-pip«ridinyl] - 
lH-benzi«ddazol-2-yl)o*y]-. 1. 1 -dime thy le thy 1 eater (SCI) (CA INDEX NAME) 



O 
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1999:779223 CAPLUS 
132:12309 

Preparation of N-methyl-N-[4- (piperidin-l-yl) -2- 
(aryl) butyl] benzamides for the treatment of allergic 
diseases. 

Maynard, George P.; Kane, John M.i Bratton, Larry D. ; 

Xudlacz, Elizabeth M. 

Hoescht Marion Roussel, Inc., USA 
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CO DEN: USXXAM 

Patent 
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PATENT NO. 



KIND DATE 



APPLICATION NO. DATE 



US 5998439 
US 6297259 
PRIORITY APPLN. : 



OTHER SOURCE (S) : 
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benzothiazolyl-2-carbonyl, benzimidazol-2-ylcarbonyl, benzimidazolyl, 
diphenylraethyl, etc., depending upon XI], and pharaaceutically acceptable 
salts thereof. The compds. are useful as histamine receptor antagonists 
and tachykinin receptor antagonists (no data) . Such antagonists are 
useful in the treatment of allergic rhinitis (including seasonal rhinitis 
and sinusitis), inflammatory bowel diseases (including Crohn's disease and 
ulcerative colitis), asthma, bronchitis, and emesis. For instance, title 
compd. II, a preferred compd. , was prepd. in several steps, culminating in 
the N-alkylation of the corresponding 4-substituted piperidine fragment 
with the appropriate methanesulf onate ester in refluaing MeCN. 
19S737-72-5P 

RL: BAC (Biological activity or effector, escept adverse); BSU (Biological 
study, unclassified)/ SPN (Synthetic preparation)/ THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(prepn. of methyl [ (piperidinyl) (aryl) butyl] benzamides for the treatment 

of allergic diseases) 
195737-72-5 CAPLUS 

Benzamide, N- [2- (4-fluorophenyl) -4-{4 - [ (1- (2-pyridinyimethyl) -1H- 
benzieidazol-2-yl] carbonyl] -1 -piperidinyl] butyl] -3, 4 , 5-tnmethoxy-N-nethyl- 
(9CI) (CA INDEX NAME) 




OMe 

Me O f J^ Ck 
I !l_f Y 
I2-N-C— l^A.^ 



195737-75-8P 195737-76-9 P 

RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP (Preparation); RACY 
(Reactant or reagent) 

(prepn. of methyl ( (piperidinyl) (aryl) butyl] benzamides for the treatment 

of allergic diseases) 
195737-75-8 CAPLUS 

Methanone, 4-piperidinyl[l- (2-pyridinylmethyl) -lH-benzimidazol-2-yl] -, 
mono hyd nodi do (9CI) (CA INDEX NAME) 




AB The invention relates to novel substituted N-methyl-N- (4- (piperidin-l-yl) - # m 

2- (aryl) butyl] benzamide derivs. I (Rl - (1-3 of) H, halo, alkyl, alkoay; 
R2 - H, (substituted) tetrazolyl, 1,2,4-triazolyli Arl - (substituted) Ph, 

naphthyl, pyridyl, thienyl; XI - H, OH; X2 - (substituted) RN 195737-76-9 CAPLUS 
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Ph-C-CH2CH2 
CO-NR1R2 




The present invention is concerned vith the use of glycine transport 
inhibiting .alpha. , .alpha. -diphenyl-l-piperidinebutanamides for the prepn. 
of medicaments, title compds. I (Rl. R2, - H, alkyl; X - CR4R5; R4 - H, 
OH, etc.; R5 - diarylmethyloxyallcyl, etc) for treating disorders of the 
central and peripheral nervous system, in particular psychoses, pain, 
epilepsy, neurodegenerative diseases (Alzheimer's disease), stroke, head 
trauma, multiple sclerosis and the like. The title compd. II was prepd. 
Formulations are given. The invention further comprises novel campds., 
their prepn. and their pharmaceutical forms. The bioactivity of II was 
demonstrated. 

241130-07-4P 241130-09-6P 241130-49-4P 
241130-S2-9P 

RL: BAC (Biological activity or effector, except adverse)/ BSU (Biological 
study, unclassified)! SPN (Synthetic preparation) ; TKU (Therapeutic use)i 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(prepn. of heterocyclic compds. as glycine transport inhibitors) 
241130-07-4 CAPLUS 

1-Piperidinebutanamide, 4-[ [l-[ {5- (hydrosymethyl) -2-furanyl) methyl] -1H- 
benzimidazol-2-yl) amino) -N,N-dime thy 1-. alpha., .alpha. -diphenyl- (9CI) (CA 
INDEX NAME) 
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CN 1-Piperidinebutanamide. 4-[{l-(3-furanylmethyl)-lH-benzimidazol-2- 

yl] me thyl) -N,N-di methyl-. alpha... alpha. -diphenyl- (9CI) (CA INDEX NAME) 



*-0 



Ph O 

I II 

a!2-CH2-C-C-NMe2 



RN 241130-49-4 CAPLUS 

CN 1-Piperidinebutanamide, N, N-dirae thyl- . alpha . , . alpha. -diphenyl-4- ( [ 1- (4 - 
thiazolylraethyl)-lH-benzioidazol-2-yl] methyl)- (9CI) (CA INDEX NAME) 



Ph O 

I I! 

CH2-CH2-C-C-NMe2 



-y-c 
Ph 



S^ 



RN 241130-52-9 CAPLUS 

CN 1-Piperidinebutanamide, N,N-dioethyl-. alpha. , .alpha. -diphenyl-4- { [I- (2- 
thienylmethyl)-lB-benziaidazol-2-yl) methyl)-. (2E) -2-butenedioate (2:3) 
(9CI) (CA INDEX NAME) 

CM 1 
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Ph 
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JP 2000-534198 19990226 
BG 2000-104685 20000811 
NO 2000-4431 20000905 
EP 1998-200701 A 19980306 
VO 1999-EP1309 V 19990226 
MARPAT 131:219171 

The present invention is concerned with the use of glycine transport 
inhibiting [4, 4-bis (4-f luorophenyl) butyl] -1- (piperazinyl and piperidinyl) 
derivs. for the prepn. of medicaments for treating disorders of the 
central and peripheral nervous system, in particular psychoses, pain, 
epilepsy, neurodegenerative diseases (Alzheimer's disease), stroke, head 
trauna, multiple sclerosis and the like. E.g.. 3-[l-{4, 4-bis (4- 
f luorophenyl) butyl ]-4-pip«ridinylJ-3,4 -di hyd r o- 2 < 1H) -qui nazoli none was 
prepd. as vere a no. of other derivs. The compds. were assayed for 
transport via GlyTl transporters. Film-coated tablets were also prepd. 
99954-25-37 

RL: BAC (Biological activity or effector, except adverse) ; BSU (Biological 
study, unclassified) i SPN (Synthetic preparation) ; THU (Therapeutic use): 
BIOL (Biological study)/ PREP (Preparation); USES (Uses) 

(glycine transport inhibitors) 
99954-25-3 CAPLUS 

lH-Benzimidazole, 2- [ [1- [4. 4-bis <4-fluorophenyl)butyl] -4- 

piperidinyl] methyl) -1- (4-thiazolylmethyl) -, ethanedioate (1:2) (9CI) (CA 
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129:156472 

Structure-activity relationships of astemizole 
derivatives for inhibition of store operated Ca2+ 
channels and eROcytosis 

Fischer, Marcel J. E.» Paulussen, Jeannette J. C.» 
Tollenaere, Jan P.i De Mol, Nico J.; Janssen, Lambert 
H. M. 

Department of Pharmaceutical Chemistry, Utrecht 
Institute for Pharmaceutical Sciences, Faculty of 
Pharmacy, Utrecht University, Utrecht, 3508 TB, Neth. 
SOURCE: European Journal of Pharmacology (1998), 350(2/3), 

353-361 

CO DEN: EJPHAZl ISSN: 0014-2999 
PUBLISHER: Elsevier Science B.V. 

DOCUMENT TYPE: Journal 
LANGUAGE: English 

AB The effects of a series of analogs of the antiallergic drug astemizole on 
the exocytosis of the enzyme .beta. -hexosaminidase vere studied in a mast 
cell model, the rat basophilic leukemia (RBL-2H3) cell. Besides 
differences in the effects on Fc. epsilon. RI receptor-stimulated 
exocytosis, changes were also obsd. in Ca2+ influx and in the perturbation 
of the cell membrane. A strong correlation was found between the effects 
on antigen- and thapsigargin-stimulated 4 5ca2+ influx. Furthermore, the 
inhibition of 45Ca2+ influx was correlated with the inhibition of 
.beta. -hexosaminidase release and membrane stabilization. It is concluded 
that the astemizole analogs are capable of inhibiting mast cell 
.beta. -hexosaminidase release through inhibition of Ca2+- store -ope rated 
Ca2+ channels (SOC) . Compds. with high lipophilic! ty also released Ca2+ 
from intracellular stores. Lowering of the hyd rophobi city by introduction 
of nitrogens or truncation at different sites in the astemizole structure 
decreased inhibitory activity on SOC channels. The inhibition of SOC 
channels cannot completely be ascribed to non-specific membrane effects. 
The piperidinyl-benzimidazole moiety was important for inhibition of SOC 
channels. The obsd. differences in activity possibly depend on the way 
the compds. penetrate the membrane bilayer. Astemizole is an interesting 
new tool to study SOC channels and can be a lead for the design of mast 
cell-stabilizing antiallergic drugs. 

IT 141 5«7 -68-2 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 

study, unclassified); BIOL (Biological study) 

(structure-activity relationships of astemizole derivs. for inhibition 
of store operated Ca2+ channels and exocytosis of .beta. -hexosaminidase 
in mast cell model in relation to lipophilicity and effect on membrane 
stabilization) 
RN 141567-68-2 CAPLUS 

CN lH-Benzimidazol-2-amine, l-{ (2-methyl-S-oxazolyl) methyl] -N- (l-methyl-4- 
piperidinyl)- (9CI) (CA INDEX NAME) 
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TITLE: Remarkably selective palladium-catalyzed aaination 

process: rapid assembly of aultiaainc based structures 
AUTHOR (S): Bong, Taping i Senanayake, Chris H. i Xiang. Ting ji an; 

Vandenbosach*, Charles P.; Taaoury. Gerald J.t Bakale, 

Roger P.i Vald. Stephen A. 
CORPORATE SOURCE: Chesdcal Research and Development, Sepracor Inc., 

Marlborough, MA, 01752, USA 
SOURCE: Tetrahedron Letters (1998). 39(20). 3121-3124 

C00EN: TELEAY; ISSN: 0040-4039 
PUBLISHER: Elsevier Science Ltd. 

DOCUMENT TYPE: Journal 
LANGUAGE: English 
OTHER SOURCE (S) : CASREACT 129:40703 

AB Palladium-catalyzed selective aaination by a primary aaine in the presence 
of a secondary aaine provided up to >99:1 selectivity with high yields. 

IT 208398-3O-3* 208398-31-69 

RL: SPN (Synthetic preparation)! PREP (Preparation) 
(prepn. of) 

RN 208 399- 30- S CAPLUS 

CN 1-Piperidinecarboxylic acid. 4-{[l-(tetrahydro-2H-pyran-2-yl)-lH- 
benziraidazol-2-yl] amino]-, ethyl ester (9CI) (CA INDEX NAME) 



O 




RN 208398-31-6 CAPLUS 

CN lH-Benziraidazol-2-araine, N-4 -pipe ridiny 1-1- (tetrahydro-2H-pyren-2-yl) - 
(9CI) (CA INDEX NAME) 
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Synthesis of biologically active derivatives of 
xanthine and benziraidazole 

Khaliullin, F. A.J Kataev, V. A.; Alekhin, E. K.» 
Volkova, S. S.J Nasyrov, Kh. M.j Strokin, Yu. V. 
Bashk. Gos. Med. Univ., Ufa, Russia 
Bashkirskii Khiaicheskii Zhurnal (1997), 4(4), 59-62 
OODEN: BKZHFU; ISSN: 0869-8406 
Izdatel'stvo "Reaktiv" 
Journal 
Russian 

A study was done of reactions of amines with products of xanthines or 
benziraidazoles alkylation by epithiochlorohydrin. 2-Aaino-substituted 
l-(3-thietanyl)benzimidazoles were synthesized fron 1- (3-thietanyl) -2- 
chlorobenziraidazole. 8 -Ami no-substituted derivs. vere formed from 
8-hroao-l, 3-diaethyl-7- (l-oxothietanyl-3) - and 8-bromo-l, 3-diraethyl-7- (1, 1- 
dioxothietanyl-3) xanthines. 2-Ami no-substituted 2, 3-dihydrothiazolo(3. 2- 
ajbenzimidazoles vere synthesized from 2-raethylsulf onyl-1- (2, 3- 
epithiopropyl)benzimidazole. Immunotropic and anti -inflammatory 
activities of the synthesized compds. were discovered. 
209517-07-5? 

RL: SPN (Synthetic preparation)! THU (Therapeutic use) ; BIOL (Biological 
study) i PREP (Preparation) ; USES (Uses) 

(prepn. of biol. active derivs. of xanthine and benziraidazole) 
208577-07-5 CAPLUS 

lH-Benzimidazole, 2- (4-phenyl-l-piperazinyl) -1- (3-thietanyl) - (9CI) (CA 
INDEX NAME) 
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Preparation of 2- (4-piperidinylraethoxy)benzimidazoles 
and analogs as M3 and 5-HT4 antagonists 
Courtemanche, Gilles; Even, Lucj Defosse, Gerard; 
Bertin, Jeam Bovy, Philippe 

Synthelabo S. A., Fr.J Courtemanche, Gillesi Even, 

Lucj Defosse, Gerard; Bertin, Jean; Bovy, Philippe 

PCT Int. Appl.. 38 pp. 
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Patent 
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Title compds. [I; Rl - H, halo, alkyl, alkoxy. etc.; R4 - Z1CHR7Z2CHR2R3; 
R2 - H, alkyl, Ph; R3 - cycloalkyl, Ph, heteroaryl, etc.; R5 - cycloalkyl, 
(un) substituted Ph, -CH2Ph, -2-pyridyl (methyl) , naphthyl; R7 - H or alkyl; 
Z - N or CH; Zl - O or S; Z2 - piperidine-4, 1-diyl throughout] were prepd. 
Thus, 2-(MeO)C6H4NH2 was N-arylated by 2-FC6H4N02 and the reduced product 
cyclocondensed with (H2N) 2CO to give I |R1 - H, R5 - C6H4(OMe)-2, Z - 
CH] (II; R4 - CH) which was treated with POC13 and the product etherified 
by HOCH2Z2CH2Ph to give II (R4 - OCH2Z2CH2Ph) . Data for biol. activity of 
I were given. 
202909-35-69 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation) ; USES (Uses) 

(prepn. of 2- ( 4 -pi peridinylmethoxy) be nz imidazoles and analogs as M3 and 

5-HT4 antagonists) 
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lB-Benzimidazole, 2- [ [1- (phenyl** thyl) -4-piperidinyl]«etho*yJ -1- (2- 
pyridinyl)-. (2B) -2-butenedioate (1:1) (9CI) (CA INDEX NAME) 
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Use of CoMFA in validating the conformation used in 
designing 4-(lH-benzimidazole-2-carbonyl)piperidines 
with H1/NX1 receptor antagonist activity 
Vaz, Roy J.i Maynard, George D.J Kudlacz, Elizabeth 
M.J Bratton, Larry D.< Kane, John M. i Shatzer, Scott 
A.i Knippenbero, Robert V. 

Hoe chat Marion Roussel, Inc.. Cincinnati, OH, 45215, 
USA 

Bioorganic 4 Medicinal Chemistry Utters (1997), 
7(22), 2825-2830 
CO DEN: BMCLE8* ISSN: 0960-894X 
Elsevier Science Ltd. 
Journal 
English 

Support for the conformation used in the design of a series of 
4-(lH-benzimidazole-2-carbonyl)piperidines with dual histamine 
HI /tachykinin NK1 receptor antagonist activity has been presented. 
Cooperative Mol. Field Anal. (CoMFA) for both receptor binding affinities 
of the series as veil as overlays vith several crystal structures of 
selective receptor antagonists support the conformation. 
178371-08-9 178371-10-3 178371-15-8 
178371-35-2 178373-47-9 200616-8O-0 
200618-61-1 201595-86-0 

RL: BAC (Biological activity or effector, except adverse)! BSU (Biological 
study, unclassified)* PRP (Properties) * BIOL (Biological study) 
(use of CoMFA in validating the conformation used in designing 
4- (lH-benziDidazole-2-carbonyl)piperidines with H1/NK1 receptor 
antagonist activity) 
178371-08-9 CAPLUS 

Pyrrolidine, 3-(3.4-dichlorophenyl)-3-[2-{4-U l^^-irorpholinylJethyll- 
lH-benzimidazol^-yl] carbonyl] -1-piperidinyl) ethylj -1- (3, 4. 5- 
trioethoxybenzoyl) - (9CI) (CA INDEX NAME) 




RN 178371-10-3 CAPLUS 

' CN Pyrrolidine. 3- (3, 4-dichlorophenyl) -3-{2- [4- [ {1- (2-pyridinylaethyl) -1H- 
benzioidazol-2-yl) carbonyl] -1-piperidinyl] ethyl] -1- (3,4.5- 
triQethoxybenzoyl) - (9CI) (CA INDEX NAME) 
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CI 




RN 178371-15-8 CAPLUS 

CN Pyrrolidine, 3-phenyl-3-[2-[4-[ [1- (2-r/yridinylraethyl) -lH-benziaidazol-2- 
yll carbonyl] -1-piperidinyl] ethyl] -1- (3, 4, S-trinethoxybenzoyl) - (9CI) (CA 
INDEX NAME) 



OMe 

Ph o J^y™* 



RN 178371-35-2 CAPLUS 

CN Pyrrolidine, 3- [ 2- [4- [ [1- (2-furanylmethyl) -lH-benzimidazol-2-yl] carbonyl] - 
1-piperidinyl] ethyl} -3-phenyl-l- (3, 4, 5- triraethoaybenzoyl) - (9CI) (CA 
INDEX NAME) 



OMe 




RN 178372-47-9 CAPLUS 

CN Pyrrolidine, 3- (4-nethoxyphenyl) -3-{2- [ 4-[ 11- (2-pyridinylDethyl) -1H- 
benziDidazol-2-yl] carbonyl] -l-piperidinyl)ethyl] -1- (3, 4, 5- 
tricethoxybenzoyl)- (9CI) (CA INDEX NAME) 
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OMe 




RN 200616-60-0 CAPLUS 

CN Pyrrolidine, 3-phenyl-3-(2- [4-( [1- <3-pyridinylraethyl) -lH-benzinidazol-2- 
yl] carbonyl] -1-piperidinyl] ethyl] -1- (3, 4, 5-triraethosybenzoyl) - (9CI) (CA 
INDEX NAME) 



OMe 




RN 200616-61-1 CAPLUS 

CN Pyrrolidine, 3-phenyl-3- (2- (4- [ [1- (4-pyridinylmethyl) -lH-benzimidazol-2- 
yl] carbonyl] -1-piperidinyl] ethyl] -1- (3, 4, S-trinethoxybenzoyl) - (9CI) (CA 
INDEX NAME) 



OMe 




RN 201595-86-0 CAPLUS 

CN Pyrrolidine, 3- (4-f luorophenyl) -3-[2-[4- [ (1- (2-pyridinyloethyl) -1H- 
benzinidazol-2-yl] carbonyl] -1-piperidinyl] ethyl] -1- (3, 4, 5- 
triiaethoaybenzoyl) - (9CI) (CA INDEX NAME) 



Habte 
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200616-60-OP 2006 16-61- IP 
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study); PREP (Preparation) 
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Pyrrolidine, 3- (3, 4-dichlorophenyl) -3-[2-(4-[ [1- (2-pyridinylnethyl) -1H- 
benzinidazol-2-yl] carbonyl] -1-piperidinyl] ethylj -1- (3. 4 . 5- 
trimethoxybenzoyl)-, raonoaethanesulfonate (9CI) (CA INDEX NAME) 

CM 1 

CRN 178371-10-3 

CMF C41 H43 C12 N5 05 




OMe 

-lie: 



CRN 75-75-2 
CMF C H4 03 S 



HO-S-CH3 



RN 178371-15-8 CAPLUS 

CN PyrroUdine, 3-phenyl-3-f 2-[4- [ [1- (2-pyridinylaethyl) -lH-benzioidazol-2- 
yl] carbonyl) -1-piperidinyl] ethyl] -1- (3, 4, 5-trinethoxybenzoyl) - (9CI) (CA 
INDEX NAME) 



Ph 

UJi i— CH2-|Q 



RN 200616-59-7 CAPLUS 

CN Pyrrolidine, 3- (4-nethoxyphenyl) -3- {2- [4- { [1- (2-pyridinylnethyl) -1H- 



Habte 
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benziaidazol-2-yl] carbonyl) -1-piperidinyl) ethyl] -1- (3, 4, 5- 
trimethoxybenzoyl)-, (2Z> -2-butenedioate (1:1) (9CI) (CA I 



178372-47-9 
C4 2 H47 N5 06 





CRN 110-16-7 
CMF C4 H4 04 



Double bond geometry as shown. 



C0 2 H 



RN 200616-60-0 CAPLUS 

CN PyrroUdine, 3-phenyl-3-[2- [4-( [1- (3-pyridinylaethyl) -lH-benziaidazol-2- 
yl] carbonyl] -1-piperidinyl] ethyl] -1- (3, 4, 5-trioethoxybenzoyl) - (9CI) (CA 
INDEX NAME) 



-CH2 — — c 



200616-61-1 CAPLUS 

PyrroUdine. 3-phenyl-3-I2-l4-[ (1- (4-pyridinyLnethyl) -lH-benzimidazol-2- 
yl] carbonyl] -1-piperidinyl] ethyl] -1- (3, 4, 5- trioethoxybenzoyl) - (9CI) (CA 
INDEX NAME) 
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RL: RCT (Reactant)! SPN (Synthetic preparation)! PREP (Preparation) i PACT 
(Reactant or reagent) 

(prepn. and structure-activity relationship of benziaidazolyl 
plperidinyl methanone derivs.) 
RN 178371-33-0 CAPLUS 

CN 1 -Pipe ridinecarboay lie acid, 4-1 [l-(2-furanylmethyl)-lH-benziaidazol-2- 
yl] carbonyl]-. 1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 



O 




AN 178371-34-1 CAPLUS 

CN Nethanone, 11- (2-furanylmethyl)-lH-benzimidazol-2-yl] -4-piperidinyl- (9CI) 
(CA INDEX NAME) 
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tetrazolyl, 1,2,4-triazolylj Arl - (substituted) Ph, naphthyl, pyridyl, 

thienyl; XI - Ht X2 - (substituted) benzothiazolyl-2-carbonyl, 

benzimidazol-2-ylcarbonyl. benzimidazolyl, diphenylmethylj , are claimed, 

as is their use for treatment of allergic rhinitis, asthma, emesis, and 

inflammatory bowel disease (no data) . 

195737-72-SP 

RL: BAC (Biological activity or effector, except adverse)! BSU (Biological 
study, unclassified) j SPN (Synthetic preparation) ; THU (Therapeutic use) i 
BIOL (Biological study) i PREP (Preparation); USES (Uses) 

.(prepn. of N-methyl-N- [4- (pip«ridin-l-yl) J -2- (aryl) butyl) benzamides for 
the treatment of allergic diseases) 
195737-72-5 CAPLUS 

Benzamide, N- [2- (4-f luorophenyl) -4- [4- [ [1- (2-pyridinylmethyl) -1H- 
benzimidazol-2-yl] carbonyl] -1-piperidinyl) butyl] -3,4, 5-trimethoay-N-methyl- 
(9CI) (CA INDEX NAME) 




19S737-75-8P 195737-76-SP 

RL: RCT (Reactant) t SPN (Synthetic preparation)/ PREP (Preparation)! RACT 
(Reactant or reagent) 

(prepn. of N-methyl-N- [4- (piperidin-l-yl) ] -2- (aryl) butyl) benzamides for 

the treatment of allergic diseases) 
195737-75-B CAPLUS 

Methanone, 4-piperidinyl(l- (2-pyridinylmethyl) -lH-benzimidazol-2-ylJ -, 
aonohydr iodide (9CI) (CA INOEX NAME) 



N^ji 




RN 195737-76-9 CAPLUS 

CN 1-PiperidinecarboayUc acid, 4-{Il-(2-pyridinylaethyl)-lH-benzinidazol-2- 
yl] carbonyl]-, 1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 



AB Title conpds. [It Rl - H. halo, alkyl, alkoxyi R2 - H, (substituted) 
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I 



AB RZCH2CH2CHRlCH2NMeCOR2 [R - (un) substituted 2-benzimidazolylamino or 

-2.3-ddhydro-lH-imidazo[l,2-a]benzinidazol-l-yli Rl - (un) substituted Ph, 
-naphthyl. -pyridyl. -thienyli R2 - (un) substituted Phi Z - 
piperidine-4,l-diyl] vere prepd. as histamine and tachykinin receptor 
antagonists (no data) . Thus, 4-{l-(2-ethoayethyl) -2- 
benzimidiazolylaminojpiperidine was alkylated by 
Me02S0CH2CH2CHRlCH2NMeC0R2 (Rl - C6H4F-4, R2 - 3.4,5- 
trimethOKyphenyl) (prepn. each given) to give title compd. I. 

IT 19S622-12-9P 193622-U-OP 

RL: BAC (Biological activity or effector, except adverse) ; BSU (Biological 
study, unclassified)! SPN (Synthetic preparation)! THU (Therapeutic use); 
BIOL (Biological study) > PREP (Preparation) I USES (Uses) 

(prepn. of N-[4- (benzimidazolylamino)piperidino} -2-arylbutyl)benzamides 
as histamine and tachykinin receptor antagonists) 

RN 195622-12-9 CAPLUS 

CN Benzaraide, N- [2- (4-f luorophenyl) -4- [4- [ [1- (3-furanyl) -lH-benzimidazol-2- 
yl]amino3-l-piperidinyl]butyl]-3,4,5-triBethojry-N-oethyl- (9CI) (CA INDEX 
NAME) 



OMe 




F 



RN 195622-13-0 CAPLUS 

CN Benzaaide. N- [2- (4-f luorophenyl) -4-[4-[ [1- (2-furanyl) -lH-benzimidazol-2- 
yl]aainol-l-piperidinyl]butylJ-3,4.5-triiaethoay-N-«»tnyl- (9CI) (CA INDEX 
NAME) 
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OMe 




IT 90518-53-9P 90518-67-5P 132551-78-1? 
132552-50-2P 

RL: RCT (Reactant)i SPN (Synthetic preparation); PREP (Preparation)! RACT 
(Reactant or reagent) 

(prepn. of N- [4- (benziaidazolylamino) piperidino] -2-arylbutyl]benzaraide3 
as histamine and tachykinin receptor antagonists) 
RN 90518-53-9 CAPLUS 

CN 1-Piperidinecarboxylic acid, 4-((l-(2-furanylmethyl) -lH-benzimidazol-2- 
yl) amino}-, ethyl ester (9CI) (CA INDEX NAME) 



0 




RN 90518-67-5 CAPLUS 

CN lH-Benzimidazol-2-amine. 1- (2-furanyl«ethyl) -N-4-piperidinyl- (9CI) (CA 
INDEX NAME) 




RN 132551-78-1 CAPLUS 

CN 1 -Pipe ridinecarboxy lie acid, 4-{(3-{(S- (hydroxynethyl) -2-furanyl] oethyl] - 
lH-benzimidazol-2-yl)aaino]-, ethyl ester (9CI) (CA INDEX NAME) 
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RN 132552-50-2 CAPLUS 

CN 1-Piperidinecarboxylic acid, 4-[ Il-( (5- (ethosycarbonyl) -2-furanylJe»thylJ - 
lH~benziaidazol-2-yl]aaino)-, ethyl ester (9CI) <CA INDEX NAME) 
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Rl 



R2XCN V-L Y— ^ 

v / K 
— (CH2) n 

R6 



-(CH 2 )p 



F3C PhCH 2 

F3C / CH 2 CH20Et 



Title coapds. I (n - 0-2; m - 1, 2; X - bond, 0, S, NR3; XI, X2 - CH, Ni Q 
- O, NR3; Rl - aryl, aralkyl, diarylalkyl; R2 - aryl, aralkyl, 
heterocyclyl, heteroxyxlylalkyl; L - Ql; R3 - H, alJcyl* R4 - 
(un) substituted alkyl; R5 - H, halogen, OH, alkoxy; R6 - H, alkyl, 
arallcyl; p - 0-2} were prepd. for use as substance P antagonists. Thus, 
(.+-.) -tert-Bu 7-benzyl-l, 4-dioxa-B-azaspiro[4 . 5]decane-8-carboxylate was 
treated with 3, 5- (F3C) 2C6H3COC1, followed by 1- (2-ethojryethyl) -2- (4- 
piperidinylaaino) benziaidazole to give the title compd. II. Cis-II gave 
80.71 inhibition of substance P-induced relaxation of pig coronary artery 
at 3 X 10-8 M while trans-II gave B5.3 \ inhibition. 
193199-46-1P 193199-50-7P 193199-55-2P 
193199-59-6P 193199-62- IP 193199-65-4P 

193199- 77-BP 193199-80-3P 193199-95-0P 

193200- 00-9P 193200-04-3P 193200-21-4P 
193200-23-6P 193200-29-2P 193200-33-8P 
193200-33-0P 193200-37-2P 193200-40-7P 
19320O-41-BP 193200-42-9P 193200- 43-OP 
19320O-44-1P 193200-45-2P 193200-51-OP 
193200- 53-2P 193200-54-3P 19320O-55-4P 
19320O-64-5P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation) ; USES (Uses) 

(prepn. of benziaidazolyl- and iaidazopyridinylpipe ridines as 

tachykinin antagonists) 
193199-46-1 CAPLUS 

(1,4* -Bipiperidin] -4-aaine, 1' - (3, 5-dimethylbenzoyl) -2* - (phenylaethyl) -N- 
{l-(2-thienylmethyl)-lH-benziaidazol-2-yl]-, cis- (9CI) (CA INDEX NAME) 



Relative stereoeheaistry. 

Habte 



L4 ANSVER 19 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




RN 193199-50-7 CAPLUS 

CN [1, 4 '-Bipiperidin] -4-amine, 1*7(3, 5-dimethylbenzoyl) -2' - (phenylaethyl) -N- 
[l-(2-thienylraethyl)-lH-benzimidazol-2-yl}-. trans- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 




RN 193199-55-2 CAPLUS 

CN 11,4* -Bipiperidin] -4-aaine, 1* - (3, 5-dimethylbenzoyl) -2* - (phenylaethyl) -N- 
tl-(4-thiazolylaethyl)-lH-benziiaidazol-2-yl]-, cis- (9CI) (CA INDEX name) 

Relative stereochemistry. 
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RN 193199-59-6 CAPLUS 

CN (1,4'-Bipiperidin] -4-anine, 1 ' - (3, 5-<iinethylb«nzoyl> -2' - ( phenyl** thy 1} -N- 
(l-(4-thiazolylaethyl)-lH-benziaidazol-2-yl)-. trans- (9CI> (CA INDEX 
MAKE) 

. Relative stereocheaistry. 




RN 193199-62-1 CAPLUS 

CN 1,4'-Bipiperidine, V - (3. S-dimethylbenzoyl) -4-[ [1- [ (2-methyl-4- 

thiazolyl) aethyl] -lH-benziaidazol-2-yl] methyl] -2' - (phenylaethyl) cis- 
(9CI) (CA INDEX NAME) 

Relative stereocheaistry. 



ANSYER 19 OF 46 CAPLUS COPYRIGHT 2003 ACS (Coat! wed) 



QOTQ. 




RN 193199-65-4 CAPLUS 

CN 1,4'-Bipiperidine. V - (3, 5-diaethylbenzoyl) -4-( (l-( (2-aethyl-4- 

thiazolyl) nethyl] -lH-benziaidazol-2-yl] aethyl] -2' - (phenylaethyl) trans- 
(9CI) (CA INDEX NAME) 

Relative stereocheaistry. 



QOTQ. 




RN 193199-77-8 CAPLUS 

CN (l,4 , -BipiperidinJ-4-aaine, 1*- [3. S-bis (trif luoroaethyl) benzoyl] -N-[l-[ (2- 
methyl-S-oxazolyl) aethyl) -lH-benziaidazol-2-yl) -2' - (phenylaethyl) -, cis- 
(9CI) (CA INDEX NAME) 

Relative stereochemistry. 



L4 ANSVER 19 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




RN 193199-80-3 CAPLUS 

CN {1, 4 • -Bipiperidin] -4-amine, 1' -[3, 5-bis (trif luoroaethyl) benzoyl] -N- (2- 
aethyl-S-o»azolyl)raethyl]-lH-benziaidazol-2-yl) -2' -(phenylaethyl)-, trans- 
(9CI) (CA INDEX NAME) 

Relative stereochemistry. 




RN 193199-95-0 CAPLUS 

CN (1,4' -BipiperidineJ -4 -methanol, 1 ' - (3. 5-bis (trif luoroaethyl) benzoyl] - 
. alpha. - [l-{ (5-aethyl-2-furanyl) methyl) -lH-benziaidazol-2-yl] -2' - 
(phenyloethyl)-, [2* .alpha. .4' .alpha. <SM] - (9CI) (CA INDEX NAME) 

Relative stereochemistry. 



L4 ANSVER 19 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




RN 193200-00-9 CAPLUS 

CN [1, 4* -Bipiperidine) -4 -methanol, 1 '-[3, 5-bis (trif luoroaethyl) benzoyl] - 
. alpha. - (1- [ (S-methyl-2-furanyl) methyl] -lH-benzimidazol-2-yl] -2' - 
(phenylaethyl)-. [2' .alpha., 4' .alpha. (R*) ] - (9CI) (CA INDEX NAME) 

Relative stereocheaistry. 




RN 193200-04-3 CAPLUS 

CN {l,4*-Bipiperidine]-4-methanol, 1 ' -(3, 5-bis (trif luoroaethyl) benzoyl] - 
. alpha . - { 1 - [ ( 5-eethyl- 2- f u ranyl) ae thyl] - lH-benziaidazol-2-yl J -2 • - 
(phenylaethyl)-. (2' . alpha. . 4 ' .beta. )- [partial] - (9CI) (CA INDEX NAME) 

Relative stereocheaistry. 



Habte 
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RN 193200-21-4 CAPLUS 

CN [l,4*-Bipiperidin]-4-amine, l*-[3, S-bis(trif luoromethyl) benzoyl) -N- {1- 1 <5- 
methyl-2-furanyl) methyl] -lB>benzimidazol-2-yl] -2' - (phenylmethyl) cis- 
(9CI) (CA INDEX MAKE) 

Relative stereochemistry. 




RM 193200-23-6 CAPLUS 

CN [l,4'-Bipiperidin]-4-amine, i'-[3,5-bis(trifluorcmethyl)benzoyl]-N-tl-( (5- 
raethyl-2-f uranyl) methyl) -lH-benzimidazol-2-yl) -2' - (phenylmethyl) - , trans- 
(9CI) (CA INDEX NAME) 

Relative stereochemistry. 



L4 ANSWER 19 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




RN 193200-29-2 CAPLUS 

Ot [l,4'-Bipiperidin]-4-aaine. 1' - (3. S-dimethylbenzoyl) -N-[l-{ (2-methyl-S- 
oxazolyl) nethyl) -lH-benzinidazol-2-yl) -2' -(phenylmethyl)-, trans- (9CI) 
(CA INDEX NAME) 

Relative stereochemistry. 




RN 193200-33-8 CAPLUS 

CN 1, 4'-Bipiperidine. 1 ' -{3, 5-bis (trif luoromethyl) benzoyl] -4- [ [l-[ (2-methyl-5- 
oxazolyl) methyl) -lH-benzimidazol-2-yl) oxy] -2' - (phenylmethyl) -. cis- (9CI) 
(CA INDEX NAME) 

Relative stereocheoistry. 



L4 ANSWER 19 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




Ph' 



RN 193200-35-0 CAPLUS 

CN 1,4' -Bipiperidine, 1' -(3. 5-bis (trif luorome thy 1) benzoyl) -4- [ [1- [ (2-methyl-5- 
oxazolyl) methyl] -lH-benzimidazol-2-yl] oxy) -2 *- (phenylmethyl) -, trans- 
(9CI) (CA INDEX NAME) 

Relative stereochemistry. 




RN 193200-37-2 CAPLUS 

CN [1, 4* -Bipipecidin) -4-amine, 1' -benzoyl-N- (1- [ (2-methyl-5-oxazolyl) methyl) - 
lH-benzimidazoI-2-yl] -2' -(phenylmethyl)-, trans- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 



L4 ANSWER 19 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




RN 193200-40-7 CAPLUS 

CN 1,4' -Bipiperidine, 1* - (3, 5-bis (trif luoromethyl) benzoyl] -4-{ [l-{ (5-methyl-2- 
furanyl) methyl] -lH-benzimidazol-2-yl] methyl] -2' - (phenylmethyl) -, trans- 
(9CI) (CA INDEX NAME) 

Relative stereochemistry. 




RN 193200-41-B CAPLUS 

CN 1,4 '-Bipiperidine, 1* -(3, 5-bis (trif luoromethyl) benzoyl] -4- ( [l-[ (S-methyl-2- 
furanyl) methyl) -lH-benzioidazol-2-yl] methyl] -2 ' - (phenylmethyl) -. cis- 
(9CI) (CA INDEX NAME) 

Relative stereochemistry. 



Habte 



6/02/2003 



10/030,202 



Page 39 



IA ANSWER 19 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




C7 3 



RN 193200-42-9 CAPLUS 

CN { 1,4* -Bipiperidin) -4 -amine. 1' -(3, 5-bis (trifluorewethyl) benzoyl] -N-[l-{{5- 
(hydroxymethyl) -2-furanyl] methyl) -lH-benzimidazol-2-yl] -2'- (phenylmethyl) - 
. trans- (9CI) (CA INDEX HANS) 

Relative stereochemistry. 




RN 193200-43-0 CAPLUS 

CN | 1.4' -Bipiperidin] -4 -amine, 1' -[3, S-bis (trif luoro»ethyl)benzoyl] -N-[l-({5- 
(hydroxymethyl) -2-furanyl) methyl] -lH-benziraidaz ol- 2 -yl] -2' - (phenylmethyl) - 
, cia- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 



L4 ANSWER 19 OP 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




RN 193200-44-1 CAPLUS 

CN 4-Piperidinaaine. N-(l-[ (2-a»thyl-5-o«azolyl) methyl] -lH-benzimidazol-2-yl)- 
l-(2-naphthalenylcarbonyl) -2- (phenylmethyl)-. trans- (9CI) (CA INDEX 
NAME) 

Relative stereochemistry. 




RN 193200-45-2 CAPLUS 

CN 4-Piperidinamine, 1- (2-furanylcarbonyl) -N-[l-( (2-methyl-S-o*azolyl) methyl] - 
lH-benzimidazol-2-yl] -2- (phenylmethyl)-, trans- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 



L4 ANSWER 19 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




RN 193200-51-0 CAPLUS 

CN {lM'-BipiperidineJ-l'-carbosamide. N- [3, 5-bis (trif luororaethyl) phenyl] -4- 
{ [1-t (2-methyl-5-o»azolyl) methyl] -lH-benzimidazol-2-yl] amino] -2* - 
(phenylmethyl)-. trans- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 




RN 193200-53-2 CAPLUS 

CN 11,4' -Bipiperidin] -4-amine, 1' -{3- (1-methylethoxy) benzoyl] -N-{1- [ (2-raethyl- 
S-oxazolyl) methyl) -lH-benziiaidazol-2-yl] -2 '-(phenylmethyl)-, trans- (9CI) 
(CA INDEX NAME) 

Relative stereochemistry. 



L4 ANSWER 19 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




RN 193200-54-3 CAPLUS 

CN [1,4' -Bipiperidin] -4-aaine, 1* - (3, S-dichlorobenzoyl) -N- [l-( (2-pethyl-5- 
oxazolyl) methyl] -lH-benzimidazol-2-yl] -2* -(phenylmethyl)-, trans- (9CI) 
(CA INDEX NAME) 

Relative stereochemistry. 




RN 193200-55-4 CAPLUS 

CN (1,4 '-Bipiperidin] -4-amine, N-[l-[ (2-methyl-5-oxazolyl)methyl) -1H- 

benzimidazol-2-yl]-2 , -(phenylmethyl)-l , -(2-thienylcarbonyl)-, trans- (9CI) 
(CA INDEX NAME) 

Relative stereochemistry. 



Habte 



6/02/2003 



10/030,202 Page 
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RN 193200-64-5 CAPLUS 

CN [l,4 , -Blpip«ridinl-4-8aine. l'-[ (2, 4-diaethyl-5-thiazolyl)carbonyl] -N-U- 
[ (2-«ethyl-5-c*azolyl) methyl] -lB-benzied.dazol-2-yl] -2" - (phenylmethyl) 
cis- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 




CN lH-Benzimidazol-2-amine, l-[ (2-methyl-5-OKazolyl)methyl)-N-(2'- 

(phenylmethyl)[1.4'-bipiperidin]-4-yl]-, trans- (9CI) (CA INOEX NAME) 

Relative stereochemistry. 



40 
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Ph 



IT 19320O-4S-3P 193200-O-4P 1932O0-48-5P 
193200-49-6P 19320O-S0-9P 193200-52-1P 
193200-35-5P 193200-57-6P 193200-58-7P 
19320O-39-8P 1932O0-6O-1P 193200-81-2P 
19320O-62-3P 193200-43-4P 193200-85-8P 
1932DO-66-7P 19320O-67-8P 19320O-73-8P 
1932OO-77-0P 19320O-80-5P 1932OO-85-0P 

193200- 94-1P 193 20 1-01 -3 P 193201-02-4P 

193201- 15-9P 193201-17-1P 193201-94-4P 
19320 1-97-7P 193201-99-99 193202- 16-3P 

RL: SPN (Synthetic preparation); THU (Therapeutic use) t BIOL (Biological 
study)! PREP (Preparation) i USES (Uses) 

(prepn. of benzioidazolyl- and imidazopyridinylpiperi dines as 
tachykinin antagonists) 
RN 193200-46-3 CAPLUS 

CN 4-Piperidinamine, l-benzoyl-N-{l- I ( 2 -methyl -5 -oaazolyl) methyl) -1H- 
benzimidazol-2-yl] -2- (phenylmethyl)-, trans- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 




RN 193200-47-4 CAPLUS 

CN 4-Piperidinamine, N-[l- [ (2-methyl-5-oxazolyl) methyl] -lH-benzimidazol-2-yl J - 
1- ( l-oxo-2-phenylpropyl) -2- (phenylmethyl) -, (2. alpha. , 4 . beta. ) - [partial] - 



L4 ANSVER 19 Or 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
(9CI) (CA INDEX NAME) 

Relative stereochemistry. 




Me 



RN 193200-48-S CAPLUS 

CN 1-Piperidinecarboxamide, N- ( 3. 5-bis (trif luoromethyl) phenyl] -4- { [ 1- [ (2- 
methyl-5-oaazolyl) methyl] -lH-benziraidazol-2-yl) amino] -2- (phenylmethyl)-, 
trans- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 




CP 3 



RN 193200-49-6 CAPLUS 

CN 4-Piperidinamine, 1- (6-benzothiazolylcarbonyl) -N-[l- [ (2-methyl-5- 

oaazolyl) methyl] -lH-benzimidazol-2-yl] -2- (phenylmethyl) -, trans- (9CI ) 
(CA INDEX NAME) 

Relative stereochemistry. 
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RN 193200-50-9 CAPLUS 

CN 4-Piperidinamine, 1- [ (5-f luoro-lH-indol-2-yl) carbonyl] -N- [1- [ (2-methyl-5- 
oxazolyl)raethyl]-lH-benzimidazol-2-yl] -2- (phenylmethyl)-, trans- (9CI) 
(CA INDEX NAME) 

Relative stereochemistry. 




RN 193200-52-1 CAPLUS 

CN [l,4'-Bipiperidin]-4-amine, l * - (3-cyanobenzoyl) -N- [ 1- [ (2-raethyl-5- 

oxazolyl) methyl] -lH-benzimidazol-2-yl] -2 ' - (phenylmethyl) - , trans- (9CI ) 
(CA INDEX NAME) 

Relative stereochemistry. 




Habte 
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RN 193200-56-5 CAPLUS 

CN [1, < ' -aipiperidin] -4-a«ine, N-(l- ( (2-methyl-5-c*azolyl) methyl] -1H- 

benzimidazol-2-yl] -2' - (phenyls tbyl) -1 ■ - (2-quinolinylcarbonyl) trans - 
(9C1) (CA INDEX NAME) 

Relative stereochemistry. 




RN 193200-57-6 CAPLUS 

CN [1, 4'-Bipiperidin] -4-arune, N-(l-{ (2-methyl-5-oxazolyl) methyl] -1H- 

benzimidazol-2-yl] -2' - (phenylmethyl) -1' - (3, 4, 5-trimetho«ybenzoyl) -. cis- 
(9CI) (CA INDEX NAME) 

Relative stereochemistry. 




benzimidazol-2-yl] -2* - (phenylmethyl) -1 * - (2-thienylcarbonyl) -, cis- (9CI) 
(CA INDEX NAME) 

Relative stereochemistry. 



L4 ANSVER 19 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




RN 193200-59-8 CAPLUS 

CN [1. 4' -BipiperidinJ -4-aaine. V -( (S-methyl-3-i3oaazolyl)carbonyl) -N- Jl-( (2- 
oethyl-5-oaazolyl) methyl) -lH-benzimidazol-2-yl] -2* - (phenylmethyl) -, cis- 
(9CI) (CA INDEX NAME) 

Relative stereochemistry. 




RN 193200-60-1 CAPLUS 

CN [1.4' -aipiperidin] -4-amine, l'-[ (2, 6-dichloro-4-pyridinyl) carbonyl] -N-Jl- 
[ (2-methyl-5-o»azolyl) methyl} -lH-benzimidazol-2-yl] -2* - (phenylmethyl) -, 
Cis- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 



L4 ANSVER 19 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




CN [1.4' -BipiperidinJ -4-amine, N-[l-[ (2-raethyl-S-ojtazolyl) methyl] -1H- 

benziraidazol-2-yl] -2 ' - (phenylmethyl) -1* - (2-quinoxalinylcarbonyl) -, cis- 
(9CI) (CA INDEX NAME) 

Relative stereochemistry. 




RN 193200-62-3 CAPLUS 

CN {l,4*-Bipiperidin]-4-amine, l*-( [3- (1-methylethoxy) phenyl) acetyl] -N-[l-( (2- 
methyl-5-oxazolyl) methyl] -lH-benzimidazol-2-yl] -2* - (phenylmethyl) -, cis- 
(9CI) (CA INDEX NAME) 

Relative stereochemistry. 



L4 ANSVER 19 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




RN 193200-63-4 CAPLUS 

CN [l,4*-Bipiperidine}-l'-carbothioic acid, 4-{ [l-[ (2-methyl-5- 

oxazolyl) methyl] -lH-benzimidazol-2-yl] amino] -2 ' - (phenylmethyl) -, S-phenyl 
ester, cis- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 




RN 193200-65-6 CAPLUS 

CN 11.4' -Bipiperidin) -4-amine, N- ( 1- [ (2-methyl-5-o«azolyl) methyl] -1H- 

benzimidazol-2-yl] -1 ' - { (5-methylpyrazinyl) carbonyl] -2' - (phenylmethyl) - , 
trans- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 



Habte 



6/02/2003 
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RN 193200-66-7 CAPLUS 

CN ll,4'-Bipiperidin}-4-aaine. 1* -{ <3-metbyl-2-benzofuranyl) carbonyl) -N-{1- 
[ (Z-Bethyl-S-oMzolyDoathylJ-lH-banriBidazol-Z-ylJ-Z'-Cphenyljaethyl)-. 
trans- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 

Me 0 ^ 

Ph 

RN 193200-67-8 CAPLUS 

CN II. 4' -Bipiperidin) -4 -amine, 1 ■ -( (5-f luoro-lH-indol-2-yl) carbonyl} -N- [ 1- [ (2 
methyl-5-oxazolyl) methyl) -lH-benzioidazol-2-yl} -2' - (phenylnethyl) trans- 
(9CI) (CA INDEX NAME) 

Relative stereochemistry. 



L4 ANSVER 19 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




RN 193200-7S-B CAPLUS 

CN 4-Piperidinanine. 1- (3, S-diaethylbenzoyl) -2- (phenylnethyl) -N-{1- (2- 
thienylaethyl)-lB-benzimidazol-2-yl)-. cis- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 




RN 193200-77-0 CAPLUS 

CN 4-Piperidinanine, 1- (3, 5-dimathylbenzoyl) -2- (phenylnethyl) -N-{1- (2- 
thienylmethyl)-lH-benzimidazol-2-yl}-, trans- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 



L4 ANSVER 19 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




RN 193200-80-5 CAPLUS 

CN Piperidine, 1- (3, S-dimethylbenzoyl) -2- (phenylnethyl) -4- { [1- (2- 

thienylnethyl>-lH-benzimidazol-2-yl]oxyJ- r trans- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 




RN 193200-85-0 CAPLUS 

CN 4-Piperidinamine. 1- (3, S-dimethylbenzoyl) -N-[l- [ (2-methyl-5- 

oxazolyl) nethyl) -lH-benzimidazol-2-yl} -2- (phenylnethyl) -, trans- (9CI) 
(CA INDEX NAME) 

Relative stereochemistry- 




RN 193200-94-1 CAPLUS 

CN Piperidine. 1- (3, 5-dinethylbenzoyl) -4-{{l-[ (2-iaethyl-5-o*azolyl) methyl] -1H- 
benzimidazol-2-yl] oay) -2- (phenylnethyl)-, trans- (9CI) (CA INDEX NAME) 

Habte 



L4 ANSVER 19 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
Relative stereochemistry. 




RN 193201-01-3 CAPLUS 

CN 4-Piperidinamine, 1- (3, 5-bis (trif luoromethyl) benzoyl} -N-[l-( (S-methyl-2- 

furanyl) methyl) -lH-benzimidazol-2-ylJ -2- (phenylnethyl)-, trans- (9CI) (CA 
INDEX NAME) 

Relative stereochemistry. 




RN 193201-02-4 CAPLUS 

CN 4-Piperidinamine, 1- (3, 5-dimethylbenzoyl) -N- [ 1- [ (5-nethyl-2- 

furanyl) methyl) -lH-benzimidazol-2-yl] -2- (phenylnethyl)-, trans- (9CI) (CA 
INDEX NAME) 

Relative stereochemistry. 




6/02/2003 



10/030,202 
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RN 193201-15-9 CAPLUS 

CH 4-Pip*ridina«ine. l-|3,S-nis(trifluoroe*tbyl>benzoyl)-N-[l-l (2-awthyl-S- 
oaazolyl)a*thylJ-lH-b«ttzi»idazol-2-yll-2-(phenyl»ethyl)-, trans- (♦)- (9CI) 
(CA INDEX NAME) 

Rotation (+). Absolut* stereochemistry unknown. 




RN 193201-17-1 CAPLUS 

CN 4-Piperidinanine, l-[3,5-bis(trifluoroaathyl)benzoyl]-N-ll-{ {2-«wthyl-5- 
oaazolyl) oathyl} -lH-benzinidazol-2-yl] -2- (phenylaethyl) -, trans- (-> - (9CI) 
(CA INDEX NAME) 

Rotation (-)• Absolute stereochenistry unknown. 




RN 193201-94-4 CAPLUS 

CN [1,4* -BipiperidinJ -4-anine. V - [3. 5-bis (trifluoroaethyl) benzoyl] -N-[l- ( (2- 
nethyI-5-o*azolyl) nethyl] -lH-benzinidazol-2-yl] -2'- (phenylmethyl) - (9CI) 
(CA INDEX NAME) 



43 
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C73 




Ho 



RN 193201-97-7 CAPLUS 

CN [1, 4 '-Bipiperidin] -4-anine. l*-[3,5-bis(trifluoroaethyl)ben2oyl}-N-[l-[(S- 
aothyl-2-furanyl)Bethyl] -lH-benziaidazol-2-yl] -2*- (phenylmthyl) - (9CI) 
(CA INDEX NAME) 



C73 




Me 



RN 193201-99-9 CAPLUS 

CN 4-Piperidinaaine. l-[3.5-bis (trifluoroaethyl) benzoyl) -N-[l-{ (2-oethyl-4- 
oxazolyl) nethyl] -lH-benzinidazol-2-yl] -2- (phenylnethyl) - (9CI ) (CA INDEX 
NAME) 



L4 ANSVER 19 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 



CF3 

Ph "f 2 » 



4- 



RN 193202-16-3 CAPLUS 

CN 11,4' -Bipiperidin] -4 -amine, 1 ' - [3, 5-bis (trif luoronethyl) benzoyl] -N- (1- [ (5- 
raethyl-2-furanyl)Dethyl]-lH-benziBidazol-2-yl]- (9CI) (CA INDEX NAME) 
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OMe 



AB The invention relates to novel substituted piperidine derivs. I [a - 2. 3i 
n - 0. 1) q - 1, 2i p • 0, 1; Gl - CH2, C0> G2 - CH2, CHMe, COi G3 - CH2, 
CO; Arl - (un) substituted Ph, naphthyl, pyridyl, or thienyli Ar2 - 
(un) substituted Ph. benzodicxol-S-yl, benzodicxan-6-yl; X - 
(un) substituted benzinidazol-2-ylaninoj with several provisos] and their 
stereoisomers and pharmaceutical^ acceptable salts. The coapds. are 
useful as histamine receptor antagonists and tachykinin receptor 
antagonists (no data) . Such antagonists are useful in the treatment of 
allergic rhinitis, including seasonal rhinitis and sinusitis, inflammatory 
bowel diseases, including Crohn's disease and ulcerative colitis, asthaa, 
bronchitis, and erne sis. For example, 3- (3, 4-dinethojcyphenyl) -3- (2- 
hydroxy ethyl) pyrrolidine (prepn. given) underwent aiaidation with 
3,4,5-trimethoxybenzoyl chloride, followed by oesylation with MeS02Cl and 
Et3N, and coupling with (1- (2-ethoxyethyl) -lH-benziraidazol-2-yl] (piperidin- 
4-yl) amine (prepn. given), to give title cospd. II. 

IT 132551-78-1? 132SS2-SO-2F 191605-13-7P 

RL: RCT (Reactant) i SPN (Synthetic preparation)! PREP (Preparation)? RACT 
(Reactant or reagent) 

(intermediate; prepn. of (benzimidazolylaai no) pi peri dines as 
antiallergics) 

RN 132551-78-1 CAPLUS 

CN 1-Piperidinecarboxylic acid, 4- ( [3-( [5- (hydroxyoethyl) -2-furanyl) methyl] - 
lH-benziraidazol-2-yl] amino}-, ethyl ester (9CI) (CA INDEX NAME) 
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O 




CH2-OH 



RN 1325S2-S0-2 CAPLUS 

CN 1-Piperidinecarboxylic acid, 4-{ [ l-{ [5- (ethoxycarbonyl) -2-furanyl] methyl] 
lH-benzimidazol-2-yl] amino)-, ethyl ester (9CI) (CA INDEX NAME) 



O 




o 



RN 191605-13-7 CAPLUS 

CN Pyrrolidine, 3- (4-f luorophenyl) -3-[2-{4-{{l-[[l-(phenylmethyl) -lH-imidazol- 
2-yl) oethyl] -lH-benzinidazol-2-yl] aaino] -1-piperidinyl] ethyl] -1- (3, 4, S- 
trimethoxybenzoyl)- (9CI) (CA INDEX NAME) 
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l»1603-6fi-4p 191603-67-3P 191603-7O-0P 
191603-80-2P 191S04-17-6P 19 1605- 15-0 P 

RL: BAC (Biological activity or effector, except adverse) ; BSU (Biological 
study, unclassified)/ SPN (Synthetic preparation)! THU (Therapeutic use)* 
BIOL (Biological study) i PREP (Preparation) i USES (Uses) 

(prepn. of (benziaidazolylamino)piperidines as antiallergics) 
191603-66-4 CAPLUS 

Pyrrolidine, 3- (3, 4 -dif luorophenyl) -3- [2-{4-[ [1- (2-pyridinylmethyl) -1H- 
benziaidazol-2-yl] aaino] -1-piperidinyl] ethyl) -1- (3, 4, 5-trioethoxyben2oyl) - 
(9CI) (CA INDEX NAME) 





RN 191603-67-5 CAPLUS 

CN Pyrrolidine. 3- (3, 4-dlf luorophenyl) -3- [2-[4-[ (1- (2-pyridinylmethyl) -XH- 

benziaidazol-2-yl] aaino] -1-piperidinyl] ethyl) -1- (3, 4 , 5- triaethoxybenzoyl) - 
, <-)- (9CI) (CA INDEX NAME) 

Rotation* (-) . 
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OGTO 




191603-70-0 CAPLUS 

Pyrrolidine, 3- [2- [4- [ { 1- { (5-chloro-2-thienyl) methyl] -lH-benzinidazol-2- 
yl] amino] -1-piperidinyl] ethyl] -3- (3, 4 -dif luorophenyl) -1- (3, 4, 5- 
trimethoxybenzoyl)- (9CI) (CA INDEX NAME) 



CP 



v—O 

— N — CH2 



N — CH2- CH; 




191603-80-2 CAPLUS 

Pyrrolidine, 3- [2- [4-{ { l-(£5- (hydroxyoethyl) -2-furanyl] oethyl] -1H- 
benzimidazol-2-yl] amino) -1-piperidinyl] ethyl] -3-phenyl-l- (3,4.5- 
triaethoxybenzoyl)- (9CI) (CA INDEX NAME) 
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P 




RN 191604-17-8 CAPLUS 

CN Pyrrolidine. 3- (3, 4-dif luocoph«nyl) -3-t2-(4-t(l- (2-pyridinylmethyl) -1H- 

beniioidazol-2-yl) amino) -l-piperidinyljethyl] -1- (3,4. S-tcimethoxybenzoyl) - CM 2 

, (+)- (9CI) (CA INDEX NAME) 

CRN 75-75-2 

Rotation (♦) . CMF C H4 03 S 




F 



RN 191605-16-0 CAPLUS 

CN PyrroUdine, 3- (2- ( 4 - [ ( 1- [ (S-chloro-2-thienyl) methyl] -lH-benzimidazol-2- 
yl) amino] -1-piperidinyl] ethyl] -3- (3, 4-dif luorophenyl) -1- (3, 4. 5- 
trinethoxybenzoyl)-. dimethanesulfonate (9CI) (CA INDEX NAME) 

CM 1 

CRN 191603-70-0 

CMF C39 H42 CI F2 N5 04 S 
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R 2-x^ Wl p 




:.-rQ 



AB The title compds. {I; n - 0-2; a - 1-2 (if a - 2, then n - 1); p - 1-2; Q 

- O, NR3; X « a covalent bond, a bivalent radical of formula 0, S, NR3; Rl 

- Arl, ArlCl-6alkyl, di (Arl)Cl-6alkyl (wherein each Cl-6alkyl group is 
optionally substituted with hydroxy, Cl-4alkyloxy, oxo, a ketalized oxo 
substituent); R2 - Ar2, Ar2Cl-6alkyl, Hetl, HetlCl-6alkyl; R3 - H, 
Cl-6alkyl; L - H; Ar3; Cl-6alkyl, etc. Arl, Ar2, Ar3 - (un) substituted Ph; 
Hetl, Het2 - monocyclic, bl cyclic he te recycle] and their N-oxide forms, 
the pharmaceutical^ acceptable addn. salts and the stereoisoraeric forms, 
useful as substance-P antagonists were prepd. and formulated. Thus, 
reaction of 3, 5-bis (trif luoromethyl) benzoyl chloride with 
(.♦-.)-trans-4-(2-[ (3, 4-dichlorophenyl) methyl) -4-piperidinyl)-N- (2,6- 
dimethylphenyl) -1-piperazineacetamide in the presence of Et3N in DCM 
afforded 44t II which showed ICS0 of 0.13x10-9 M against substance-P 
induced relaxation of the pig coronary arteries. 

I T 190963-36- IP 190963-3 7 - 2 P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use) ; 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(prepn. of 1- (1, 2 -di substituted piperidinyl) -4 -substituted piperazine 
derivs. as substance-P antagonists) 
RN 190963-36-1 CAPLUS 

CN Piperidine. l-(3, 5-bis (trif luoromethyl) benzoyl] -4-[4- [1- [ (2-methyl-S- 

oxazolyl) methyl] -lH-benzimidazol-2-yl] -1-piperazinyl] -2- (phenylmethyl) -, 
cis- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 
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IQl 190963-37-2 CAPLUS 

CM Piperidine, l-t3.5-bis(trifluorOBethyl)benzoyl)-4-[4-il-{ (2-aethyl-5- 
oaazolyl) methyl) -lH-benzinidazol-2-yl} -1-piperazinylJ -2- (phenylmethyl) - 
trans- (9C1) (CA IN DEC NAK5) 

Relative stereochemistry. 




IA ANSVER 22 07 46 
ACCESSION NUMBER: 



CAPLUS COPYRIGHT 2003 ACS 
1996:488344 CAPLUS 
125:237997 

Preparation and iaaminoewdulating effect of 
(1- thie tanyl-3) benzimidazoles 

Kataev. V. A.; Sadykov, R. F.t KhaliulUn, P. A.; 
Sibiryak, S. V. t Alekhin, E. K.J Volkova. S. S. 
Bashkirskii Gosudarstveanyi Heditsinskii Institut. 
Ufa.' Russia 

Kniauko-Faroataevticheskii Zhuroal (1996), 30(7), 
22-24 

O00EN: XHPZANl ISSN: 0023-1134 
Izdatel'stvo Folium 
Journal 
Russian 

2-Aai no-substituted 1- (3-thietanyl) benzimidazoles, 2-[l- (3- 
thietanyl)benzimidazolyl-2-thio] acetic add. end its potassium salt (I) 
vere prepd. and their effects on an ti -infectious and antituaor immunity 
vera studied. I demonstrated considerable potentiation of antituaor 
ieaunity. 
1821*3- IMP 

RL: BAC (Biological activity or effector, except adverse) * BSU (Biological 
study, unclassified) j SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(prepn. and imaunoaodulating effect of thietanylbenzioidazoles) 
1B2193-15-3 CAPLUS 

lH-Benzioidazole. 2- (1-piperazinyl) -1- (3-thietanyl) -. di hydrochloride 
(9CI) (CA INDEX NAME) 



PUBLISHER: 
DOCUMENT TYPE: 
LANGUAGE: 
AB 



IT 1821M-12-0P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(prepn. and immunoraodulating effect of thietanylbenzimidazoles) 
RN 182193-12-0 CAPLUS 

CN lH-Benzimidazole, 2- (1-piperazinyl) -1- (3-thietanyl) - (9CI) (CA INDEX 
NAME) 
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AB The present invention relates to novel substituted piperidine derivs. I 

vherein: Gl is CH2 or CO; G2 is CH2 or CO; G3 is CH2 or CO; a is 2 or 3; n 
is 0 or It q is 1 or 2i p is 0 or It Arl - (un) substituted Ph, naphthyl, 
pyridyl, thienyl; Ar2 - (un) substituted Ph, pyridyl; XI and X2 are defined 
in one of (A), (B), or (C) : (A) XI - H and X2 - substituted 
benzothiazole-2-carbonyl. diphenylnathyl, benzinidazolyl-2-carbonyl; (B) 
XI • OH and X2 - substituted b«nzothiazol-2-yl. b«nzinidazol-2-yli (C) X2 
- (RSC6B4)C(Z1) (C6H4R6) vherein R5, R6 - froa 1 to 3 substituents chosen 
independently froa, e.g., H, halo, CPS, and XI and Zl taken together f oris 
a second bond betveen the carbon atoms bearing XI and Zl; provided than 
vhen Gl is CO, then G2 and G3 are CH2, and that vhen G2 is CO, then Gl and 
G3 are CH2, and that vhen G3 is CO, then Gl and G2 are CB2; stereoisoners 
thereof, and pharnaceutically acceptable salts thereof vhich are useful as 
histamine receptor antagonists and tachykinin receptor antagonists. Such 
antagonists are useful in the treatment of allergic diseases including: 
seasonal rhinitis, allergic rhinitis, and sinusitis. Thus, e.g., 
substitution reaction of 4-[l-(4-fluorobenzyl) -lH-benzinidazole-2- 
carbonyl] piperidine vith 1- (3, 4, S-trinethoxybenzoyl) -3- (3,4- 
dinethoxyphenyl) -3- (2-oethanesulfonyloxyethyl) pyrrolidine (prepn. given) 
afforded II vhich exhibited HI receptor antagonism in vitro vith pA2 - 
7.50, and NX1 receptor binding affinity vith IC50 - 31 nM. 

IT X7B37X-08-9P 178371-0 9-OP 178371-10-3P 
17837X-11-4P 178371-1S-8P X7837X-3S-2P 
17B372-47-9P 17B372-82-2P 178372-83-3P 
17B372-84-4P 178372-85-5? 178372-92-4P 

178372- 93-5P 178373-06-3P 178373-07-4P 

178373- 36-9P 17B373-37-0P 1 78373-4 5-OP 
L78373-4S-1P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) i SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 
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( 1 -benzoyl - 3- 1 2- { 4 - ( lH-b«n2i addazole - 2 - ca rbonyl ) pi pe ridi n- 1 -y 1 J a thy 1 ] - 3- 
phenylpyrrolidine derivs. and analogs as histaaine and tachykinin 
receptor antagonists useful for the treatment of allergic diseases) 

KM 17837J-0B-9 CAFLUS 

CM Pyrrolidine. 3- (3. 4-dichlorophenyl) -3-{2-{4- [ [l-f2- (4-aorpholinyl) ethylj - 
lH-benxi«idazol-2-ylJ ca rbonyl] -1-piperidinyl] ethyl] -1- (3,4. 5- 
triBethoxybenzoyl) - (9CI) (CA INDEX NAME) 



CI 




RM 178371-09-0 CAPLUS 

CN Pyrrolidine, 3-(3,4-dichlorophenyl)-3-[2-[4-({l-(2-(4-DOrphoUnyl)ethyl]- 
lH-be nziaidaz ol - 2-y 1 } ca rbonyl } - 1 -pipe ridinyl ] e thyl} - 1 - ( 3 , 4 . 5- 
trioethoxybenzoyl)-, oonoaetbanesulfonate (9CI) (CA INDEX NAME) 

CM 1 

CRN 17B371-08-9 

CMF C41 H49 C12 N5 06 



CI 




CRN 75-75-2 
CMF C H4 03 S 
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178371-10-3 CAPLUS 

Pyrrolidine, 3- (3, 4-dichlorophenyl) -3- [2- [4- [ [1- (2-pyridinylnethyl) -1H- 
benziraidazol-2-yl} ca rbonyl} -1-piperidinyl] ethyl] -1- (3, 4, 5- 
trimethoxybenzoyl)- (9CI) (CA INDEX NAME) 



l^JL N— CH2— 




OHe 

u6c 



RN 178371-11-4 CAPLUS 

CN Pyrrolidine, 3- (3, 4-dichlorophenyl) -3- (2- £4-( (1- (2-pyridinylraethyl) -1H- 
benzimidazol-2-yl] ca rbonyl] -1-piperidinyl] ethyl] -1- (3,4, 5- 
trinethoxybenzoyl)-. nonomethanesulf onate (9CI) (CA INDEX NAME) 



CM 



CRN 
CMF 



17B371-10-3 

C41 H43 C12 N5 05 




CRN 75-75-2 
CMF C H4 03 S 
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RN 178371-15-8 CAPLUS 

CN Pyrrolidine, 3-phenyl-3- [2- (4- ( (1- (2-pyridinylnethyl) -lH-benzinidazol-2- 
yl] carbonyl] -1-piperidinyl] ethyl] -1- (3, 4 , 5-trimethoxybenzoyl) - (9CI ) (CA 
INDEX NAME) 



— O 



OMe 



178371-35-2 CAPLUS 

PyrroUdine, 3-(2- [4-( [1- (2-furanylaethyl) -lH-benzimidazol-2-yl] carbonyl] - 
1-piperidinyl] ethyl] -3-phenyl-l- (3, 4, 5-trimethoxybenzoyl)- (9CI) (CA 
INDEX NAME) 




pn 

—HO 



RN 178372-47-9 CAPLUS 

CN Pyrrolidine, 3- (4-nethoxyphenyl) -3- [2- [4-{ (1- (2-pyridinylaethyl) -1H- 
benzinidazol-2-yl] carbonyl] -1-piperidinyl] ethyl] -1- (3, 4, 5- 
trioethoxybenzoyl) - (9CI) (CA INDEX NAME) 



Habte 
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QMe 




RN 17B372-B2-2 CAPUTS 

CN Pyrrolidine, 3- (3. 4-dichlorophenyl) -3-(2-[4-{ [l-{2- (4-oorpholinyl) ethyl] - 
lH-benzioidazol-2-yl) carbonyl) -1-piperidinyl] ethyl] -1- (3. 4. 5- 
trioetboxybenzoyl) -. (♦)- (9CI) (CA INDEX NAME) 

Rotation (♦)• 




RN 178372-83-3 CAPLUS 

CN Pyrrolidine, 3- (3, 4-dichlorophenyl) -3-[2-[4-( [l-{2- (4-norpholinyl) ethyl] - 
lH-benzioidazol-2-yl) carbonyl} -1-piperidinyl] ethyl] -1- (3,4, 5- 
trinethoxybenzoyl)-. (-)- (9CI) (CA INDEX NAME) 

Rotation (-). 



L4 ANSVER 23 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




RN 178372-84-4 CAPUTS 

CN Pyrrolidine. 3- (3, 4-dichlorophenyl) -3- (2- [4- ( [1- (2-pyridinylaethyl) -1H- 
benzlaidazol-2-yl] carbonyl) -1-piperidinyl] ethyl} -1- (3, 4, 5- 
triBethosybenzoyl)-, (+)- (9CI) (CA INDEX NAME) 

Rotation (+) . 




RN 178372-85-5 CAPUTS 

CN Pyrrolidine, 3-(3,4-dichlorophenyl)-3-(2-[4-(tl-(2-pyridinylaethyl)-lH- 
benziiaidazol-2-yl] carbonyl] -1-piperidinyl] ethyl) -1- (3,4. 5- 
trimethojrybenzoyl) (-)- (9CI) (CA INDEX NAME) 

Rotation (-) . 
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CI 



RN 178372-92-4 CAPUTS 

CN Pyrrolidine. 3-phenyl-3-{2- [4-( [1- (2-pyridinylnethyl) -lH-benzinidazol-2- 
yljcarbonyl] -1-piperidinyl] ethyl) -1- (3, 4, 5-trinethoxybenzoyl) -, (+) - (9CI) 
(CA INDEX NAME) 

Rotation (+>. 




RN 178372-93-5 CAPUTS 

CN Pyrrolidine, 3-phenyl-3- (2- (4- [ [1- (2-pyridinylaethyl) -lH-benzimidazol-2- 
yl] carbonyl] -1-piperidinyl] ethylj -1- (3. 4. S-triaethoxybenzoyl) (-) - (9CI) 
(CA INDEX NAME) 

Rotation (-) . 
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RN 178373-06-3 CAPLUS 

CN Pyrrolidine. 3- (2- [4- [ [ 1- ( 2- fu cany line thy 1) -lH-benzinidazol-2-yl] carbonyl} 
1-piperidinyl] ethyl] -3-phenyl-l- (3, 4, 5-trimethoxybenzoyl) -. (+) - (9CI) 
(CA INDEX NAME) 

Rotation (+) . 




RN 178373-07-4 CAPLUS 

CN Pyrrolidine. 3- (2- [4- [ [1- (2-furanylnethyl) -lH-benzimidazol-2-yl] carbonyl] - 
1-piperidinyl] ethyl] -3-phenyl-l- (3, 4, 5-trinethoxybenzoyl) -. (-)- (9CI) 
(CA INDEX NAME) 

Rotation (->. 
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RN 178313-36-9 CAPLUS 

CN Pyrrolidine. 3- (4-nethojryphenyl) -3-(2-(4-[ t 1- (2-pyridinylaethyl) -lfl- 
benzinidazol-2-yl] carbonyl] -1-piperidiiiyl) ethyl] -1- (3. 4. 5- 
triBathoxybenzoyl)-, (+)- (9CI) (CA INDEX NAME) 

Rotation (+). 



OMo 




RN 178373-37-0 CAPLUS 

CN Pyrrolidine. 3- (4-raetho*yphenyl) -3-[2- [4-{ (1- (2-pyridinylmethyl) -1H- 
benzioidazol-2-yl) carbonyl] -1-piperidinyl) ethyl] -1- (3, 4. 5- 
trioethOKybenzoyl)-. (-)- (9CI) (CA INDEX NAME) 

Rotation (-) . 
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OMa 




RN 178373-4S-0 CAPLUS 

CN Methanone, tl-[2-[3-( U-fluorophenyUBethylJ-l-m^.S- 
trioethoxyphenyUaethyl] -3-pyrrolidinyl] ethyl) -4-piperidinyl] [1- (2- 
pyridinylaethyl)-lB-benzinidazol-2-ylJ-, (+)- (9CI) (CA INDEX NAME) 

Rotation (+) . 




F 



RN 178373-46-1 CAPLUS 

CN Mathanone, [l-(2-{3-[ (4-f luorophenyl)oathyl] -l-[ (3,4. 5- 

triraethoxyphenyl) methyl] -3-pyrrolidinyl] ethyl) -4-piperidinyl) [1- (2- 
pyridinyljnethyl)-lH-bensiBidazol-2-yl]-, (-)- (9CI) (CA INDEX NAME) 

Rotation (-) . 
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F 



IT 17837 1-33 -OP 17837 1-34- IP 

RL: RCT (Reactant) t SPN (Synthetic preparation)) PREP (Preparation)! RACT 
(Reactant or reagent) 

(l-benzoyl-3-[2- [4- (lH-benzimidazole-2-cacbonyl)piperidin-l-yl) ethyl] -3- 
phenylpyrrolidine derive, and analogs as histamine and tachykinin 
receptor antagonists useful for the treatment of allergic diseases) 
RN 178371-33-0 CAPLUS 

CN 1 -Pipe ridinecarboxy lie acid, 4-( {1- (2-furanylmetnyl) -lH-benzinidazol-2- 
yljcarbonyl]-, 1, 1 -dime thy lethyl ester (9CI) (CA INDEX NAME) 



O 




RN 17B371-34-1 CAPLUS 

CN Methanone. [1- (2-furanylaethyl) -lH-benziaidazol-2-yl] -4-piperidinyl- (9CI) 
(CA INDEX NAME) 



Habte 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



AUTHOR (S) : 
CORPORATE 
SOURCE: 



RN 
OJ 



CAPLUS GOPTRIGHT 2003 ACS 
1995:658478 CAPLUS 
124:8747 

Synthesis and structure-activity relationship of new 
piperidinyl and piperazinyl derivatives as 
antiallergic* 

Orjales, Aurelio* Bordell, Maravillas* Rubio. Victor 
Research Department. FAES S.A., Bilbao, 48080, Spain 
Journal of Heterocyclic Chemistry (199S), 32(3), 
707-18 

CO DSN: JHTCAD* ISSN: 0022-1S2X 
Be t e roCorporation 
Journal 
English 

A series of piperazinebenzothiazoles, piperazinebenzimidazoles, 
piperidinobenzothiazoles, piperidinobenzoxazoles and 
piperidinobenziaidazoles has been synthesized and their antiallergic 
activity evaluated by means of tht passive cutaneous anaphylaxis (PCA) 
assay. Structure-activity relationships are discussed and related to 
classical antihistaainics. Piperidino derivs. with an eryl group linked 
to the nitrogen atoa by an Et chain are the most active coapds., with IDS0 
< 1 ag/kg po. Soae of these coapds. are store potent antiallergics than 
asteaizole and terfenadine. 
171068-96-SP 171069- 14-OP 171069-76-49 

RL: BAC (Biological activity or effector, except adverse)! BSU (Biological 
study, unclassified)* SPN (Synthetic preparation)* BIOL (Biological 
study) i PREP (Preparation) 

(prepn. and structure-activity relationship of antiallergic 

benzimidazole benzoxazole and benzothiazole derivs.) 
171068-96-5 CAPLUS 

lH-Benzimidazole, 2- [1- ( (4- (1, 1-dimethylethyl) phenyl] me thy 1) -4- 
piperidmyl] -1- [2- (4 -norpholinyl) ethyl] - (9CI) (CA INDEX NAME) 



l^iJ N— CH2- CH2— H^J 



RN 171069-14-0 CAPLUS 

CN lH-Benzimidazole, 2-(l- ( (3-chlorophenyl) methyl J -4 -piperidinyl] -1- (2- (4- 
morpholinyl) ethyl]- (9CI) (CA INDEX NAME) 




(Continued) 
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171069-76-4 CAPLUS 
IH-Benzimidazole, 2-{l-|2- (3-atethylphenyl) ethyl] -4-piperidinyl] -l-(2- (4- 
morpholinyl) ethyl)-, (2E)-2-butenedioate (1:1) (9C1) (CA INDEX NAME) 

CM 1 

CRN 171069-75-3 
CMP C27 B36 N4 O 




He 



O 



CRN 110-17-8 
OIF C4 H4 04 
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ACCESSION 1 
DOCUMENT NUMBER: 
TITLE: 



CORPORATE SOURCE: 



DOCUMENT TYPE: 

LANGUAGE: 

GI 



1994:435541 CAPLUS 
121:35541 

Design and syntheses of a series of novel serotonin S3 
antagonists 

Hori, Manabu* Suzuki, Kenji* Yamamoto, Takeshi; 
Nakajina, FUmio* Ozaki, Akio* Ohtaka, Hiroshi 
New Drug Res. Lab. Kanebo Ltd., Osaka, S34, Japan 
Chemical & Pharmaceutical Bulletin (1993), 41(10), 
1832-41 

CODEN: CPBTAL* ISSN: 0009-2363 

Journal 

English 



L4 ANSWER 25 07 46 CAPLUS COPYRIGHT 2003 ACS 



CRN 110-16-7 
CM7 C4 H4 04 



Double bond geometry as shown. 




AB From a structural comparison study between serotonin and serotonin3 
(5-HT3) antagonists using a 2 -dimensional grid template composed of 
regular hexagons, the authors deduced structural modification patterns 
from agonists to antagonists, and designed new 5-HT3 antagonist 
prototypes. Among them, 2- (4-methyl-l-piperazinyl) -1-butylbenzimidazole 
(I) was identified as a lead compd. which has potent 5-HT3 antagonistic 
activity comparable to that of granisetron. Using a quant, 
structure-activity relations method, the authors optimized the structure 
of 6 and selected 6- ami no-5-chloro-l-isopropyl- 2- (4-methyl-l- 
piperazinyl) benzimidazole dimaleate (69, KB-6933) , 1 of the most potent 
and long-acting 5-HT3 antagonists, as a candidate drug. 

IT 1555B3-86-1P 

RL: SPN (Synthetic preparation)* PREP (Preparation) 
(prepn. of, as HT3-antagonist) 

RN 1S5583-86-1 CAPLUS 

CN lH-Benzimidazole. 2- (4 -methyl- 1 -pipe razinyl) -1- [ (tetrahydro-2- 

furanyl) methyl]-, (22) -2-butenedioate (1:2) (9CI) (CA INDEX NAME) 

CM 1 

CRN 1555B3-8S-0 
CMP C17 H24 N4 0 



Me 



Habte 6/02/2003 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



PATENT ASSIGNEE (S) : 
SOURCE: 



DOCUMENT TYPE: 



FAMILY AOC. NUM. COUNT; 
PATENT INFORMATION: 



1994:S4SS6 CAFLUS 
120:54556 

Preparation of N-(areaoi*idazol-2-ylalkyl)piperazines 
as antiallergies 

Janssens. Frana Erfuardj Leenaerts, Joseph Elisabeth; 
Dials. Gaston Stanislas Harcella* So— a. Francois 
Maria 

Janssea Pbaraaceutica N. V.. Belg. 

PCT Int. Appl., 39 pp. 

CO0EN: PIXXD2 

Patent 

English 

1 



PATENT NO. 



KIND DATE 



APPLICATION NO. DATE 



VO 9314088 Al 19930722 

V: AU, BB, BG, BR, CA. CS. FI , 
N2, PL. PT, RO, RU. SD, US 
RV: AT, BE, CH. DE. OK, ES. FR, GB, CR, IE, IT. LU. MC. NL. PT, SE, 
BF, BO, CF. CO. CI, CM, GA, GN, ML, KR, SN. TO, TG 
AU 9332582 Al 19930803 AU 1993-32582 19921229 

ZA 9300143 A 19940708 ZA 1993-143 

PRIORITY APPLN. INFO. : EP 1992-200042 

VO 1992-EP3000 
OTHER SOURCE (S) : HARP AT 120:54556 

GI 



VO 1992-EP3000 19921229 
tU, J?, KF, KR, LK. KG, MN, MV, NO, 



1993010B 
19920109 
19921229 



N- , 
CH2R 1 




Title compds. [I> G - CH:CBCH:CH, N:CHCH:CH, etc.: R - H, (cyclo) alkyl, 
alkanoyl, alkoxycarbonyl, etc.; Rl - (hydroxyalkyl) furanyl, - oxazolyl, 
alkyloxazolyl* o - 1-4] were prepd. Thus, Et 1-piperazinecarboxylate vas 
condensed with 2-chlororaethyl-lH-benzimidazole and the product condensed 
with Et 5-chloroaethy 1-2- furancarboxy late to give, after redn., title 
cotapd. II. Selected I had ED50 of 0.02-0.08 mg/kg for protection of rats 
from corapd. 48/80-induced lethality (route of administration not given). 
131fl56-33-6P 152072-74-7P 

RL: RCT (Reactant) t SPN (Synthetic preparation)/ PREP (Preparation) t RACT 
(Reactant or reagent) 

(prepn. and reaction of, in prepn. of antiallergic agent) 
151856-33-6 CAPLUS 
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1-Piperazinecarbozylic acid, 4- [[1- 1 [S- (ethoxyearbonyl) -2-furanyl] methyl) - 
lH-be nzimidazol- 2 -yl] methyl]-, ethyl ester (9CI) (CA INDEX NAME) 



if 01 



n 



RN 152072-74-7 CAPLUS 

CN 2-Furancarboxy lie acid, 5-[ [2-{ (4-methyl-l-piperazinyl)nethyl] -1H- 

benzinidaiol-l-ylj methyl}-, ethyl ester. (2E) -2-butenedioate (1:2) (9CI) 
(CA INOEX NAME) 

CM 1 

CRN 152072-73-6 
CMP C21 H26 N4 03 



Q 



CRN 110-17-8 
CMF C4 H4 04 

Double bond geometry as shown. 
_ E ^C02H 



IT 



151855- 04-1P 151B56-05-2P 151056-06-3P 
1SXB36-10-9P 151B56-11-0P 151836-13-2P 

151856- 15-4P 151856-17-6P 1518S8-18-7P 
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151656-23-47 152072-24-7P 152072-33-89 
152072-35-0P 152072-37-2P 1S2072-38-4P 
1S2072-41-8P 152072-43-0P 1S2072-45-2P 
152072-4B-5P 152072-S8-7P 152072-64-5P 
152072-70-3P 1S2072-72-5P 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(prepn. of, as antiallergic agent) 
RN 151856-04-1 CAPLUS 

CN 1 -Pipe razinecarboxy lie acid, 4-{ (l-{ {5- (hydroxymethyl) -2-furanyl} methyl} - 
1H- be nzimidazol-2-yl] methyl}-, ethyl ester (9CI) (CA INDEX NAME) 

J C-OEt 

CH2-OH 
RN 151856-05-2 CAPLUS 

CN 2-Furanmethanol, 5-[ [2-[ (4-methyl-l-piperazinyl) methyl] -lH-benzimidazol-1 
yl] methyl}- (9CI) (CA INDEX NAME) 



Me 




RN 151856-06-3 CAPLUS 

CN 1 -Pipe razinecarboxy lie acid, 4- [ 1 1-1 (2 -methyl- 5- oxazolyl) methyl] -1H- 
benziraidazol-2-yl] methyl}-, ethyl ester (9CI) (CA INDEX NAME) 




Me 



RN 151856-10-9 CAPLUS 

CN 2-Furanmethanol, 5-[ [2- (1-piperazinylmethyl) -lH-benzioidazol-l-ylJ methyl] - 
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(9CI) (CA INDEX NAME) 




CH2-OH 



RN 151856-11-0 CAPLUS 

CN IH-Benzimidazole, 1- [ (2-raethyl-S-oxazolyl) methyl] -2- (1-piperazinylmethyl) - 
, tetrahydrobromide (9CI) (CA INDEX NAME) 




• 4 HBr 



RN 151856-13-2 CAPLUS 

CN 1 -Pipe r azi nep ropanamide , 4 - [ [ 1 - [ [ 5 - ( hyd roxyrae thyl ) - 2 - fur any 1 ] me thyi] - 1H- 
benzimidazol-2-yl] methyl] -N- (1-methylethyl) - (9CI) (CA INDEX NAME) 




CH2-OH 



RN 151856-15-4 CAPLUS 

CN 1-Butanone, 1- (4-f luorophenyl) -4- [4- [ [1- [ [5- (hydroxynethyl) -2- 

furanyl] methyl] -lH-benzimidazol-2-yl} methyl} -1-piperazinylJ- (9C1) (CA 
INDEX NAME) 



Habte 



6/02/2003 



10/030,202 
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%Ji N~ CH 2 k/'*— (CH2)3-C — (^j)^ 



RN 151B56-17-6 CAPLUS 

CN 1-Piperazintacetordtrile, 4-[ [1- [ [5- (hydrexaymethyl) -2-furanyl)Bethyl] -IH- 
benziaidazol-2-yl] »ethyl) - (9CI) {CA INDEX MAKE) 



N— CB 2 



4' 



RN 151856-18-7 CAPLUS 

CN 2-Puranmethanol, 5- [ [2-1 [4- (2-aminoethyl) -l-piperazinyljmethyl] -1H- 
benzimidazol-l-yl] methyl]- (9CI) (CA INDEX HAKE) 



CH2— CH2— HH2 



RN 151856-23-4 CAPLUS 

CN 3-7urancarbo*amide, N- [2- [4- [ [1- [ [5- (hydroayraethyl) -2- furanyl] methyl] -1H- 
benziraidazol-2-yllmethyl]-l-pipecazinylJethyl]- (9CI) (CA INDEX NAME) 
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l^iJ N— CH 2 CH2-CH2-NH-C— ^ O 



RN 152072-24-7 CAPLUS 

CN 2-7uranaathanol. 5-{ [2-[ [4-[2- ( W-i:udazo[4, 5-c]pyridin-2-yla»ino)etfaylJ -1- 
piperazinyl] methyl) -lB-benziaidazol-l-yl] methyl] (2K) -2-butenedioate 
(1:3) (salt) (9CI) (CA INDEX NAKE) 

CM 1 

CRN 152072-23-6 
CMP C26 H30 N8 02 



HD— CH2 

\ 

CH 2 




-H 

r 
0 



<»2 
3I 2 
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PAGE 2-A 




CM 2 

CRN 110-17-B 
CMP C4 H4 04 

Double bond ge one try as shown. 




RN 152072-33-8 CAPLUS 

CN 2-Tucanmethanol, S- [ [2- [ [4- [2- (4-methoxyphenyl) ethyl] -1- 

piperazinyl] methyl] -lH-benzimidazol-l-yl)methyl] -, (2E) -2-butenedioate 
(2:3) (salt) (9CI) (CA INDEX NAME) 

CM 1 

CRN 152072-32-7 
CM? C27 H32 N4 03 




CM 2 

CRN 110-17-8 
CM7 C4 H4 04 

Double bond geometry as shown. 
C0 2 H 
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CN 5H-Thiazolo[3,2-a]pyriraidin-5-one, 6-[2-[4-[ [l-[ [5- (hydroxymethyl) -2- 

f uranyl] methyl] -lH-benzimidazol-2-yl] methyl] -1-piperazinyl] ethyl] -7-methyl- 

. (2E) -2-butenedioate (2:3) (salt) (9CI) (CA INDEX NAME) 

CM 1 

CRN 152072-34-9 
CMP C27 H30 N6 03 S 



PAGE 1-A 




PAGE 2-A 



CM 2 

CRN 110-17-8 
CMP C4 H4 04 

Double bond geometry as shown. 



RN 152072-35-0 CAPLUS 

Habte 
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B CD2H 



RN 1S2072-37-2 CAPLUS 

CN SH-Thia*olo[3,2-a]pyri«idin-S-one, 2. 3-dihydro-6-[2-(4-({l-{IS- 

(hydroxyaethyl) -2-furanyl)B»tliyll -lH-benzimidazol-2-yl] methyl] -1- 
piperazinyl] ethyl] -7-«ethyl-. (2E) -2-butenedio»te (2s 3) (salt) (9CI) <CA 
INDEX NAME) 

CM 1 

CRN 152072-36-1 
Ot? C27 H32 N6 03 S 



PAGE 1-A 
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CM 2 

CRM 110-17-8 
CMP C4 B4 04 

Double bond geooot ry as shown. 




RN 152072-39-4 CAPLUS 

CN 2-Oaazolidinone, 3-{2-{4-f{l-{{5- ( hydroxys* thy 1) -2-furanyl] rathyl] -1H- 

b«nziaidazol-2-yl]Mthyl] -l-piper*zinyl}ethyl] (2E) -2-butenedioate (1:1) 
(salt) (9CI) (CA INDEX NAME) 

CM 1 

CRN 152072-38-3 
CMP C23 H29 NS 04 




N )=0 



CRN 110-17-8 
Off C4 H4 04 



Double bond geometry as shown. 



152072-41-8 CAPLUS 

4H-Pyrido[l,2-a)pyrinidin-4-cne, 3- [2-l4-{ [l-( (5- (hydroaymethyl) -2- 
furanylj methyl] -lH-benzinidazol-2-yl] nethyl] -1-piperazinylJ ethyl] -2-i 
, (2E) -2-butenedloate (1:1) (salt) (9CI) (CA INDEX NAME) 

CM 1 



ANSWER 26 OF 46 CAPLUS COPYRIGHT 2003 ACS 
CRN 152072-40-7 
CMF C29 H32 N6 03 
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Double bond geometry as shown. 




CH?— OH 



'2— 



152072-45-2 CAPLUS 

5H-Thiazolo[3,2-a]pyrimidin-S-one, 7-methyl-6-(2-[4- [ [1- [ (2-oethyl-S- 
oaazolyl) methyl) -lH-benzimidazol-2-yl] methyl] -1-piperazinyl] ethyl) -, 
(2E)-2-butenedioate (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 152072-44-1 
CMP C26 H29 N7 02 S 



CRN 110-17-B 
CMF C4 H4 04 

Double bond geometry as shown. 
RN 152072-43-0 CAPLUS 

CN lH-Benzimidazole, 2-[[4-[2- (4-methoxyphenyl) ethyl] -1-piperazinyl] methyl] -1- 
[ (2-methyl-5-oxazolyl) methyl]-, (2E) -2-butenedioate (1:2) (9CI) (CA INDEX 



CRN 152072-42-9 
CMP C26 H31 N5 02 



CRN 110-17-8 
CMF C4 H4 04 



p-C 

V 
p 

Oq 

r 
0 



I 

CH2 



N >=0 



Habte 
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CM 2 



CRN 110-17-8 
OtF C4 H4 04 



RN 152072-46-5 CAPLUS 

CN lH-Benximidazole. l-[ (2-methyl-5-o«zolyl) methyl] -2-1 f4-{ (2-m«thyl-5- 

o*azolyl)mathylJ-l-pip«razinyl] methyl]-. (2E) -2-butenedioate (1:2) (SCI) 
(CA INDEX NAME) 



CM 



CRN 
CMF 



152072-47-4 
C22 H26 N6 02 
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A H 



if 



CRN 110-17-8 
CMF C4 B4 04 



Double bond 9 e one try as shown. 



152072-64-5 CAPLUS 

lH-Pyrrole-2-carbo»amide. N- [2-[4-{ (1- [ (5- (hydreurymethyl) -2- 
furanylluethyl] -lH-benzinidazol-2-yl]D«thylJ -l-pip«razinyl)ethyl) -l-n«thyl- 
, (2E) -2-butenedioate (2:1) (salt) (9CI) (CA INDEX NAME) 

CM 1 

CRN 152072-63-4 
CMF C26 H32 N6 03 



CRN 110-17-B 
CMF C4 H4 04 



Double bond geometry as shown. 

/^5^C0 2 H 



y^j) — n— 



CH 2 -N^, 
N CH 2 k^,N CH2-CH2-NH- 



4> 



RN 152072-58-7 CAPLUS 

CN lH-Benzimidazole, 1-r (2-methyl-S-oxazolyl)methyl] -2-[ (4-raethyl-l- 

piperazinyl) methyl]-, (2E) -2-butenedioate (1:2) (9CI) (CA INDEX NAME) 



152072-57-6 
C18 H23 N5 0 



CRN 110-17-8 
CMF C4 H4 04 



Double bond geometry as shown. 
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r^^%— CH2— 

l^jJ N— CH 2 I^N— CH2-CH2-NH-C— fj^l 

4. ^ 



0 

■■ • , 11 

152072-70-3 CAPLUS N CH 2 >v N CH2 — CH2 — NH— ~ 

CN 3-Furancarboxamide, N- [2-[4-[ [1- [ [5- (hydroxyraethyl) -2-furanyl] methyl] -1H- 
benzimidazol-2-yl] methyl] - 1 -pipe razinyl] ethyl]-, (2E) -2-butenedioate (1:2) 
(salt) (9CI) (CA INDEX NAME) 

CM 1 

CRN 151856-23-4 
CMF C25 H29 N5 04 

CM 2 

^N_.N 0 CRN 110-17-8 
rTT^-M i! ^ CMF C4H4 04 
N CH2 I ,N— CH2-CH2-NH-C— ^ C 



4' 



Double bond geometry as shown. 
^2 C0 2 H 



CRN 110-17-8 
CMF C4 H4 04 

Double bond geometry as shown. 
E 



H02C 

RN 152072-72-5 CAPLUS 

CN Benzamide, 2-aaino-N- [2-[4-{ (1- ( [5- (hydroirymethyl) -2-furanyl] methyl] -1H- 
benzimidazol-2-yl] methyl] -1 -pipe razinyl] ethyl] -, (2E) -2-butenedioate (2:1) 
(salt) (9CI) (CA INDEX NAME) 

CM 1 

CRN 152072-71-4 
CMF C27 H32 N6 03 
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US 


1993-17363 Bl 


19930211 


RN 141841-06-7 CAPLUS 










US 


1993-157845 Bl 


19931124 


CN 1-PiperidinecarboxyUc acid, 4-{(l-[ (2-methyl-4-thiazolyl) methyl) 



benzimidazol-2-yl] amino]-, ethyl ester (9CI) (CA INDEX NAME) 
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RN 141941-07-8 CAPLUS 

CN IH-Benzimidazol - 2 - ami ne , 1 - [ ( 2 - ne thyl- 4 - thiazolyl ) me thyl] -N- 4 -pipe ridi ny 1- 
, raonohydrochloride (9CI) (CA INDEX NAME) 



H 

, R 



RN 141841-09-0 CAPLUS 

CN lfl-Benzimidazol-2-amine, N-{1- (2-ethoxyethyl) -4 -pipe ridi nyl J -l-[ (2-aethyl- 
4 - thiazolyl) oethyl]-, ethanedioate (1:1) (9CI) (CA INDEX NAME) 



CRN 141841-08-9 
CMF C21 H29 N5 0 S 




N— CH 2 

4- 



CH2- CHp- OEt 



Habte 
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CRN 144-62-7 
CMF C2 H2 04 



o o 

II II 

HO-C-C— OH 

RN 141841-10-3 CAPLUS 

CN lH-Benzinidazol-2-aaine, N-[l-t2-(4-raetho*yphei»yl)ethyl]-4-piperidinyl] -1- 
[(2-raethyl-4 -thiazolyl) methyl]-, raonohydrochloride (9CI) (CA INDEX NAME) 



-a. 



• HC1 

RN 141841-12-5 CAPLUS 

CN 1H- Benzimid azol - 2 - ami ne . N- (1-ae thyl - 4 -pipe ridi nyl ) - 1 - £ ( 2 -me thyl-4 - 
thiazolyl) methyl]-, ethanedioate (1:1) (9CI) (CA INDEX NAME) 



CRN 141941-11-4 
CMF C18 H23 N5 S 




7 
9 



CM 2 
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CRM 144-62-7 
CHT C2 H2 04 



O O 
II I! 
HD-C-C-OH 



KM 141941-14-7 CAPLUS 

CM 1-PiperidiMcartxwyiie acid. 4-[ [1- [ ( 2 -methyl- 4 -thiazolyl) methyl] -1H- 
b«nzi*id«ol-2-yl]cxy]-. ethyl eater (9CI) (CA INDEX NAME) 




RN 141841-15-8 CAPLUS 

CN lH-Benzimidazole, l-( (2-methyl-4-thiazolyl) methyl] -2- (4-pip«ridinylo*y) - 
(9CI) (CA INDEX NAME) 




RN 141641-16-9 CAPLUS 

CN 2H, 6H-Pyrimido[2, 1-b) [ 1, 3] thiazin-6-one. 3, 4-dihydro-8-methyl-7- [2- (4- [ [1 
[ (2-znthyl-4-thiazolyl)oethyl]-lH-b«nziDidazol-2-yl] ozyj -1- 
piperidinyl] ethyl]- (9CI) (CA INDEX NAME) 
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He 




O 



HN 141841-17-0 CAPLUS 

CN lB-Benrimidazole. l-[ (2-methyl-4-thiazolyl) methyl] -2-( (1- (phenylmethyl) -4- 
piperidlnyl]aethyl)- (9CI) (CA INDEX NAME) 




RN 141841-18-1 CAPLUS 

CN l-Piperidinecarbo*ylic acid, 4- [ fl-l ( 2 -methyl- 4- thiazolyl) methyl J-1H- 
benzimidazol-2-yl] methyl]-, ethyl eater (9CI) (CA INDEX NAME) 




Me 



RN 141841-19-2 CAPLUS 

CN lH-Benzimidazole, l-[ (2-methyl-4- thiazolyl) methyl] -2- (4-piperidinylmethyl) - 
<9CI) (CA INDEX NAME) 
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q 
(fry- 

N— CH 



-tr M 



RN 141841-21-6 CAPLUS 

CN 2H,6H-Pyrimido{2,l-b] [1, 3] thiazin-6-one, 3,4-dihydro-8-methyl-7- [2-(4- [ [1- 
[ (2-methyl-4-thiazolyl) methyl] -lH-benzimidazol-2-yl] methyl] -1- 
piperidinyl] ethyl]-, (2E) -2-butenedioate (1:1) (9CI) (CA INDEX NAME) 



CM 



CRN 
CMF 



141841-20-5 
C2B H34 N6 O 52 



Mi 

T 



CRN 110-17-9 
CMP C4 E4 04 



Double bond geometry as shown. 



C02H 



141841-22-7 CAPLUS 

5H-Thiazolol3,2-a]pyrimidin-S-one. 7-methyl-6-[2-[4-t [1-1 (2-methyl-4- 
thl azolyl ) methyl J -lH-benzimidazol- 2 -yl) methyl] -1 -pipe ridinyl] ethyl] - (9CI) 
(CA INDEX NAME) 



L4 ANSVER 27 OP 46 CAPLUS COPYRIGHT 2003 ACS 



ne 



oq 



6 



(Continued) 

PAGE 1-A 



RN 141841-23-8 CAPLUS 

CN SH-Thiazolo[3,2-a]pyrimidio-5-one, 2. 3-dihydro-7-methyl-6-(2-(4- [ [ 1- ( (2- 
methyl-4-thiazolyl) methyl] -lH-benzimidazol-2-yl] methyl] -1- 
piperidinyljethyl]- (9CI) (CA INDEX NAME) 



Habte 
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ru 

T 



Oq 



0 



{Continued) 

PAGE 1-A 



Vr 



RN 141641-24-9 CAPUTS 

CN 1-Piperidinecarboaylic acid, 4-({l-[ ( 2-me thy 1-S-thiazolyl) methyl] -1H- 
benzimidazol-2-yl) amino)-, ethyl ester (9CI) (CA INDEX MAKE) 



ANSWER 27 07 46 CAPUTS COPYRIGHT 2003 ACS (Continued) 



II 

.C-OEt 




7. 



RN 141841-2S-0 CAPLUS 

OJ lH-Benzimidazol-2-amine, l-{ <2-methyl-$-thiazolyl)methyl} -N-4-piperidinyl 
(9CI) (CA INDEX NAME) 



H 

q 



RN 141941-26-1 CAPUJS 

CN 2H,6H-Pyrimido[2.1-b] [1,3] thiazin-6-one, 3. 4-dihydro-8-m«thyl-7-[2-[4- [ [1 
[ (2-«ethyl-5-thiazolyl)i3ethyl)-lH-benziaid«zol-2-yl)aaino]-l- 
piperidinyl] ethyl] - (9CI) (CA INDEX NAME) 



se 

y 



CH 2 - CH2— N ^ 



RN 141841-27-2 CAPUJS 
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CN 5H-Thiazolo[3,2-a] pyrimidin-S-one, 2, 3-dihydrc-7-methyl-6- (2- [4-1 [1- [ (2- 

methyl-S-thiazolyl) methyl] -lH-benziaidazol-2-yl] amino] -1- 

piperidinyl] ethyl]- (9CI) (CA INDEX NAME) 



v 



0q 

NH 

6 



N >=0 

13 



RN 141841-28-3 CAPUJS 

CN 5H-Thiazolo[3,2-a]pyrimidin-5-one, 7-nethyl-6- [2- [4- { {i- [ (2-n«thyl-S- 

thiazolyl) methyl) -lH-benzimidazol-2-yl] amino] -1 -pipe ridinyl) ethyl] - (9CI) 
(CA INDEX NAME) 



Habte 



27 07 46 CAPUJS COPYRIGHT 2003 ACS (Continued) 

PAGE 1-A 

Me 

N— 



V 
r 



Oq 



6 



p 



N )=0 



RN 141841-29-4 CAPUJS 

CN lH-Benzimidazole. 1- [ (2-nethyl-5-thiazolyl) methyl) -2-{ [ 1- (phenylmethyl) -4 
piperidinyl] methyl)- (9CI) (CA INDEX NAME) 



i0— ^^~0« 



CH2~Ph 



RN 141841-30-7 CAPUJS 

CN 1-Piperidinecarboxylic acid, 4-[[l-[ (2-methyl-5-thiazolyl) methyl] -1H- 
benzimidazol-2-yl] methyl]-, ethyl ester (9CI) (CA INDEX NAME) 
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RN 141B41-31-9 CAPLUS 

CN lH-Benxi«idazole, 1- [ (2-a«thyl-5-thi«zolyl) Mthyl] -2- (4-pip«ridinyl«ethyl) - 
(9CI) (CA INDEX NAME) 



RN 141841-32-9 CAPLUS 

CN 5H-Thiazolo[3,2-aJpyriiiidin-5-one, 2, 3-dihydro-7-««thyl-6- [2- [4 - { ( 1- [ (2- 
m thyl-5-thiazolyl) methyl) -lB-b«nzicddazol-2-yl] oethyl) -1- 
piperidinyl) ethyl)- (9CI) (CA INDEX NAME) 



Be 

V 



Oc; 1 

c5 



He 



141841-33-0 CAPLUS 

5H-Thiazolo[3,2-a)pyrioidin-S-one, 7-nethyl-6- [2-[4-[[l-{ (2-oethyl-S- 
thiazolyl) methyl} -lH-benziraidazol-2-yl] methyl) -1-piperidinyl) ethyl) - (9CI) 
(CA INDEX NAME) 



L4 ANSWER 27 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 

PAGE 1-A 



Me 




PAGE 2 -A 

I 




RN 141841-34-1 CAPLUS 

CN 4H- Py rido ( 1 . 2 - a] py riraidi n- 4 -one , 2 - ne thy 1 - 3- [ 2 - 1 4 - 1 1 1 - [ ( 2-cae thyl- 5- 

thiazolyl) oethyl] -lH-benzimidazol-2-yl) methyl) -1-piperidinyl) ethyl) - (SCI ) 
(CA INDEX NAME) 
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O 



RN 141841-35-2 CAPLUS 

CN lH-Benzimidazol-2-amice, N- (l-oethyl-4 -plperidinyl) -1- [ (2-raethyl-5- 
thiazolyl) methyl)- (9CI) (CA INDEX NAME) 




M« 



RN 141865-74-9 CAPLUS 

CN lH-Benzioidazol-2-amine, N- [1- [2- (7-methyl-5H-thiazolo[3. 2-a] pyrimidin-6- 
yl)ethyl]-4-piperidinyl)-l-[ (2-oethyl-4-thiazolyl) methyl)- (9CI) (CA 
INDEX NAME) 



Habte 
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PAGE 1-A 




PAGE 2-A 

I 




RN 141865-75-0 CAPLUS 

CN lH-Benziaidazol-2-aaine. N- [l-[2- (3, 4-dihydro-e-nethyl-2H, 6H-py rimido [ 2 , 1- 
bl [1, 3] thiazin-7-yl) ethyl] -4-piperidinyl] -1- [ (2-methyl-4-thiazolyl) methyl) - 
(9C1I (CA INDEX NAME) 
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N^l— CH2- CH2— N ^> 
RN 141065-76-1 CAPLUS 

CN 4H-Pyridofl.2-aJpycinidin-4-one. 2-nethyl-3-I2-l4- [ [1-1 (2-»ethyl-5- 

thiazolyl)«ethyl}-lB-benziaida2ol-2-ylJa»iDo]-l-piperidinylJethylJ- (9CI) 
(CA INDEX NAME) 




r 

k^N^Ji— CH2-CH2— N > 

O 



RN 141691-46-5 CAPLUS 

CN lH-Benzimidazol-2-amine, N- (l-{2-(4-iMtho*yphenyl) ethyl] -4-piperidinyl] -1 
{ (2-methy 1-5- thlazolyl) methyl]- (9CI) (CA INDEX NAME) 




Me 
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RN 141891-47-6 CAPLUS 

CN 1-Piperidinecarboaylic acid, 4- [ Il-U6-n«thyl-2-pyridinyl) methyl] -IB- 
be nzimidazol-2-yl] amino) -, ethyl eater (9CI) (CA INDEX NAME) 




He 



RN 141891-48-7 CAPLUS 

CN lH-Benzimidazol-2-amine, l-[ (6-nethyl-2-pycidinyl) methyl] -N-4-piperidinyl- 
(9CI) (CA INDEX NAME) 




RN 141891-49-8 CAPLUS 

CN 5H-Thiazolo[3, 2-a] pyrinidin-5-one. 2, 3-dihydro-7-nethyl-6- [2-[4-( (6- 
methyl-2-pyridinyl) methyl] -lH-benzimidazol-2-yl] amino] -1- 
piperidinyl] ethyl)- (9CI) (CA INDEX NAME) 




RN 141891-51-2 CAPLUS 

CN lH-B«nzimidazole, l-{ (6-Bethyl-2-pyridinyl) nethyl) -2- [ [1- (phenylmethyl) -4- 
piperidiriyl) methyl]-, ethanedioate (1:1) (9CI) (CA INDEX NAME) 

CM 1 
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CRN 141891-50-1 
Off C27 H30 N4 




CM 2 

CRN 144-62-7 
CM? C2 H2 04 



O O 

tl II 
HO- C-C- OH 



RN 141891-52-3 CAPLUS 

CN 2H,6H-Pyrimido[2,l-b] [l,3)thiazin-6-one, 3, 4-dihydro-B-nethyl-7-[2-(4- [ [1 
( (6-methyl-2-pyridinyl) methyl] -lH-benzinidazol-2-yl] amino] -1- 
piperidinyl] ethyl] - (9CI) (CA INOEX NAME) 



Me _ 

o 



RN 141891-53-4 CAPLUS 

CN 1 - Pipe ri dine car boxy 11c acid, 4-[(l-( (6-methyl-2-pyridinyl) nethyl] -1H- 
benzimidazol-2-yl]ory]-, ethyl ester (9CI) (CA INDEX NAME) 



Habte 
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RN 141891-54-5 CAPLUS 

at lH-B«i>2imid*zole. 1- [ (6-withyl-2-pyridinyl) aethyl} -2- (4-plperidinyloxy) - 
(9CI) (CA INDEX NAME) 




RN 141891-55-6 CAPLUS 

CN 2H.6H-PyriBido{2,l-bJ[1.3Jthiarin-6-ona. 3, 4-dihydro-8-aethyl-7- [2-I4-{ {1- 
[{6-i»thyl-2-pyridinyl)Mthyl]-lH>ben2iaidaxol-2-ylJcxyJ-l- 
piperidinyl] ethyl]- (9CI) (CA INDEX NAME) 



Me _ 

r 

^/N^^^" CH2"~ CH2 ^""iC— — ^^^^ 



RN 141891-56-7 CAPLUS 

CN 1 -Pipe ridinecarbo*y lie acid, 4- [ [l-[ (6-methyl-2-pyridinyl) methyl] -1H- 
benzimidazol-2-yl] methyl]-, ethyl ester (9CI) (CA INDEX NAME) 
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RN 141891-57-8 CAPLUS 

CN lH-Benziaidazole, 1-f (6-methyl-2-pyridinyl) methyl] -2-{4-piperidinyla»thyl)~ 
(9CI) (CA INDEX NAME) 




RN 141891-58-9 CAPLUS 

CN SH-Thiazolo[3,2-aJpyrimidin-5-one. 7-raetbyl-6- 12- (4- { [l-{ (6-twthyl-2- 

pyridinyl)Bethyl]-lH-benzinidazol-2-yl)i»thylJ-l -pipe ridinyl] ethyl]- (9CI) 
(CA INDEX NAME) 



Me^ _ 

r 



RN 141891-60-3 CAPLUS 
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CN 2H,6H-Pyrimido[2,l-b] [1, 3) thiazin-6-one, 3, 4-dihydro-8-methyl-7- [2-l4-[ [1- 
t ( 6-nethyl-2-pycidinyl) methyl] -lH-benziraidazol-2-yl] methyl] -1- 
piperidinyl] ethyl]-, (2E) -2-butenedioate (2:3) (9CI) (CA INDEX NAME) 

CM 1 

CRN 141891-59-0 
CMP C30 H36 N6 O S 



He ^ 

p 



CRN 110-17-8 
CMP C4 H4 04 



Double bond geometry ae shown. 



RN 141891-61-4 CAPLUS 

CN 1 - Pi pe r i dine car boxy Uc acid, 4- {{!-[ (4-methyl-2-thiazolyl) methyl] -1H- 
benzimidazol-2-yl) amino]-, ethyl ester (9CI) (CA INDEX NAME) 



Y 



RN 141891-62-5 CAPLUS 

CN 1H- Be nziaidazol-2- amine, 1- [ (4-methyl-2-th±azolyl) methyl] -N-4-piperidinyl- 



Habte 
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(9CI) (CA INDEX NAME) 



H 



RN 141891-64-7 CAPLUS 

CN 5H-Thiazolot3,2-a]pyriaidin-5-one, 7-oethyl-6-[2-{4-[[l-[ (4-methyl-2- 

thi azolyl) methyl) -lH-benzimidazol-2-yl] amino] -1-piperidinyl] ethyl]- (9CI) 
(CA INDEX NAME) 



S^N 

P 



6 
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RN 141891-6S-B CAPUTS 

CM SH-Thiazolo[3.2-a]pyrimidin-S-one. 7-methyl-6-[2-l4-Hl- [ (6-«athyl-2- 

pyridinyl) methyl] - IB-be nzi«id*zol-2-yl) ami do] - 1 -pi p« ridinyl] •tbyl] - (9CI) 
(CA INDEX NAME) 



r 



RN 141891-66-9 CAPUTS 

CN lH-Benzimidaiol-2-amlne. N-[l-[2- (4-»*thoayphenyl)etbyl] -4-piperidinyl] -1- 
C(4-«ethyl-2-thiazolyl)aethyl]- (9CI) (CA INDEX NAME) 



N — CH2- 




RN 141913-80-6 CAPUJS 

CN 5H-Thiazolot3.2-a}pyrimidin-S-on». 2. 3-dibydro-7-methyl-6-[2-l4-[ [l-[ (6- 
Bethyl-2-pyridinyl)Bethyl] -lH-benziaidazol-2-yl] nathyl] -1- 
pipe ridinyl] ethylj -. (2B) -2-butenedioate (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 141913-79-3 
CKF C29 H34 N6 O S 
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Me 

r 



CRN 110-17-8 
CKF C4 B4 04 



141913-81-7 CAPUJS 

SH-Thi azolo 1 3 , 2- a] pyri oidl n- 5- one, 2 . 3-di hydro- 7 -ma thy 1-6- [2-[4-[[l-{(4- 
Dathyl-2-thlazolyl) oethyl] -lH-banziiaidazol-2-yl) amino) -1- 
pipe ridinyl] ethyl]- (9CI) (CA INDEX NAME) 
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PAGE 1-A 

Me 



Y 

CH-> 



6 



N )=0 



RN 141913-82-8 CAPUTS 

CN 2H,6H-Pyrimido[2,l-b] [1, 3] thiazin-6-one, 3,4-dihydro-8-methyl-7-{2- [4-{ (1- 
t (4-raethyl-2- thiazolyl) methyl) -lH-benziaidazol-2-yl] methyl] -1- 
piperidinylj ethyl]- (9CI) (CA INDEX NAME) 



L4 ANSVER 27 OF 46 CAPUTS COPYRIGHT 2003 ACS (Continued) 



rYV" ry-*£ 

^^"""rr CT2 ~ CH2— N — J 



to 



RN 141913-83-9 CAPUTS 

CN lH-Eenzimidazole, l-{ (4-methyl-2- thiazolyl) methyl] -2- { (1- (phony lmethyl) -4 - 
pipe ridinyl] me thy 1]- (9CI) (CA INDEX NAME) 



Y 



"CH2-Ph 



RN 141913-84-0 CAPUTS 

CN 1- Pipe ridinecarboxy lie acid, 4-( [1-t (4-methyl-2-thiazolyl) methyl] -1H- 
benzimidazol-2-yl] methyl]-, ethyl ester (9CI) (CA INDEX NAME) 



C-OEt 
II 



RN 141913-85-1 CAPUTS 

CN lH-Benzinidazole, l-[ (4-methyl-2- thiazolyl) methyl] -2- (4 -piperidiny lmethyl) - 
(9CI) (CA INDEX NAME) 



Habte 
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KM 141913-66-2 CAPLUS 

CN 5fl-Thiazolol3,2-aJpyrimidio-$-ooe, 2.3-dihydro-7-«ethyl-6-(2- [<-( (l-[ (4- 
M thy 1- 2- thi az olyl ) a» tfayl J - IB-be nzimidazol- 2-y 1) M thy 1] - 1 - 
pipe ridinyl) ethyl)- (9CI) (CA INDEX NAME) 



=2 



Oq 



r 
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N )=0 



RN 141913-88-4 CAPLUS 

CN 5H-7hiazolo[3,2-a)pyri«idin-5-one, 7-»ethyl-6-{2- [4-{ [1- [ (4-aethyl-2- 
thiazolyl) methyl] -lH-benzimidazol-2-yl] m thyl] - 1 -pipe ridinyl] ethyl) -, 
(2Z> -2 -bote Dedicate (1:2) (9CI) (CA INDEX NAME) 

CM 1 

CRN 141913-87-3 
CMP C27 H30 N6 O S2 



Y 



9 

r 
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PAGE 2 -A 



N >=0 



CRN 110-16-7 
CHF C4 H4 04 



Double bond geometry as shown. 
HD2C' 



RN 
CN 



C02H 

141913-89-5 CAPLUS 

4H-Pyrido[l,2-a]pyrimidin-4-one, 2-raethyl-3-[2-[4-t{l-[ (4-methyl-2- 
thiaz olyl) methyl] -lH-benzimidazol-2-yl] methyl) -1-piperidinyl] ethyl) - (9CI) 
(CA INDEX NAME) 



27 OP 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 

PAGE 1-A 



=2 



9 
r 
p 

N )=0 



RN 141927-65-3 CAPLUS 

CN SH-Thiazolof3,2-a)pyrimidin-5-one. 2,3-dihydro-7- B ethyl-6-I2-{4-[Cl-l (2- 
oethyl-4-thi azolyDae thyl) -lH-benziBidazol-2-yl)oxy) -l-pip«ridinyl) ethyl) - 
(9CI) (CA INDEX NAME) 



Habte 
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ANSVER 28 OF 4 6 CAPLUS COPYRIGHT 2003 ACS (Continued) 

soln. of 2-Me02CC6B4NCS in THF vas added dropvise to a stirred ad at. of 

1- (2-aainoetbyl) -4-piperidinyl 1- ( (4-f luorophenyl) methyl) -lH-benzinidaiol- 

2- yl ketone (prepn. given) and THF and the whole stirred for 2 h at tbe 
aabieot teap. to give title coapd. II. 

142830-47-37 142050-49-57 1428SO-51-97 
1428SO-72-47 142850-T3-57 

RL: RCT (Reactant)* SFN (Synthetic preparation)* PREP (Preparation)! PACT 
(Re act ant or rt agent) 

(prepn. and reaction of, in prepn. of antihistaainics) 
142850-47-3 CAPLUS 

1 -Pipe ridinecarbexy lie acid, 4-(hydroay{l-l (5-Bethyl-2-furanyl)aethyl)-lB- 
benziaidazol-2-yl] methyl] -. ethyl ester (9CI) (CA INDEX NAME) 





AB The title cospds. [Ii A1:A2A3:A4 - (un) substituted CH:CHCH:CH, N:CHCH:CH, 
N:CHN:CH, etc. I O - l-4i n - 0-2; Rl - aryl, DR2i D - O, S> R2 - 
(un) substituted Cl-6 allcylt L - H, Cl-12 alkyl(carbonyl) . C3-6 cycloalkyl. 
(aryl)C3-6 alJtenyl, Alk-R3, Alk-YR4, etc.i R3 - cyano, aryl, heterocyclylf 
R4 - H, aryl, heterocyclyl, (un) substituted Cl-6 alkyl* Alk - Cl-6 
alkylene; Y - O, S, NR7i R7 - H, Cl-6 alkyl (carbonyl) 1 or their 
stereoisomers and pharmaceutical^ acceptable acid addn. salts, effective 
antihistaainics (no data) useful in the treatment of, e.g., allergic 
rhinitis, conjunctivitis, asthma, and chronic urticaria, vere prepd. A 



RN 142850-49-5 CAPLUS 

CN lB-Benzimidazole-2-aethanol, 1- ( (5-oethyl- 2- furanyl) oethyl] - . alpha. -4- 
piperidinyl- (9CI) (CA INDEX NAME) 




RN 142850-51-9 CAPLUS 

CN lH-Benzimidazole-2-raothanol, 1- (2-furanylmethyl) -. alpha. -4-piperidinyl- 
(9CI) (CA INDEX NAME) 
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Cxi' 




RN 142850-72-4 CAPLUS 

CN 5H-Thiazolo(3.2-a]pyrimidin-5-one, 2, 3-dihydro-6-[2- [4-{hydro«y(l- [ (5- 

methyl- 2- furanyl) methyl] -lH-benziaidazol-2-ylJ methyl) -1-piperidinyl] ethyl] - 
7 -methyl- (9CI) (CA INDEX NAME) 




N >=0 



RN 142850-73-5 CAPLUS 

CN 5B-Thiazolo|3,2-a]pyriaidin-5-one, 6-[2-(4-(hydroay[l-[ (5-mathyl-2- 



Habte 



L4 ANSVER 28 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 

furanyl) methyl] -lH-benzimidazol-2-yl] methyl] -1-piperidinyl] ethyl] -7-methyl- 
(9CI) (CA INDEX NAME) 



Me 



0 



bo 



CH2 



N )=o 



142849- 91-07 142849-92-17 142849-94-37 

142850- 15-57 142830-24-67 142850-30-47 
142850-35-9P 142850-39-37 142850-41-77 

RL: SPN (Synthetic preparation)* PREP (Preparation) 

(prepn. of, as antihisaminic) 
142849-91-0 CAPLUS 

Methanone. [l-( (5-aethyl-2-furanyl) methyl] -lH-benzimidazol-2-yl) (1-methyl- 
4-piperidinyl)-, ethanedioate (1:2) (9CI) (CA INDEX NAME) 

CM 1 

CRN 142849-90-9 
CMF C20 H23 N3 02 
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Of 2 

CRN 144-62-7 
Off C2H2 04 



0 o 




RN 142849-92-1 CAPLUS 

CN 1-Piperidinecarboaylic add. 4-[[l-{ (2-methyl-S-e*azolyl) methyl] -1H- 
benzimidazol-2-yl] carbonyl]-, 1. 1 -dime thy le thy 1 eater (9CI) (CA INDEX 
NAME) 



O 




Me 



RN 142649-94-3 CAPLUS 

CN Methanone, [l-[ (2-methyl-5-oxazolyl) methyl] -lH-benzimidazol-2-yl] -4- 
piperidinyl-, (2E) -2-butenedioate (2:3) (9CI) (CA INDEX NAME) 



CRN 142849-93-2 
CMP CIS R20 N4 02 



L4 ANSWER 28 OP 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




CRN 110-17-8 
CMP C4 H4 04 



Double bond geometry as shown. 



RN 142850-15-5 CAPLUS 

CN 1-Piperidinecarboxylic acid, 4-( (1- (2-furanylnethyl) -lH-benzlmidazol-2- 
yl) carbonyl]-, ethyl ester (9CI) (CA INDEX NAME) 



O 




RN 142850-24-6 CAPLUS 

CN 4H-Pyrido[l,2-a]pyriaidin-4-one, 2-methyl-3- [2-{4-( {l-{ (5-metbyl-2- 
fucanyl) methyl] -lfl-benzioidazol-2-yl] carbonyl] -1-piperidinyl] ethyl]-, 
ethanedioate (2:3) (9CI) (CA INDEX NAME) 

CM 1 

CRN 142850-23-5 
CMP C30 H31 N5 03 
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Me 



CRN 144-62-7 
CMP C2 H2 04 



0 O 
II II 

HO-C-C-OH 



RN 142850-30-4 CAPLUS 

CN Methanone, (1- (2-furanylmethyl) -lH-benzimidazol-2-yl] [l-[2- (2- 

pyridinyl) ethyl] -4 -pipe ridinyl]-, ethanedioate (1:2) (9CI) (CA 1 
NAME) 



CRN 142850-29-1 
CMP C25 H26 N4 02 




L4 ANSWER 28 OP 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 

O O 

II II 
HO-C-C-OH 

RN 142850-35-9 CAPLUS 

CN Methanone, [1- (2-furanylmethyl) -lH-benzimidazol-2-yl] (l-methyl-4- 
pipe ridinyl)-, ethanedioate (1:1) (9CI) (CA INDEX NAME) 



CRN 142850-34-8 
CMP CI 9 H21 N3 02 



CRN 144-62-7 
CMP C2 H2 04 



II II 

HO-c-c-a 



142850-39-3 CAPLUS 

5H-Thiazolo[3, 2-a] pyrimidin-5-one, 7-methyl-6- [2- (4 - ( [ 1- [ (5-oethyl-2- 
furanyl) methyl) -lB-benzimidazol-2-yl] carbonyl] -1-piperidinyl] ethyl] - (9CI ) 
(CA INDEX NAME) 



CM 2 

CRN 144-62-7 
CMP C2 H2 04 
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He 

p 



CB2 



N )=0 



4 



N^ 



Me 



142051-05-6 

RL: RCT (Reactant); RACT (Reactant or reagent) 
(reaction of. in prepn. of antihiataxdnics) 
1428S1-0S-6 CAPLUS 

lH-Benzi»idazoie-2-oethanol, 1- [ (5-Btethyl-2-furanyl) aethyl] - 
Bethyl-4-piperidinyl)- (SCI) (CA INDEX NAME) 




N^ 



N— CH 2 



RN 142850-41-7 CAPLUS 

CN Methanone, [l-[ (2-nethyl-5-o*azolyl)i»thyl) -lH-benziiiidazol-2-yl] (1-oethyl- 
4-piperidinyl)- (9CI) (CA INDEX NAME) 



L4 ANSWER 29 OF 46 CAPLUS COPYRIGHT 2003 ACS 



ACCESSION 1 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR(S): 

PATENT ASSIGNEE (S): 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



1992:255611 CAPLUS 
116:255611 

Preparation of oxazolyl derivatives 

Janaaena, Frana Eduardi Socmen, Francois Maria; 

Dierckx, Ann Christina Joannes; Cooyoans, Ludvig Paul 

Janssen Pharoaceutica N. V., Belg. 

PCT Int. Appl., 63 pp. 

CODEN: PIXXD2 

Patent 

English 

1 



PATENT NO. 



KIND DATE 



APPLICATION NO. DATE 



VO 9201687 



RV: AT, BE, 



US 


5217980 


A 


AU 


9182141 


Al 


AU 


644202 


B2 


EP 


539421 


Al 


EP 


539421 


Bl 




R: AT, BE, 


CH, [ 


JP 


05508839 


T2 


JP 


3070951 


B2 


HU 


64340 


A2 


RU 


2059636 


CI 


PL 


169361 


Bl 


RO 


111768 


Bl 


RO 


111768 


Bl 


AT 


171449 


E 


ES 


2121784 


T3 


IL 


9B864 


Al 


ZA 


9105653 


A 


cz 


279344 


B6 


SK 


278133 


B6 


CN 


1058215 


A 


CN 


1043640 


B 


NO 


9300156 


A 


US 


5278165 


A 



19920206 VO 1991-EP1291 

I, CA, FI, HU, JP, KP, KR, LK, MC, 
, CF, CG, CH, CI, CM, DE, DK, ES, 
„ MR, NL, SE, SN, TD, TG 
19930608 US 1991-723862 

19920219 AU 1991-82141 

19931202 

19930505 EP 1991-912700 

19980923 

CH, DE, DK, ES, FR, GB, GR, IT, LI, LU. 



19910709 

HG, NO, PL, RO, SU 
FR, GA, GB, GN, 

19910701 
19910709 



19931209 
20000731 
19931228 
19960510 
19960731 
19970130 
19970130 
19981015 
19981216 
19951208 
19930331 
19950412 
19960207 
19920129 
19990616 
19930118 
19940111 



JP 1991-511644 

HU 1993-97 
RU 1992-16607 
PL 1991-297611 
RO 1946-93000 
RO 1993-46 
AT 1991-912700 
ES 1991-912700 
XL 1991-98864 
ZA 1991-5653 
CZ 1991-2240 
SK 1991-2240 
CN 1991-104902 



PRIORITY APPLN. INFO.: 



OTHER SOURCE(S): 
GI 



NO 1993-156 
US 1993-35854 
US 1990-554326 i 
US 1991-723862 i 
VO 1991-EP1291 i 
MARPAT 116:255611 



NL, SE 
19910709 

19910709 
19910709 
19910709 
19910709 
19910709 
19910709 
19910709 
19910717 
19910718 
19910718 
19910718 
19910719 

19930118 
19930323 
19900719 
19910701 
19910709 



Habte 



L4 ANSWER 29 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




Title cocpds. I (A1-A4 - CH:CHCH:CH, N:CHCB:CH, CH:NCH:CH, CH:CHN:CH, 

CH:CHCH:N, N:CHN:CH, CH:NCH:N wherein 1 or 2 H nay be replaced by halo, 

CI -6 alkyl, Cl-6 alko*y, HO, F3Ci R - H. Cl-4 alkyl; Rl - H, CI -6 alkyl, 

BO-Cl-6-alkyl; D - Cl-4 alkanediyl; B - R2N wherein R2 - H, Cl-4 alkyl, 

H2C, O, S, SO, S02; L - H, Cl-12 alkyl, C3-6 cyqloalkyl, (aryl) C3-6 

alkenyl, Cl-6 a 1 kyl ca r bo nyl, Cl-6 alkoxycarbonl, arylcarbonyl, etc.; a - 

1,2; n - 0-2), stereoisomer or salt thereof, useful as antiallergic (no 

data), are prepd. 5- (Broaoaethyl) -2-methyloaazole, Et, 

4-[ (lH-benziraidazol-2-yl)aaino] -1-piperidinecarboxylate, Na2C03 and DMF 

vera stirred for 18 h at 80, degree, to give after work-up I [A1-A4 - 

CH:CHCH:CH, R - H. (Rl)m - 2-Me, D - H2C, B - NB, L - Et02C, n - 1] . 

H1S67-5S-7P 1413S7-37-9P 141S67-60-4P 

141S67-63-7P 141567-64-87 141567-65-9? 

141567-68-0P 141567-67-17 141567-68-2? 

141567-70-6? 141567-72-8P 141567-74-0P 

141567-76-2P 141567-78-4P 141567-81-9P 

141567-82-0P 141567-83-1? 141567-84-2P 

141567-86-4P 141567-89- 7P 141567-90-OP 
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141568-23-2? 141S6B-25-4? 141568-26-5? 
141566-27-6? 141568-29-8? 141568-30-1? 
141566-32-3? 141566-33-4? 141568-35-6? 
141568-37-8? 141566-38-9? 141568-39-0? 
141566-40-3? 141566-42-5? 141568-44-7? 
141568-45-8? 141566-46-9? 141566-47-0? 
141568-48-1? 141566-49-2? 141568-50-5? 
141568-51-6? 141568-52-7? 141568-53-8? 
141568-55-OP 141568-56-1? 141568-56-3? 
141568-60-7? 141568-62-9? 141566-63-OP 
141568-64-1? 141568-65-2? 141568-67-4? 
141566-66-5? 141568-70-9? 141568-71-0? 

141568- 73-2? 14 1566-75-4? 141568-76-S? 
141566-76-7? 141566-60-1? 141568-82-37 
141566-83-4? 141569-17-7? 141569-18-8? 

141569- 20-2? 141569-22-4? 141569-40-6? 
141569-41-7? 141569-42-8? 141569-43-9? 
141569-44-0? 141569-46-2? 141569-46-4? 
141569-50-6? 141569-52-0? 141569-54-2? 
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L4 ANSVZR 29 07 46 CAPLU5 COPYRIGHT 2003 ACS (Continued) 
1415fi»-3*-3* 141569-56-4P 141569-58-SP 
141391-fl4-€» 141591-65-77 l«1391-«7-*» 
141591-W-CF 

RL: SPN (Synthetic preparation)* PREP (Preparation) 
(prepn. of. as antiallergic) 
RN 141567-55-7 CAPLUS 

CM 1- Pipe ridinecarboay lie acid, 4- [ (1- [ (2-metbyl-5-oxazoIyl)B»thyl] -1H- 
b«nri«idazol-2-ylJ amino] -, ethyl ester (9CI) (CA INDEX NAME) 



o 




Me 



RN 141567-57-9 CAPLUS 

CM lH-Benziraidazole, l-[ (2-Dethyl-5-eaa2olyl)Bethyl)-2-[(l-(ph«nylaethyl)-4- 
piperidinyljnetbyl] - (9CI) (CA INDEX NANS) 




He 



RN 141567-60-4 CAPLUS 

CM 1-Piperidinecarboxylic acid, 4- [ [1- { (2-n«thyl-5-oxazolyl)oethyl] -1H- 
benzimidazol-2-ylJo»y]-, ethyl ester (9CI) (CA INDEX NAME) 



L4 ANSWER 29 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




Me 



RN 141567-63-7 CAPLUS 

CM Cyclohexanesulfooic acid, coapd. with l-{ {2-oetnyl-5-o*azolyl)aathyl) -2- (4- 
piperidinylthio)-lH-beniiDidazole (2:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 141567-62-6 
CMP C17 H20 N4 O S 




CM 2 

CRN 6922-46-9 
Off C6 HI 2 03 S 




RN 141567-64-8 CAPLUS 

CN l-Piperidinecarbo*ylic acid, 4-( [l-[ [2- (hydroaymethyl) -5-o»azolyl] methyl) - 
lH-benzimidazol-2-yl] amino]-, 1. 1-dimethylethyl ester (9CI) . (CA INDEX 
NAME) 



L4 ANSWER 29 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




CH2-OH 



RN 141567-65-9 CAPLUS 

CN 2-Oaazolemethanol, 5-( (2- (4-piperidinylamino) -IH-benzimidazol-l-yl] methyl] - 
, tri hydrochloride (9CI) (CA INDEX NAME) 




• 3 ECl 



RN 141567-66-0 CAPLUS 

CN 2-Ozazolemethanol, 5-( (2-{ [1- [2- (4-netboxyphenyl) ethyl] -4- 

piperidinyl] ami no] -IH-benzioidazol-l-yl J methyl]- (9CI) (CA INDEX NAME) 




CH2 - OH 



RN 141567-67-1 CAPLUS 

CM lH-Benzimidazol-2-amine, l-[ (2-iMthyl-S-osazolyl) methyl] -N-4-piperidinyl- 
(9CI) (CA INDEX NAME) 



L4 ANSWER 29 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




RN 141567-68-2 CAPLUS 

CN lH-Benzimidazol-2-araine, l-{ ( 2-methyl- 5- oxazolyl) methyl] -N- (1 -methyl- 4- 
piperidinyl)- (9CI) (CA INDEX NAME) 




RN 141567-70-6 CAPLUS 

CN 5H-Thiazolo[ 3, 2-a] pyrimidin-5-one. 7-methyl-6- [2- [ 4- [ [1- [ (2-methyl-5- 

oxazolyl) methyl) -lH-benzioidazol-2-yl] methyl] -1-piperidinyl] ethyl]- (9CI) 
(CA INDEX NAME) 



Habte 
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M ANSVER 29 07 46 CAPLUS COPYRIGHT 2003 ACS 



L4 ANSVER 29 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 



V 



6 



RK 141567-72-8 CAPLUS 

CN 1-Piperidineacetonitrile, 4-[ {l-[ (2-nethyl-5-oaazolyl) methyl) -1H- 

be nzimidazol- 2 -yl] methyl)-. <2B) -2-butenedioate (1:1) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 141567-71-7 
CMP C20 H23 N5 O 



CH2-CH 



CRN 110-17-8 
CMP C4 H4 04 



R74 141567-74-0 CAPLUS 

CN 2-Pyrimidinamine. N- [2-(4-[ {1-f (2-aethyl-5-axazolyl) methyl] -1H- 

i*nzimidaiol-2-yl]methyl]-l-piperidinyl] ethyl]-, ethanedioate (1:2) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 141567-73-9 
CMP C24 B29 N7 O 



C£crCX 



- CH2— CH2— NH — ^ 



fo 



0 



CRN 144-62-7 
Off C2H2 04 



t OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
O 0 

ii II 

HO— C - C— OH 

RN 141567-76-2 CAPLUS 

CN lH-Be nzimidazol- 2- amine. 1- [ (2-methyl-S-o*azolyl) methyl) -N-(l-(2- (2- 

pyridinyl) ethyl) -4 -pipe ridinyl]-, (2E) -2-butenedioate (1:1) (9C1> (CA 
INDEX NAME) 

CM 1 

CRN 141567-75-1 
CMP C24 H28 N6 O 



L4 ANSVER 29 OP 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
^ CH2 - CH2— OH 




ir 



-JO 



CRN 110-17-8 
CMP C4 H4 04 

Double bond geometry as shown. 
HO2C 

RN 141567-7B-4 CAPLUS 

CN 1-Piperidineethanol. 4- [ [l-[ (2-methyl-S-o*azolyl) methyl] -lH-benzimidazol-2- 
yl]aaino}-, (2E) -2-butenedioate (1:2) (salt) (9CI) (CA INDEX NAME) 



CRN 110-17-8 
CMP C4 H4 04 

Double bond geometry as ah own. 
^ 5 ^C02H 



HO2C 

RN 141567-81-9 CAPLUS 

CN lH-Benzimidazol-2-aaine. N- [1- [2- [ (l-methyl-lH-imidazol-2-yl) thio) ethyl] -4- 
piperidinyl]-l-[(2-methyl-S-o*azolyl) methyl]-, ethanedioate (1:3) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 141567-80-8 
CMP C23 H29 N7 0 S 




--9 



CRN 141567-77-3 
CM? C19 H25 NS 02 



CRN 144-62-7 
Off C2H2 04 



Habte 
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I! II 

bd-c-c-ob 

RN 141567-12-0 CAPLUS 

CN Thiouree. N-mathyl-HM2-l4-[[l-( tf-methyl-S-oaazolyUmethylJ-lB- 
benziaidazoW-yl] **ino] -1-piperidinyl] ethyl) - (9CI) (CA INDEX NAME) 



CH2- CH2~ NH- C- NHM« 



V 




Qq 



RN 141S67-83-1 CAPLUS 

CN Pyrazinecarboaaaide. 3-anino-N-{2-(4-( {1- [ (2-b 
b«nziaid»zol-2-yl} amino) -1-plparidlnyl] ethyl] - 



ithyl- S-czazolyl) methyl) -1B- 
(9CI) (CA INDEX NAME) 



o 

r 
r 




RN 141567-84-2 CAPLUS 

CN lH-Indole-2-carboaamide, l-methyl-N-(2-{4- t [1-1 (2-methyl-S- 

oxazolyl) methyl] -lH-benziiaidazol-2-yl] amino) -1-riiperidiiiyl] ethyl) - (9CI) 
(CA INDEX NAME) 



PAGE 2 -A 




RN 141567-B6-4 CAPLUS 

CN Benzamide. 2-amino~N-[2- [4-[ [1- [ (2-methyl-5-o»azolyl) methyl] -1H- 

be nzi midaz ol- 2 -yl] ami no] -1-piperidinyl] ethyl]-. (2E) -2-butenedioate (1:2) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 141567-85-3 
CMP C26 H31 N7 02 



L4 ANSWER 29 0? 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




He 



CM 2 

CRN 110-17-8 
CMP C4 H4 04 

Double bond geometry as shown. 
RN 141567-89-7 CAPLUS 

CN lH-Imidazo[4,5-c)pyridin-2-amine, N-(2-(4- 1 [l-[ (2-methyl-S- 

ozazolyl) methyl) -lH-benzimidazol-2-yl] amino] -1-piperidinyl] ethyl] - (9CI ) 
(CA INDEX NAME) 

PAGE 1-A 




L4 ANSWER 29 OP 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 

PAGE 2 -A 




RN 141567-90-0 CAPLUS 

CN Phenol, 4-[2-[4-[ [l-[ ( 2-me thy 1- 5- oaazolyl) methyl] -lH-benzimidazol-2- 
yl] amino] -1-piperidinyl] ethyl]- (9CI) (CA INDEX NAME) 




RN 141567-91-1 CAPLUS 

CN Phenol, 4- [2- [4- [ [ 1- [ (2. 4-dimethyl-5-oaazolyl) methyl] -lH-benzimidazol-2- 
yl] amino) -1-piperidinyl] ethyl]-, trihydrobromide (9CI) (CA INDEX NAME) 




He 



• 3 HBr 



RN 141567-93-3 CAPLUS 

CN Cyclohexane sulfonic acid, coapd. vith 1- [ (2-me thy 1-5-oxazolyl) methyl] -N-[l- 
[2- (2-pyridinylaaino) ethylj -4-piperidinyl] -lH-benzimidazol-2-aaine (2:1) 
(9CI) (CA INDEX NAME) 



Habte 



CM 1 
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L4 ANSVER 29 07 4 6 CAPLUS COPYRIGHT 2003 ACS (Continued) 

CRM 141567-92-2 
CN7 C24 H29 N7 O 




CM 2 

CBN 6922-46-9 
CM? C6 HI 2 03 S 




RN 141567-95-5 CAPLUS 

CN 1-Piperidinepropanoic acid, 4-([l-[ (2-Bethyl-S-o»azolyl) nethylJ-lH- 

benzinidazol-2-yl)aaino}-, dicycloheianesulf onate (9CI) (CA INDEX NANS) 

CM 1 

CRN 141S67-94-4 
CMF C20 H25 NS 03 




L4 ANSVER 29 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
CM 2 

CRN 6922-46-9 
CMP C6 HI 2 03 S 




RN 141567-97-7 CAPLUS 

CN IE-Be nziaidazol-2-aai no, N-Mthyl-N- (l-aethyl-4-piperidinyl) -l-(5- 
oxazolylawthyl)-, ethanedioate (1:2) <9CI) (CA INDEX NAME) 

CM 1 

CRN 141567-96-6 
CMP C1B H23 NS 0 




CM 2 

CRN 144-62-7 
Off C2H2 04 



o o 

II II 

HO-C-C-OH 



RN 141567-98-8 CAPLUS 

CN 1 -Pipe ridinecarboxy He acid, 4-[ [l-[ (2-Bethyl-5-o*azolyl)oethyl] -1H- 

benzinidazol-2-yl]thio]-, 1, 1-dioethylethyl eater (9C1) (CA INDEX NAME) 



L4 ANSWER 29 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 

l? 




7 

ir 



RN 141567-99-9 CAPLUS 

CN l-Piperidinecarbo*ylic acid, 4- [ tl-{ (2-Bethyl-5-oaazolyl)methyl] -1H- 

benzioidazol-2-yllsulfinyl]-, 1, 1-dimethylethyl ester (9CI) (CA INDEX 
NAME) 




7 



i 

C-OBu-t 



RN 141568-00-5 CAPLUS 

CN lH-Benzimidazol-2-anine, 1- [ (2-nethyl-S-oaazolyl)aethyl] -N- (l-tsethyl-4- 
piperidinyl)-, tri hydrochloride (9CI) (CA INDEX NAME) 



n— ch; 



• 3 HCl 

Habte 



L4 ANSVER 29 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
RN 141568-01-6 CAPLUS 

CN Cyclohexanesulfonic acid, c oap d. with l-[ (2-aethyl-5-ozazolyl)aethyi)-N- (1- 
methyl-4-piperidinyl)-lH-benzimidazol-2-aoine (2:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 141567-68-2 
CM? C18 H23 N5 O 



l^Jl -N CH 



CRN 6922-46-9 
CMP C6 HI 2 03 S 



a' 



RN 141568-02-7 CAPLUS 

CN lH-Benzimidazol-2-anine, 1- [ (2-Bethyl-5-oxazolyl) methyl] -N- (l-nethyl-4- 
piperidinyl)-, 2-hydro*y-l,2,3-propanetricarboxylate (1:2) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 141567-68-2 
CMP C18 H23 N5 0 



A 

Me 
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L4 ANSWER 29 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) L4 ANSWER 29 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 



CSW 77-92-9 
CM7 C6 HB 07 



C02H 

BD2C- CH2- C- CH2- C 



141S6B-03-8 CAPLUS 

1 -Pip* ridi tricarboxylic acid, 4-( {l-( (2-aetbyl-5-osazolyl)aetbyl] -1H- 
benziBidazol-2-yl]Bethyl]-, ethyl eater (9CI) (CA INDEX NAK5) 



FN 
CN 



141568-08-3 CAPLUS 

lH-Benzi«idazole. l-[ (2-Bethyl-5-oaaxolyl)iiethyl) -2- (4-piperidinyl»thyl) - 
(9CI) (CA INDEX NAME) 



141568-09-4 CAPLUS 

5H-Thiazolo[3, 2-a] pyrinidin-5-one, 2, 3-dihydro-6- [2-{ 4- [ [1- [ (2-nethyl-S- 
oxazolyl) methyl) -lH-benzimidazol-2-yl] methyl] -1-piperidinyl] ethyl) - (9CI ) 
(CA INDEX NAME) 



He . , 

5 



r 

CH2 



D 



141568-10-7 CAPLUS 

5H-Thiazolo[3.2-a]pyrimidin-S-one, 2, 3-dihydro-6- [2-(4-( (l-{ (2-sethyl-S- 
oaazolyl) methyl] -lH-benzimidazol-2-yl] aaino] -1-piperidinyl) ethyl) - (9CI ) 
(CA INDEX NAME) 



L4 ANSWER 29 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 

PAGE 1-A 




PAGE 2-A 



RN 141568-11-8 CAPLUS 

CN 4H-Pyrido[l,2-a]pyrioidin-4-one, 2-Bethyl-3-(2-{4-( [1- [ (2-methyl-S- 

oaazolyl) nethyl] -lH-benzioidazol-2-yl] aaino] -1-piperidinyl] ethyl] - (9CI ) 
(CA INDEX NAME) 



L4 ANSWER 29 OP 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




RN 141568-12-9 CAPLUS 

CN 5H-Thiazolot3,2-a]pyrinidin-5-one. 7-methyl-6-l2-{4-[[l-l (2-methyl-5- 

oxazolyl) nethyl) -lH-benzimidazol-2-yl] amino) -1-piperidinyl] ethyl] - (9CI) 
(CA INDEX NAME) 



PAGE 1-A 




Me f*2 



Habte 
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L< ANSVER 29 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 

PACK 2-A 



ft 

141568-14-1 CAPLUS 

2H.6H-Pyri«ido[2.1-b)ll.3]thi«in-6-one, 3, 4-<iihydro-8-iwtbyl-7- {2- (4- [ (1- 
( ( 2-»e thy 1-5-oxazolyl) methyl] -lH-benzimidazol-2-yl] amino] -1- 
piperidinyl] ethyl]-, (2E) -2-butenedioate (1:1) (9CI) (CA INDEX NAME) 



CRN 141568-13-0 
CMP C27 H33 N7 02 S 



*e 

r 



CRN 110-17-8 
CKF C4 B4 04 



Double bond gea 



RN 141568-15-2 CAPLUS 

CN 2H, 6H-Pyrimido[2,l-b] {1, 3) thiazin-6-one, 3, 4-dihydro-8-methyl-7- [2- [4-[ (1- 
[(2-iwthyl-5-oaazolyl)methylJ-lH-benzimidazol-2-yl] methyl] -1- 
piperidinyl] ethyl]- (9CI) (CA INDEX NAME) 



14 ANSVER 29 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 



Y 

CH"> 
I 



RN 141568-16-3 CAPLUS 

CN lH-B«nziaidazol-2-aaine, N- [l-(2- (4-aathoayphenyl) ethyl] -4 -pipe ridlnyl] -1- 
[(2-methyl-5-o»azolyl) methyl]- (9CI) (CA INDEX NAME) 




RN 141568-18-5 CAPLUS 

CN lH-Benzimidazole. 1-t (2-metbyl-S-oxazolyl) methyl) -2- { (l-methyl-4- 

pipe ridlnyl) methyl)-, (2B)-2-buteaedioate (1:2) (9CI) (CA INDEX NAME) 



CRN 141568-17-4 
CMF CI 9 B24 N4 O 



L4 ANSWER 29 07 46 CAPLUS COPYRIGHT 2003 ACS 
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CRN 110-17-8 
CKF C4 H4 04 



Double bond geoaetry i 



0cc r 



I \ 

N O 

T 



RN 141568-20-9 CAPLUS 

CN lH-Benzimidazole, 2-( [l-[2- (4-raethoayphenyl)ethyl] -4 -pipe ridlnyl) methyl] -1- 
((2-methyl-5-o*azolyl) methyl]-, (2E) -2-butenedioate (2:3) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 141568-19-6 
CMF C27 H32 N4 02 



CRN 110-17-8 
CMF C4 H4 04 



C?jl— -N— ■ CH2~X^ll — CH2- CH2— 

"T 



CRN 110-17-8 
CMF C4 H4 04 



Double bond geometry aa shown. 



141568-23-2 CAPLUS 

1-Piperidineacetonitrile, 4- { (l-[ (2 -methyl- 5-o*azolyl) methyl] -1H- 
benzinidazol-2-yl]amino]- (9C1) (CA INDEX NAME) 



CH2-CN 




RN 141568-22-1 CAPLUS 

CN 2-Oxazolidinone, 3-{2-(4-[(l-{ (2-me thy l-S-o«azolyl) methyl] -lH-benzimidazol- 
2-yl] amino] -1 -pipe ridlnyl] ethyl]-. (2E) -2-butenedioate (2:3) (9CI) (CA 
INDEX NAME) 



CRN 141568-21-0 
CMF C22 B28 N6 03 



141563-25-4 CAPLUS 

5H-Tetrazol-S-one. 1-ethyl-l, 4-dihydro-4- (2- (4- I |1- I (2-methyl-5- 
oxazolyl) methyl] -lH-benzimidazol-2-yl] amino) -1-pipe ridlnyl) ethyl] - 
(2E) -2-butenedioate (1:2) (9CI) (CA INDEX NAME) 

CM 1 



CRN 
CMF 



141568-24-3 
C22 H29 N9 02 



Habte 
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U ANSWER 29 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




He 



CM 2 

CRN 110-17-8 
Off C4 H4 04 

Double bond geometry as shown. 
RN 141568-26-5 CAPLUS 

CN 2,4(lH,3B)-Quinazolinedione, 3- {2- (4- 1 [l-( (2-methyl-5-o»azolyl)methyX)-lH- 
b«nzimidazol-2-yl) amino] -1-pipe ridinyl] ethyl]- (9CI) (CA INDEX NAME) 




O 

RN 141568-27-6 CAPLUS 

CN lH-Benzimidazol-2-amine, l-{ (2-methyl-5-o»azolyl) methyl] -N- [1- <3-phenyl-2- 
propenyl)-4-pipe ridinyl]-, (E) - <9CI> <CA INDEX NAME) 

Double bond geometry as shown. 



L4 ANSWER 29 07 46 CAPLUS COPYRIGHT 2003 ACS {Continued) 




RN 141568-29-8 CAPLUS 

CN lH-Benzimidazol-2-amine, 1- { <2-aethyl-5-o*azolyl> methyl) -N- [1- [ ( 2 -m thy 1-5- 
oxazolyl) methyl] -4 -pipe ridinyl]-, (2E) -2-butenedioate (1:2) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 141568-28-7 
CMP C22 H26 N6 02 




Me 



CM 2 

CRN 110-17-8 
CMP C4 H4 04 

Double bond geometry as shown. 




RN 141568-30-1 CAPLUS 

CN 1-Piperidinepropanamide, N- (1-methylethyl) -4- [ [1- [ (2-methyl-5- 

oxazolyl) methyl] -lH-benzimidazol-2-yl] amino] - (9CI) (CA INDEX NAME) 



L4 ANSWER 29 OP 46 CAPLUS COPYRIGHT 2003 ACS 




CH2-CH2-C-N 
O 



RN 141568-32-3 CAPLUS 

CN lH-Benzimidazol-2-amine, 1- [ <2-methyl-5-oxazolyl) methyl] -N-[l- [2- (2- 

thienyl)ethyl]-4-piperidinyl]-, (2B) -2-butenedioate (2:3) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 141568-31-2 
CMP C23 H27 N5 O S 




CRN 110-17-8 
CMP C4 H4 04 



Double bond geometry as shown. 



141568-33-4 CAPLUS 

1 -Pipe ridi nee thanol, 4- I (1-1 ( 2 -methyl- 5- oxazolyl) methyl] -lH-benzimidazol-2- 
yl] amino] -.alpha.- (phenoaymethyl) - (9CI) (CA INDEX NAME) 



Habte 



ANSWER 29 OF 46 CAPLUS COPYRIGHT 2003 ACS 



(Continued) 



0c 



•XX 



CH2 — CH- CH2— OP h 
OH 



PC 

"T 



141568-35-6 CAPLUS 

lH-Benzimidazol-2-amine, 1- [ (2-methyl-5-oaazolyl) methyl] -N- [1- [2- (2- 
pyrimidinyloxy) ethyl] -4 -pipe ridinyl]-, (2E) -2-butenedioate (1:2) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 141568-34-5 
CMP C23 H27 N7 02 




CRN 110-17-8 
CMP C4 H4 04 

Double bond geometry as shown. 



RN 
CN 



141568-37-B CAPLUS 

lH-Benzimidazol-2-aaine, N-{1- (2-ethoayethyl) -4-pipe ridinyl] -l-( (2-methyl- 
5-oxazolyl) methyl]-, ethanedioate (1:2) (9CI) (CA INDEX NAME) 



CRN 141568-36-7 
CMF C21 H29 N5 02 
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x CH2-CH2-OEt 



ACS (Continued) 




7. 



CRN 144-62-7 
CMP C2 H2 04 



O O 
il II 
HO-C-C-OH 

RN 141S68-3B-9 CAPLUS 

CM lH-Benzicddazol-2-amine. 1- [ (2-nethyl-5-o«zolyl) methyl] -N-[l-[ (3,4. 5- 
trimetboayphenyljmethylj -4 -pipe ridinyl]- (9CI) (CA INDEX MAKE) 



RN 141568-39-0 CAPLUS 

CN lfl-Benzimidazol-2-anine, N- (l-cyclohexyl-4~piperidinyl) -l-( (2-methyl-5- 
oaazolyl) methyl)- (9CI) (CA INDEX NAME) 



L4 ANSVER 29 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 



RN 141569-40-3 CAPLUS 

CN lH-Banzimidazol-2-amine. 1- I (2-m*thyl-S-c*azolyl)«ethyl] -N-(l-{2- (2- 
py r i aid! nyl ami no) ethyl] -4 -pipe ridinyl] - (9CI) (CA INDEX NAME) 




RN 141568-42-5 CAPLUS 

CN 2H-l-Benzopyran-2-one. 3- (2- [4- { [1- [ (2-Qethyl-5-o*azolyl) nethyl] -1H- 

benzimidazol-2-yl] amino] -1-pipe ridinyl] ethyl]-. (2E) -2-butenedioate (1:2) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 141568-41-4 
CMP C28 H29 NS 03 



L4 ANSVER 29 OP 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




Me 



CM 2 

CRN 110-17-8 
CMP C4 H4 04 

Double bond ge one try as shown. 




RN 141568-44-7 CAPLUS 

CN lH-Pyrrole-2-carboaamide, l-methyl-N-[2- [4-[ [1- [ (2-methyl-5- 

oxazolyl) methyl] -lH-benziraidazol-2-yl] anino] -1 -pipe ridinyl J ethyl] 
•thanedloata (1:2) (9CI) (CA INDEX NAME) 

CM 1 

CRN 141568-43-6 
CMP C25 H31 N7 02 




CM 2 

CRN 144-62-7 
Off C2H2 04 



L4 ANSVER 29 OP 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 



O O 
II II 
HO-C-C-QH 



RN 141568-45-8 CAPLUS 

CN lH-Benzimidazol-2-amine. N- (l-ethyl-4-piperidinyl) -l-[ (2-methyl-5- 
oaazolyl) methyl]- (9CI) (CA INDEX NAME) 




Me 



RN 141568-46-9 CAPLUS 

CN 2-Pentanone, S-[4-{ [l-( ( 2-me thy 1- 5- oxazolyl) methyl) -lH-benzimidazol-2- 
yl] amino] -1 -pipe ridinyl]- (9CI) (CA INDEX NAME) 




Me 



RN 141568-47-0 CAPLUS 

CN Cyclohexana sulfonic acid, compd. with N-oethyl-N' - (2- {4- [ [1- [ (2-oethyl-5- 
oxazolyl) methyl] - IB-be nzimidazol-2-yl] ami no] -1-pipe ridinyl) ethyl) thiourea 
(2:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 141567-82-0 
CM? C21 H29 N7 0 S 



Habte 



6/02/2003 



10/030,202 
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U ANSWER 29 07 46 CAPUTS COPYRIGHT 2003 ACS (Continued) 




at 2 

CRN 6922-46-9 
OIF C6 HI 2 03 S 




KN 141568-48-1 CAPLUS 

CN l,2.4-Triazolo[4.3-a]pyrimidin-5(lH)-one, 1, 3, 7-trimethyl-6-I2-[4-{ (l-[ (2- 
•ethyl-5-oxazolyl) methyl) -lH-benzimidazol-2-yl] amino) - 1 -pipe ridi nyl] ethyl] - 
(9CI) (CA INDEX NAME) 




L4 ANSVER 29 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
KN 141568-49-2 CAPLUS 

CM 2B-Benzi«idazol-2-cae, 1.3-<iibydro-l-l3- [4-[{l-{ (2-methyl-5- 

caazolyl) methyl] -lH-benzi*idazol-2-yl] amino] -1-pipe ridi nyl] propyl] - {9C1 ) 
(CA INDEX MAKE) 



FAGS 1-A 




PACK 2-A 



RN 141S68-50-S CAPLUS 

CN Imidazo[l,2-a]pyrimidin-5(lfl)-one. 1. 7-dimethyl-6-(2-[4-[ [1- [ (2-methyl-5- 
oxazolyl) methyl] -lH-benzimidazol-2-yl] amino] -1 -pipe ridi nyl] ethyl] - (9CI) 
(CA INDEX NAME) 



L4 ANSWER 29 07 46 CAPLUS COPYRIGHT 2003 ACS 



He 

Y 
r 



6 " 

N^— CE2-CH2 



141568-51-6 CAPLUS 

4H-Pyrido[l,2-a]pyrimidin-4-one, 6, 7.8,9-tetrahydro-2-methyl-3-[2-(4-((l- 
{ (2-methyl-S-oxazolyl) methyl] -lH-benzimidazol-2-yl) amino} -1- 
piperidinyl] ethyl]- (9CI) (CA INDEX NAME) 



r 

rrY' ry-KO 

H ^s~ CB2_ CH2— N — J 



141563-52-7 CAPLUS 

lH-Benziraidazol-2-amine, N-[l- [3- ( 4 -fluoropbenoxy) propyl) -4-piperidinyl) -1- 
[ (2-methyl-5-o»azolyl> methyl]- (9CI) (CA INDEX NAME) 



L4 ANSWER 29 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




RN 141568-53-8 CAPLUS 

CN 7H-l3oaazolo[2,3-a]pyrimidin-7-one, 2. S-dimethyl-6-[2-[4-[ [l-[ (2-raethyl-5- 
oxazolyl) methyl] -lH-benzimidazol-2-yl] amino] -1-pipe ridi nyl] ethyl] - (9CI) 
(CA INDEX NAME) 



we 

V 
p 

NH 

6 



r 

CH2 



Habte 



6/02/2003 



10/030,202 Page 75 

L4 ANSYER 29 07 46 CAPUTS COPYRIGHT 2003 ACS (Continued) L4 ANSWER 29 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 



PAGE 2-A 




RN 14156S-S5-0 CAPLUS 

CM 3-Pyridinecarbcotylic acid. 2- (4 - 1 1 1 - 1 <2-«ethyl-S-oxazolyl) methyl] -1H- 
benzlmidazol-2-yl) amino] -1-piperidiiiyl] ethyl eater, ethanedioate (1:2) 
(SCI) (CA INDEX NAME) 

CM 1 

CHN 141S6B-54-9 
CMP C2S H2B N6 03 




CM 2 

CRN 144-62-7 
CMF C2 H2 04 



0 




Me 



KM 141568-58-3 CAPLUS 

CN 4(3H)-Pyri«idinone. 3.6-dimethyl-2-(aMthylamino)-5-[2-l4-l[l-[ (2-methyl-S- 
oxazolyl) methyl) -lH-beazinidazol-2-yl] amino) -1-piperidinyl] ethyl] -, 
(2E) -2-butenedioate (1:2) (9CI) (CA INDEX NAME) 

CM 1 

CRN 141568-57-2 
CM? C26 H34 N8 02 



O 




CM 2 



0 0 



HO-C-C-OH 



CRN 110-17-8 
CMF C4 B4 04 



Double bond geometry as shewn. 



141S68-56-1 CAPLUS 

4(3H)-Pyrimidinone, 2-anino-3,6-dinethyl-5- [2- (4- ( {1- [ {2-methyl-5- 
oxazolyl) oethyl] -lH-benzimidazol-2-yl] amino] - 1 -pipe cidinyl] ethyl] - (9CI ) 
(CA INDEX NAME) 



ANSWER 29 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
141568-60-7 CAPLUS 

lH-Benzimidazole, l-{ (2-methyl-5-oxazolyl) methyl] -2- (4-piperidinyloxy) - 
ethanedioate (2:3) (9CI) (CA INDEX NAME) 

CM 1 



CRN 
CMF 



141568-59-4 
C17 H20 N4 02 



CRN 
CMF 



144-62-7 
C2 H2 04 



O O 

II I! 

HO-C-C-OH 



RN 
CN 



14156B-62-9 CAPLUS 

lH-Benzimidazole. l-[ (2-methyl-5-o*azolyl) methyl] -2- [ ( 1 -methyl- 4 - 
piperidinyl)o*y]-, (2E) -2-butenedioate (1:2) (9CI) (CA INDEX NAME) 



141568-61-8 
C1B H22 N4 02 




N^ 



L4 ANSWER 29 OP 46 CAPLUS COPYRIGHT 2003 ACS 
CRN 110-17-8 
CMF C4 H4 04 

Double bond geometry as shown. 



H02C 



141568-63-0 CAPLUS 

lH-Benziraidazol-2-amine, l-[ (2-methyl-5-oxazolyl) methyl] -N-4-piperidinyl-. 
trihydrobromide (9CI) (CA INDEX NAME) 



B 

Q 



RN 141568-64-1 CAPLUS 

CN 2-Butanone, 4-{4-[ {1- [ (2-methyl-5-oxazolyl> methyl] -lH-benzimidazol-2- 
yl] amino] -1-piperidinyl]-, trihydrobromide (9CI) (CA INDEX NAME) 




CH2~ CH2-C-Me 



• 3 HBr 

141568-65-2 CAPLUS 

1-Butanone, 1- {4- (1. 1-dimethylethyl) phenyl] -4- [4- ( [1- [ (2-methy 1-5- 
oxazolyl) methyl] -lH-benzimidazol-2-yl] amino] -1-piperidinyl]- (9CI) 
INDEX NAME) 



Habte 



6/02/2003 



10/030,202 
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ANSWER 29 OP 46 CAPUIS COPYRIGHT 2003 ACS { Con ti cued) 




RN 141568-67-4 CAPUIS 

at lH-Purio-6- amine, N-[2-[4-l[l-[(2-B«tbyl-S-o*azolyl)»tbyl] -1H- 

benximidazol-2-yl] anino] -l-plp«ridinyl] «thyl] (2E) -2-butenedioat« (2:5) 
(9CI) (CA INDEX NAKE) 

CM 1 

CRN 141568-66-3 
CMP C24 H23 N10 O 



He . . 

6 



ANSWER 29 OP 46 CAPUIS COPYRIGHT 2003 ACS 



(Continued) 



■c6 



CRN 110-17-8 
CMP C4 H4 04 



Double bond gecnetry as shown. 



BD2C' 



141568-68-5 CAPUIS 

l,3.4-Thiadiazole-2,5-diaadne. N- (2- (4- ( [ 1- [ (2-nethyl-S-oxazolyl) B»thyl) - 
lH-benzimidazol-2-yl] amino] -1-piperidinyl] ethyl] - (9CI) (CA INDEX NAME) 




r< 

CH2-CB2-NH ^N 



RN 141568-70-9 CAPUIS 

CN Cycloheaanesulfonic acid, cocpd. with 1- ( ( 2-ne thy 1-S-oxazolyl) methyl) -N-(l- 
[2- (2-thiazolylamina)ethyl) -4-pip«ridinyl] -lH-benzimidazol-2-amine (2:1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 141568-69-6 
CMP C22 H27 N7 0 S 



L4 ANSWER 29 OF 46 CAPUIS COPYRIGHT 2003 ACS (Continued) 




CM 2 

CRN 6922-46-9 
CMP C6 HI 2 03 S 




RN 141568-71-0 CAPUIS 

CN lH-Ben2imidazol-2-amine, l-( (2-methyl-5-oxazolyl)Bethyl]-N-[l-[2-[ (5- 

Bethyl-l,3,4-thiadiazol-2-yl)anino]ethylJ-4-piperidinyl]- (9CI) (CA INDEX 
NAME) 



Me 




Me 



RN 141568-73-2 CAPUIS 

CN lH-Benzinidazol-2-anioe, N-[l-(l-natbylethyl)-4-pip«ridinylJ-l-( (2-nethyl- 
5- o*azolyl) methyl]- (9CI) (CA INDEX NAME) 



L4 ANSWER 29 OF 46 CAPUIS COPYRIGHT 2003 ACS (Continued) 




Me 



RN 141568-75-4 CAPUIS 

CN 4(lH)-Pyrimidinone. 2-[ [2-(4-[ [l-[ ( 2-methyl- 5- cwazolyl) methyl] -IH- 

benzimidazol-2-yl] amino] -1-piperidinyl] ethyl] amino] -, (2E) -2-butenedioate 
(2:3) (9CI) (CA INDEX NAME) 

CM 1 

CRN 141568-74-3 
CMP C23 H28 N8 02 




CM 2 

CRN 110-17-8 
CMP C4 H4 04 

Double bond geometry as shown. 



RN 141568-76-5 CAPUIS 

CN lH-Benzinidazol-2-amine, l-l (2-methyl-5-c*azqlyl)B*thyl]-N-(l-(2-(3- 
pyridazinylanino) ethyl] -4 -pipe ridinyl]- (9CI) (CA INDEX NAME) 



Habte 



6/02/2003 



10/030,202 
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L4 ANSVER 29 07 « 6 CAPLUS OOPTRIGHT 2003 ACS (Continued) 




Me 



RN 141568-78-7 CAPLUS 

CM 2. 4 (1H. 3H) -Pyrimi dined! one. 3- [2- [4-| {!-[ (2-methyl-5-o*azolyl) methylJ-lH- 
benzlmidazol-2-yl)ajrtno)-l-piperidiayl)etbyl]-, (2E) -2-butenedioate (2:3) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 141S68-77-6 
Off C23 H27 M7 03 




CM 2 

CRN 110-17-8 
Off C4 H4 04 

Double bond geometry as shown. 




RN 141568-80-1 CAPLUS 

CN lH-Benzimidazole, l-[ (2-methyl-S-oaazolyl) methyl] -2- (4- 

piperidlnylsulfinyl)-. (2E) -2-butenedioate (2:3) (9CI) (CA INDEX NAME) 



L4 ANSVER 29 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
CM 1 

CRN 141568-79-8 
Off C17 H20 N4 02 S 




Me 



CM 2 

CRN 110-17-8 
Off C4 H4 04 

Double bond geometry aa shovn. 

H D 2 C > ^ 55 ^' C02H 

RN 141563-82-3 CAPLUS 

CN 1-Piperidinepropanoic acid. 4- [ (1- [ (2-methyl-S-oxazolyl) methyl) -1H- 

benzimidazol-2-yl) amino]-, ethyl eater, (2E) -2-butenedioate (1:2) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 141568-81-2 
Off C22 H29 N5 03 




L4 ANSVER 29 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
CM 2 

CRN 110-17-8 
CMP C4 B4 04 

Double bond geometry as shovn. 




RN 141568-83-4 CAPLUS 

CN lH-B«nzimidazole, l-( (2-raethyl-5-o»azolyl) methyl] -2-[ (l-methyl-4- 
piperidinyl) thio)- (9CI) (CA INDEX NAME) 




Me 



RN 141569-17-7 CAPLUS 

CN l-Piperidinecarbo*ylic acid. 4- [[l-[|2-(hydroaymethyl)-5-oiazolyl] methyl] - 
lH-benzimidazol-2-yl] amino}-, ethyl ester (9CI) (CA INDEX NAME) 




CH2-0H 



RN 141569-18-8 CAPLUS 

CN 1-Pyrrolidinecarboaylic acid, 3- {( 1- [ (2-aethyl-5-o»azolyl) methyl] -1H- 
benzimidazol-2-yl) amino]-, ethyl ester (9CI) (CA INDEX NAME) 



L4 ANSWER 29 OP 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




Me 



RN 141569-20-2 CAPLUS 

CN lH-Benzimidazol-2-amine, 1- [ (2-me thy 1-5-oxazolyl) methyl] -N-3-pyrrolidiny 1- 
, ethanedioate (1:2) (9CI) (CA INDEX NAME) 

CM 1 

CRN 141569-19-9 
CMP C16 H19 N5 O 




CM 2 

CRN 144-62-7 
Off C2 H2 04 



H0-C-C-0H 



RN 141569-22-4 CAPLUS 

CN lH-Benzimidazol-2-amine, 1- [ (2-me thy 1-5-osazolyl) methyl] -N- (l-methyl-3- 
pyrrolidinyl)-, ethanedioate (1:2) (9CI) (CA INDEX NAME) 

CM 1 

CRN 141569-21-3 
Off C17 H21 N5 0 



Habte 



6/02/2003 



10/030,202 
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L4 ANSVER 29 07 45 CAPLUS COPYRIGHT 2003 ACS (Continued) 



CRN 144-62-7 
Off C2 H2 04 



O O 
I! li 
HO— C—C— OH 

RN 141569-40-6 CAPLUS 

CN 2-Oxazoleaethanol, 5-( {2-{ (l-t»thyl-4-piperidinyl) anino] -lH-b«iiriiaid«iol-l- 
yl] methyl]- (9CI) (CA INDEX NAME) 



RN 141569-41-7 CAPLUS 

CN 1-Piperidinecarboxylic acid, 4- ( {1- ( (2. 4-dioethyl-5-oaazolyl) methyl] -IE- 
be nzimidazol-2-yl] amino] -, ethyl ester (9CI) (CA INDEX NAME) 



L4 ANSVER 29 OP 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 



II 

C-OEt 




jlx; 

He 



RN 141569-42-8 CAPLUS 

CN lH-Benzimidazol-2-amine, 1- U2. 4 -dime thyl-5-oxazolyl) methyl) -N-4 - 
piperidinyl- (9CI) (CA INDEX NAME) 



H 

_ q 



RN 141569-43-9 CAPLUS 

CN lH-Baazimidazol-2-anine, 1- 1 (2, 4 -di.Mthyl-S-taazolyl) methyl] -N- (l-methyl-4- 
piperidinyl)- (9CI) (CA INDEX NAME) 



W 141569-44-0 CAPLUS 

CM lH-Benilcadazol-2-anino. 1- [ (2. 4-dioiithyl-5-oiazt>lyl) nettiyl] -N- (1- 12- (4- 
nothoxyph.nyl|ethyl|-<-pip.ridinyl]- (9CI) (CA INDEX NAME) 



L4 ANSWER 29 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 

v. 



L4 ANSWER 29 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




RN 141569-46-2 CAPLUS 

CN lH-Benzimidazol-2-amine, l-[ (2, 5-dimethyl-4-oxazolyl) methyl] -N-4- 
piperidinyl-, (2E) -2-butenedioate (1:2) (9CI) (CA INDEX NAME) 



CRN 141569-45-1 
CMF C18 H23 N5 O 



N CH; 



CRN 110-17-8 
CMF C4 H4 04 



Double bond geometry as shown. 



RN 141569-50-8 CAPLUS 

CN lH-Benzimidazol-2-amine, l-{ (S-methyl-4-oxazolyl) methyl] -N- (l-methyl-4- 
piperidinyl) (2E) -2-butenedioate (2:3) (9CI) (CA INDEX NAME) 



CRN 141569-49-5 
CMF C18 H23 N5 O 



CRN 110-17-8 
CMF C4 H4 04 



Double bond geometry as shown. 



v— CX 



RN 141569-48-4 CAPLUS 

CN lH-Benzimidazol-2-amine, l-[ (2-methyl-4-o*azolyl) methyl] -N- (l-aethyl-4- 
piperidinyl)-, (2E) -2-butenedioate <2:3) (9CI) (CA INDEX NAME) 



CRN 141569-47-3 
CMF C18 H23 NS O 



Habte 



CRN 110-17-8 
CMF C4 H4 04 

Double bond geometry as shown. 

»02C^^ 002B 

RN 141569-52-0 CAPLUS 

6/02/2003 



10/030,202 
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L4 ANSYER 29 OF 46 CAPLUS COPYRIGHT 2003 ACS {Continued) 
CM lH-ftettzinidazol-2-amine, l-{ (2, S-dia*thyl-4-aaazolyl)«athylJ -N-U-U" <«- 
■etheryphe^yl) ethyl] -4-piperidinyl) (2E) -2-butenedioate (1:2) (9CI) (CA 
INDEX MAMS) 

Of 1 

CRN 141569-51-9 
Off C27 S3 3 NS 02 




CM 2 

CSM 110-17-8 
CMF C4 H4 04 

Double bond geometry as shown. 




RH 141569-54-2 CAPLUS 

CN lH-Benrinddazol-2-emine. 1- { <2, 5-diaethyl-4-ozazalyl) oethyl) -N- ( l-oethyl-4- 
piperidlnyl)-. <2E) -2-butenedioate (2:3) (9CI) (CA INDEX NAME) 

CM 1 

CBN 141569-53-1 
CM7 C19 H2S N5 0 



L4 ANSWER 29 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




Me 



CM 2 

CRN 110-17-8 
CMF C4 H4 04 

Double bond geanetry es shown. 



B ^C©2H 



RN 141569-55-3 CAPLUS 

CN 1-Piperidinecarboiylie acid, 4- [ [1- (4-oxazolylmethyl) -lH-benzimidazol-2- 
yl]asdno]-, ethyl ester (9CI) (CA INDEX NAME) 



O 




RN 141569-56-4 CAPLUS 

CN lH-Benzimidazol-2-amine, 1- (4-o*azolyl»ethyl) -N-4-piperidinyl- (9CI) (CA 
INDEX NAME) 



L4 ANSWER 29 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




RN 141569-58-6 CAPLUS 

CN lH-Benzimidazol-2- amine, N- (l-methyl-4-piperidinyl) -1- (4-oaazolylmethyl) -, 
(2E)-2-butenedioate (2:3) (9CI) (CA INDEX NAME) 

CM 1 

CRN 141569-57-5 
CMF C17 H21 N5 0 




CM 2 

CRN 110-17-8 
CMF C4 H4 04 

Double bond geometry as shown. 




RN 141591-84-6 CAPLUS 

CN IB- Benzimidazol-2- amine, l-( (2-methyl-5-o*azolyl)methyl] -N- (l-methyl-4- 
piperidinyl)-, <♦)-. (2R, 3R) -2, 3-dlhydcoaybutanedioate (1:1) (9CI) (CA 
IN0EX NAME) 

CM 1 

CRN 141591-83-5 
CMF C1B H23 N5 0 



L4 ANSWER 29 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




CM 2 

CRN 87-69-4 
CMF C4 H6 06 

Absolute stereochemistry* 




RN 141591-85-7 CAPLUS 

CN 4H-Pyrido[l,2-a]pyrimidin-4-one, 2-methyl-3-{2-{4-{ [l-[ (2-methyl-5- 

oaazolyl) methyl] -lH-benziraidazol-2-yl] methyl] -1-piperidinyl] ethyl] - (9CI ) 
(CA INDEX NAME) 




0 



RN 141591-87-9 CAPLUS 

CN 6H-Pyrimido[2,l-c) (1, 2, 4J triazin-6-one. l,4-dihydro-1.3-dimethyl-7-l2-{4 
t[l- 1 (2-oetnyl-S-o*azolyl) methyl] -lH-benzimidazol-2-yl] amino] -1- 
pipe ridinylj ethyl]-, (2E) -2-butenedioate (2:5) (9CI) (CA INDEX NAME) 

CM 1 



Habte 



6/02/2003 
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LA ANSVER 29 0? 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
CBN 141591-86-8 
CM7 C28 H35 N9 02 



fie 

y 



CRN 110-17-8 
CM7 C4 H4 04 



Double bond geowtry as shown. 



HN 141591-08-0 CAPLUS 

CN 3(2H) -Pyridazincne. 6-o*thyl-2- [2- [4 - [ { 1 -{ (2-nethyl-5-oxazolyl) nethyl) -1H- 
benzimidazol- 2-yl] ami no) -1 -pipe ridinyl] ethyl)- (9CI) (CA INDEX NAME) 




IT 1415«7-48-8F l«lS4>7-«9-9» 141367-61-5P 
141367-87-SP 141S67-B8-6P 

RLi SPN (Synthetic preparation)! PREP (Preparation) 



L4 ANSVER 29 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 

(prtpn. of, aa intermediate in prepn. of ozaxole antiallergics) 
KN 141567-48-8 CAPLUS 

CM 1-Piperidinecarbeaylic acid, 4-[{l-t(2-(ethoxycarbonyl>-S-o*axolyl]methyl) 
lH-beaziaidaxol-2-yl) amino)-, ethyl eater (9CI) (CA INDEX MAKE) 




141567-49-9 CAPLUS 

1 -Pipe ridinecarboxy lie acid, 

lH-benzimidazol-2-yl] amino) - 

NAME) 



4- { 1 1- [ [2- (ethoaycarbonyl) -5-oaazolyl) methyl] 
1,1-dimethylathyl ester (9CI) (CA INDEX 




141567-61-5 CAPLUS 

Piperidine, 4-( [1- [ (2-methyl- 5-oaazolyl) methyl] -lH-benzimidazol-2-yl] thio] 
l-[(4-methylphonyl)sulfonyl)- (9CI) (CA INDEX NAME) 



L4 ANSVER 29 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




L4 ANSVER 29 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
yljamino]-, methanesulfonate (ester) (9CI) (CA INDEX NAME) 



CH2-CH2-0-S-He 




7. 



RN 141567-87-5 CAPLUS 

CN lH-B«nzimidazol-2-anine, N- [1- (2-isothiocyanatoethyl) -4-piperidinyl] -l-[ (2- 
methyl-5-o«azolyl) methyl]- (9CI) (CA INDEX NAME) 




141567-88-6 CAPLUS 

Thiourea, N- (4-amino-3-pyridinyl) -N* - [2-[4-{ (2-methyl-5- 
azazolyl) methyl) -lH-benzinidazol-2-yl] amino] -1-piperidinyl) ethyl) - 
(CA INDEX NAME) 




CH2- CH2-NH- 



141S67-78-5P 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(prepn. of, as intermediate in prepn. of caazole antillergics) 
141567-79-5 CAPLUS 

1-Piperidineethanol, 4- [ [l-{ (2-nethyl-S-oaazolyl) methyl) -lH-benziaidazol-2- 



Habte 



6/02/2003 
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L4 AHSYER 30 07 46 CAPLUS COPYRIGHT 2003 ACS 
1991:603009 CAPLUS 
115:208009 

Preparation of 2-aadnopyrimidinonea as antihiataadoiea 
and an ti serotonergics 

Janssens. rrana B.i Kennia. Lodo 2. J.r Soaawn. 
Francois M.i Di«rcka. Ann C. J. 
Janssen Pharmaceutica N. v., Belg. 
Eur. Pa t. A ppl.. 30 pp. 
CODSN: EPXXDV 



ACCESSION NUMBER: 
DOCUMENT KUKBER: 
TITLE: 

inventory): 
patent assignee (s) : 

SOURCE: 
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DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



Patent 

English 



PATENT NO. 


KINO 


DATE 


APPLICATION NO. 


DATE 


EP 


378254 


A2 


19900718 


EP 1990-200004 


19900103 


EP 


378254 


A3 


19910109 








EP 


378254 


Bl 


19940622 










R: AT. 


BE. CH. OS, 


, OX. ES. FR. 


GB. GR. IT, LI. LU, 


, NL 


US 


5008268 


A 


19910416 


US 


1989-456391 


19891226 


ES 


205B749 


T3 


19941101 


ES 


1990-200004 


19900103 


CA 


2007198 


AA 


19900709 


CA 


1990-2007198 


19900105 


FI 


9000084 


A 


19900710 


FI 


1990-84 


19900108 


FI 


94526 


B 


19950615 








FI 


94526 


C 


19950925 








NO 


9000070 


A 


19900710 


NO 


1990-70 


19900108 


NO 


172645 


B 


19930510 








NO 


172645 


C 


19930818 








AU 


9047780 


Al 


19900712 


AU 


1990-47780 


19900108 


AU 


622509 


B2 


19920409 








HU 


53364 


A2 


19901028 


HU 


1990-63 


19900108 


HU 


206350 


B 


19921028 








ZA 


9000120 


A 


19910925 


ZA 


1990-120 


19900108 


SU 


1825364 


A3 


19930630 


SU 


1990-4742B61 


19900108 


CN 


1044099 


A 


19900725 


CN 


1990-100077 


19900109 


CN 


1030452 


B 


19951206 








JP 


02233678 


A2 


19900917 


JP 


1990-2414 


19900109 


PRIORITY APPLN. 


INFO. : 




GB 1989-380 


19890109 


OTHER SOURCE(S): 


KARPAT 115:208009 







The title comp da. (If XIX 2X3X4 - (substituted) CH:CBCB:CB, N:CHCH:CH. 
CH:NCH:CH. CH:CHN:CH. CH:CHCH:N, N:CHN:CH. CH:NCH:Ni Rl • H, alkyl, 
cycloalkyl, arylalkyl, etc.* R2. R3. R6 - H, alkyli n - 0-2/ R4 - H, 
(substituted) alkyl* R5 - H, alkyl, alkylaainocarbonyl, arylasdnocarbonyl/ 
R5R6 - (alkyl-substltuted) CH2CH2. CH2CH2CH2, CH:CH. CB:N. N:CB. N:CHCK2> 
Z - alkylene; El - CH2, O. S, SO. S02, inino] , vere prepd. Thus. 
l-[(4-fluorophenyl) methyl] -2- (4-piperidinylmethyl) -lH-benziaidazole, 
4-aethyl-2-pentanone. and Na2C03 vere refluxed 42 h to give 51.21 title 
conpd. II which had an E050 of 0.005 ag/kg in rata for redn. of 
tryptamine-induced hype real a. 
1312S3-81-1P 131283-83-3P 1312S3-78-0P 
1312*3-79-19 13 1283-87- IP 131263-88-2P 

131263- 90-«S> 131 263-9 2-8P 131264-13-6P 

131264- 15-flP 13 1264-1 7-0 P 131264-21-8? 
131264-22-7P 131264-24-9P 131264-26-1P 
131264-32-9P 1312B3-64-2P 131283-88-4P 

RL: SPN (Synthetic preparation)/ PREP (Preparation) 

(prepn. of, as antihistaainic and antiserotoninergic) 
131263-61-1 CAPLUS 

4 (3H) -Pyrimidinone. 2-aaino-S-l2- [4- [ [l-[ [5- (hydroaynethyl) -2- 
furanyl) Dethyl] -lH-benziaidazol-2-ylJ aaino) -1-piperidinyl] ethyl) -3, 6- 
di methyl- (9CI) (CA INDEX NAME) 



L4 ANSWER 30 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




o 

N— CH2- CH 2 — (| 



CH2-0H 



RN 131263-63-3 CAPLUS 

CN 4 (3H) -PyriEiidinone, 5- [2-(4-( (l-{ [5- (hydro*ymethyl)-2-furanyl] methyl] -1H- 
benziaidazol-2-yl] amino] -1-piperidinylJ ethyl] -3, 6-dimethyl-2- (methylamino) - 
(9CI) (CA INDEX NAME) 




O 

N— CH 2 - CH 2 — 



N^ 
N^Nf 



RN 131263-78-0 CAPLUS 

CN 4(3H)-Pyriaidinon», 2-(ethylamino)-5-[2-[4-t[l-[ [5- (hydrosymethyl) -2- 
furanyl] methyl] -lH-benziraidazol-2-yl] amino] -1-piperidinyl] ethyl] -3.6- 
dimethyl- (9CI) (CA INDEX NAME) 



4' 



L4 ANSWER 30 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
CN 4 (3H) -Pyrimidinone, 2- [ (2-ethoxyethyl) amino] -5-[2-[4-[ tl-[ (5- 

(hydroaymethyl) -2- furanyl] methyl] -lH-benzimidazol-2-yl] amino] -1- 
piperidinyl)ethyl]-3,6-dinBthyl- (9CI) (CA INDEX NAME) 




o 



N^ 



NH-CH2- CH2-OEt 



RN 131263-87-1 CAPLUS 

CN 4 (3H)-Pyrimidinone, 5- [2-[4-[ {1- [ [5- (hydroaymethyl) -2-furanyl] methyl] -1H- 
benzimidazol-2-yl] amino] -1-piperidinyl] ethyl) -3, 6-dimethyl-2- [ (2- 
pyridinylmethyl) amino]- (9CI) (CA INDEX NAME) 




RN 131263-88-2 CAPLUS 

CN 4(3H)-Pyriaidinone, 2- (butylamino) -5- [2-14-1 {1- [ [5- (bydroaymetbyl) -2- 
furanyl] methyl] -lH-benzioidazol-2-yl] aaino] -1-piperidinyl] ethyl) -3. 6- 
di methyl- (9CI) (CA INDEX NAME) 



RN 131263-79-1 CAPLUS 

Habte 



6/02/2003 
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RN 131263-90-6 CAPLUS 

CN 4(3H)-Pyrlmidinone, 5-{2-[4-[(l-l(S-(hydroaymethyl)-2-furanyl]methyl]-lH- 
benzimidazol-2-yl) aaino] -1-piperidinyl] ethyl] -3. 6-di«ethyl-2- (propylamino) - 
(9CI) (CA INDEX NAME) 



O 




FN 131263-92-8 CAPLUS 

CN 4 (3H) -Pyrimidinone, S- [ 2- (4 M CM [ S- (hydroxys* thyl) -2-f uranyl] methyl] -1H- 
benzimidazol-2-yl) aaino) -1-piperidinyl] ethyl] -3,6-dimethyl-2- [ t (S-methyl-2- 
furanyl) methyl] amino)- (9CI) (CA INDEX NAME) 



RN 131264-13-6 CAPLUS 

CN 1.2,4-Triazolo[4,3-a]pyrimidin-5(lH)-oae, 6- [2- [4 -[ [1- [[ S- (hydroaymethyl) - 
2- f u rmnyl] ■ethyl] -lH-benzimidazol-2-yl] amino) -1-piperidinyl] ethyl] -1. 3. 7- 
trimethyl- (9CI) (CA INDEX NAME) 




O 



RN 131264-15-8 CAPLUS 

CN 6H-Pyrimido[2,l-c] [1,2.4] triazin-6-one. 1.4-dihydro-7-[2-(4-[[l-ttS- 
( hydroaymethyl) -2-f uranyl] methyl] -lH-benzimidazol-2-yl) aaino) -1- 
piperidinyl] ethyl] -1.3, 8- t rime thyl- (9CI) (CA INDEX NAME) 



L4 ANSWER 30 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 

CH2~ OH 



CH 2 



131264-17-0 CAPLUS 

ImidazoU. 2-a]pyciaidin-5(lH) -one, 6- [2- [4-[ [l-[ (5- (hydroaymethyl) -2- 
f uranyl] methyl] -lH-benzimidazol-2-yl] amino] -1-piperidinyl] ethyl] -1, 2, 7- 
trimethyl- (9CI) (CA INDEX NAME) 



H0-CH2 

9 

P 

NH He 
^N^- CH2- CH 2 -^^ 



RN 131264-21-6 CAPLUS 

CN Iaidazo[1.2-a]pyrimidin-5(lH)-one, 2. 3-dihydro-6- [2-[4-{ (1- [ [5- 

( hydroaymethyl) -2-f uranyl] me thyl] -lB-benziaidazol-2-yl] methyl] - 1- 
piperidinyljetbyl]-l,7-dimethyl- (9CI) (CA INDEX NAME) 
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-CH2 




CH 2 - CH2-X^ 



131264-22-7 CAPLUS 

6H-Pyriaido(2,l-c] (1,2, 4) triazin-6-one, l,4-dihydro-7-{2-(4-[[l-[[S- 
( hydroaymethyl) -2-f uranyl] methyl) -lB-benzimidazol-2-yl] me thyl) -1- 
piperidinyl)ethyl]-l,3.B-trimethyl- (9CI) (CA INDEX NAME) 



N^ 



Jl^^X^^^ CH2— 



a 



CO 



RN 131264-24-9 CAPLUS 

CN Imidazo[l,2-aJpyrimidin-5(lH)-one, 6- (2- (4- [ (l-( (S- (hydroaymethyl) -2- 
f uranyl] methyl] -lH-benzimidazol-2-yl] methyl] -1-piperidinyl] ethyl] -1 , 7- 
di do thyl- (9CI) (CA INDEX NAME) 



Habte 



6/02/2003 
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RN 131264-26-1 CAPLUS 

CN Imidazotl.2-a]pyrimidio-5(lH)-one, 6-C2-[4-[{l- [ {5- (hydroaymethyl) -2- 

methyl-3- furanyl] nethyl] -lH-benziaidazol-2-yl] amino) -1-piperidinyl] ethyl J - 
1.7-di methyl- (9CI) (CA INDEX NAME) 




0 



RN 131264-32-9 CAPLUS 

CN 1, 2, 4-Triazolo{4, 3-a) pyrinidin-5 (1H) -one, 6- [2- [4- [ [ 1- <3-furanylmethyl) -1H- 
b«nsioidazol-2-yllB«thylJ-l-plperidinyl]ethyl}-l,3.7-trio*thyl- (9CI) (CA 
INDEX NAME) 



83 
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O 



RN 131283-64-2 CAPLUS 

CN Imidazo(l,2-a)pyriaidln-5(lH)-ooe, 6-{2-[4-{ tl- [{5- (hydroxymethyl) -2- 
furanyl] nethyl] -lB-benzimidazol-2-yl) aalno) -1-piperidinyl] ethyl] -1, 7- 
dioethyl- (9CI) (CA INDEX NAME) 




o 



RN 131283-66-4 CAPLUS 

CN 1,2, 4-Triazolo(4 , 3-a] pyrimidin-5 (1H) -one, 1 , 3, 7-trinethyl-6- [2- [4- { ( 1- (4- 
thiazolylmethyl) -lH-benzinidazol-2-yl] amino) -1-piperidinyl] ethyl] - (9CI) 
(CA INDEX NAME) 
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T 

312 



Oq 



131264-69-ZP 

RL: SPN (Synthetic preparation) t PREP (Preparation) 

(prepn. of, as intermediate for antihistamine and antiserotoninergic) 
131264-69-2 CAPLUS 

2-Furancarbosylic acid, 4-[ [2-1 [l-[2- (l^-dihydro-l^-dimethyl-S- 
oaoimidazoll, 2-a] pyrinidin-6-yl) ethyl] -4-piperidinyl] amino] -1H- 
benzimidazol-l-yl] methyl] -5-me thy 1-, ethyl ester (9CI) (CA INDEX NAME) 




^^^-CH2~CH2'^^|^^~"^^ 
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RL: BAC (Biological activity or effector, except edveraeji BSU (Biological 
study, unclassified)} SPN (Synthetic preparation)! TEU (Therapeutic use) i 
BIOL (Biological study) i PREP (Preparation)! USES (Uses) 

(prepn. of, as antihistaainic) 
132551-16-7 CAPLUS 

2-Furanatethanol. 5-[{2-[{l- (pheny law thyl) -< -pipe ridiny 1] ■ethyl] -1H- 
benziaudazol-l-yl) Methyl]- (9CI) (CA INDEX KAMB) 




J CH 2 -Ph 

4- 



The title coapds. (It A1A2A3A4 - (substituted) CH:CBCH:CH. N:CBCH:CH. 
CH:NCH:CH, N:CHN:CH. etc.* 0 - Cl-4 alkylenei Rl - H, alkyl, arylalkyl, 
alkylcarbonylt R2.R3 - H, alkyl i n - 0-2i B - NR4, O, S, SO, SO 2, CH2i R4 
- H, alkyl, cycloalkyl, arylalkylf L - H, alkyl, cycloalkyl, 
(aryl)alkenyl, alkylearbonyl, alkoxycerbonyl, arylcarbonyl, 
arylalkoxycarbonyl, alkylsulfonyl, arylsulfonyl, heterocyclylalkyl, etc.), 
vere prepd. Thus, a aixt. of Et 4- (lH-benziaidazol-2-ylaxdno) -1- 
piperidinecarboxylate, Et 5-chloroMthyl-2-furancarbexylate, Na2C03, and 
DKF vas stirred 2 nights at 70. degree, to give 70.8% condensation product, 
which was re fluxed with L1BB4 in TB7 followed by reflux with KOH in 
Me2CHCH to give title ccwpd. II. II had an EDS0 of 0.04 ag/kg s.c. in 
rats for inhibition of cceapd. 48/80-indueed lethality. Several I are also 
serotonin antagonists. 

13253 1-16-7P 132 551- 16-9 P 132551- 19-0 P 
132551-20-3P 1325S1-21-4P 132551-22-5P 
132551-24-7P 132551-25-BP 132551-27-0P 
132551-2B-1P 132551-29-2P 132551-31-BP 
132331-32-7P 132351-34-9P 132551-35-0P 
132351-37-2P 132551-39-4P 132551-76-9P 
13255 1-77 -OP 132551-78-1P 132551-BO-5P 
13255 1-82-7P 132551-B4-9P 132551-BS-1P 
132S51-B7-2P 132551-B8-3P 132S51-B9-4P 
13255 1-90-7P 132551-92-9P 132551-93-0P 

132551- 94-1P 132551-93-2P 132551-9B-3P 

132531- 97-4P 132551-98-5P 132551-99-8P 

132552- 00-2P 132352-01-3P 132552-02-4P 
132552-03-5P 132552-04-BP 132552-05-7P 

132532- 08-BP 132552-07-9P 132552-09- IP 
132552-11-5P 132552-32-OP 132552-41- IP 
13255 2- 42- 2P 132S52-43-3P 132552-44-4P 
132552-45-5P 132S52-47-7P 1325B4-59-9P 
132584-61-3P 132S84-84-SP 132584-65-7P 



132551-18-9 CAPLUS 

SH-Thiazolol 3, 2-a] pyrixAdio-5-ene, 7-«ethyl-6- | 2- [4- I [ 1- ( ( 5- 

l ( phe aylae thoxy ) at thyl) - 2 - f u ranyl J ate thyl ) - lH-benzixddaxol- 2 -yl) mm thy 1] - 1 - 

pipe ridiny 1) ethyl]-, (2E)-2-butenedioate (1:1) (SCI) (CA INDEX NAME) 

CM 1 

CRN 132551-17-8 
CNF C35 H37 N5 03 S 
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Ph— CH2~ O— CH2 




CRN 110-17-8 
CHF C4 H4 04 



Double bond geoaetry as shown. 

x^5sf ^C02« 



N >=0 



RN 132551-19-0 CAPLUS 

CN SH-Tetrazol-5-one, l,4-dibydro-l-l2-[4-{[l-f [5- (hydrexytaetbyl) -2- 

furanyljBethyll -lH-benxinidazol-2-yl Joe thyl) -1-piperidinyl] ethyl} -4-phenyl- 
(9CI) (CA INDEX NAME) 
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V. 



RN 132551-20-3 CAPLUS 

CN 5H-Thiazolo[3,2-a]pyriiaidin-5-one, 6- [2-[4-[ [l-[ [5- (hydroxymethyl) -2- 

fu ranyl J methyl) -lH-benziinidazol-2-yl] methyl] -1-piperidinyl) ethyl) -7-methyl- 
(9CI) (CA INDEX NAME) 



Habte 



RN 132551-21-4 CAPLUS 
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4H-Pyrido{ 1, 2-*J pyriaddio-«-on*. 3- (2- [4-( { 1- { [S- (hydroxyaethyl) -2- 
f uraay 1 J ma thy 1 J - IH-benzimidaxol- 2-y 1 1 ma thy 1 J - 1 -pip* ridi ny 1 J • thy 1 J - 2 -as thy 1 - 
(9CI) (CA INDEX NAME) 
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CH2 



RN 132551-22-5 CAPLUS 

CN 5H-Thiazolo{3,2-aJpyTimidin-5-one, 2,3-dihydro-6-[2-{4-[(l-U5- 

(hydroxyraethyl) -2-furanyl]aathyl] - IB-be nzimidazol- 2-y 1] methyl] -1- 
piperidinyl]ethylJ-7-methyl- (9CI) (CA INDEX NAME) 



RN 132551-24-7 CAPLUS 

CN 2-7uranmeth«nol. S-[{2-[[l-(2-(4-metho»yphenyl)ethylJ-4- 

piperidinylJmethyl]-lH-benzimidazol-l-yl]methyl}-. (2S)-2-butenedioate 
(1:1) (salt) (9CI) (CA INDEX NAME) 

CM 1 

CRN 132551-23-6 
CM7 C2B H33 N3 03 



f/ \ 




I it" 
CH 2 — N-j^ 



6 



CH2 



CRN 110-17-8 
CMP C4 H4 04 

Double bond geometry as shown. 



RN 132551-25-8 CAPLUS 

CN 1-Piperidinepropanamide, 4-{ [1- [ [5- (hydro»yinethyl) -2-furanyl] methyl] - 1H- 
benzimidazol-2-yl]methyl]-N-(l-iaethylethyl>- (9C1) (CA INDEX NAME) 
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CH2-0H 



9 



J — Ucfl2^y- tt20H 



RN 132551-27-0 CAPLUS 

CN 3-Furancarboxamida, N- [2- [ 4- [ f 1- ( ( 5- (hydroxymethyl) -2-f uranyl] methyl) - 1H- 
be nzimidazol- 2-y 1 ] me thy 1]-1 -pipe ridi nyl] ethyl]-, ethanedioate (1:2) (salt) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 132551-26-9 
CMP C26 H30 N4 04 



N— S~~C^*~~ CH2 ~ NH— C— £j> 



CRN 144-62-7 
Off C2H2 04 



0 O 
II II 



RN 132551-29-2 CAPLUS 

CN 7H-Isoxazolo[2,3-a]pyriraidin-7-one, 6-[2-{4-[[l-[{5-(hydro*yraethyl)-2- 
fucanyl] methyl] -lH-benzinidazol-2-yl] methyl] -1-piperidinyl] ethyl] -2. 5- 
dimethyl- (9CI) (CA INDEX NAME) 



HO-CH2 



CH 2 



9 
r 



132551-28-1 CAPLUS 

2-7uranmethanol. 5-{ [2- [ (l-oethyl-4 -pipe ridi nyl) methyl] -lH-benzimidazol-1- 
yl J methyl]- (9CI) (CA INDEX NAME) 



Habte 
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Kb 



KM 132551-31-6 CAPUTS 

O* 1-Piperidineethanol, 4-[ (1- 1 (5- (bydroxymethyl) -2-furanyl) methyl) -1B- 

benzimidazol-2-yl] methyl]-. (2E) -2-butenedioate (2:1) (salt) (9C1) (CA 
INDEX MAKE) 

CM 1 

CRN 1325S1-30-S 
CHF C21 H27 N3 03 




CH2- OH 



CM 2 
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CH2-OH 



RN 132551-34-9 CAPUTS 

CM 2-Puranaethanol, 5- [ (2- ( { 1- (2- |pyr»zi nylaaioo) ethyl] -4-pip«ridanyl] nethyl} - 
lB-benzimidazol-l-yl] methyl) -, (2E) -2-butenedioate (1:1) (salt) (9C1) (CA 
INDEX NANS) 

CM 1 

CRN 132551-33-8 
CHF C25 H30 N6 02 




CH2— OH 



CM 2 

CRN 110-17-8 
CMP C4 H4 04 



CRN 110-17-8 Double bond geometry as shown. 

CMP C4 B4 04 



Double bond go one try as shown. 




x^f/^H RN 132551-35-0 CAPLUS 

H °2 C CN 2-Furanmethanol. 5- [ [2-[ (l-(2- (2-pyrimidinylamino) ethylj -4- 

piperidinyl] methyl] -lH-benziiaidazol-l-ylJ methyl}- (9CI) (CA INDEX NAME) 

RN 132551-32-7 CAPLUS 

CN 2-Furanmethanol, 5-( 12- [ (l-(2- [ (6-chloro-3-pyrida2inyl) anino}ethyl] -4- 
pipericUryl] methyl] -lH-b«nzimidazol-l-yl] methyl]- (9CI) (CA INDEX NAME) 




RN 132551-37-2 CAPLUS 

CN 2-Furanmethanol, 5-( [2-l[l-[2- (3-pyridazinylamino) ethyl] -4- 
piperidinyl]methyl] -lH-benzimidazol-l-yl] methyl] ethanedioate (1:3) 
(salt) (9CI) (CA INDEX NAME) 

CM 1 

CRN 132551-36-1 
CMP C25 H30 N6 02 




CM 2 

CRN 144-62-7 
CMP C2 H2 04 




CM 2 

CRN 144-62-7 
CMP C2 H2 04 



0 0 
II II 
HO-C-C-QH 



RN 132551-76-9 CAPLUS 

CN 2-Furanmethanol, 5- [ [2- [ (l-methyl-4-piperidinyl) amino] -lH-benzimidazol-1- 
yl) methyl J- (9CI) (CA INDEX NAME) 



Me 

\ 




RN 1325S1-77-0 CAPLUS 

CN 3-Furanmethanol, S-((2-[ ( 1 -methyl- 4 -pi peridinyl) ami noj -lB-benzimidazol-1- 
yl] methyl]- (9CI) (CA INDEX NAME) 



RN 132551-39-4 CAPLUS 

CN 3 (2H) -Pyridazinone, 6-{(2-(4-[[l-[ [5- (hydroxymethyl) -2-furanyl} methyl} -1H- 
benzimidazol-2-yl] methyl] -1 -pi peridinyl] ethyl] amino] ethanedioate (2:5) 
(salt) (9CI) (CA INDEX NAME) 

CM 1 

CRN 132551-38-3 
CMP C25 H30 N6 03 



Habte 
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(Continued) 



q 



RN 132551-78-1 CAPLUS 

CN l-Pip«ridinecarboxylic acid, 4-[ [3-{{5- (hydroxyaethyl) -2-furaoyl]nethyl) - 
tH-benzi»idazol-2-yl] aaiao] -. ethyl ester (9C1) (CA INDEX NAKB) 




RN 132551-80-5 CAPLUS 

CN lH-Benzinidazol-2-aaine. l-[{S-(Batho*yBethyl)-2-furanyl]iiethyl]-N-4- 
piperidinyl-, <2E) -2-butenedioate (1:2) (9CI) (CA INDEX HAKE) 



CRN 132551-79-2 
CMP C19 B24 N4 02 



CRM 110-17-8 
CK7 C4 H4 04 



132551-82-7 CAPLUS 

lH-BenzlBidazol-2-aaine, 1- | { 5- (Bethoxyaethyl) -2-furanyl] oetbyl) -N- (1- 1 2- 
(4-Btethcayphenyl) ethyl) -4-piperidinyl)-, (2B) -2-butenedioata (1:2) (9C1) 
(CA INDEX MAKE) 



CRN 132551-81-6 
Ot7 C2B H34 N4 03 



CRN 110-17-8 
Q47 C4 H4 OA 



Double bond ge one try as shown. 
HO*" 



132551-84-9 CAPLUS 

4H-Pyrido[l,2-a)pyriiaidin-4-one. 3-(2-{4- [ (1- [{5- (methoaynethyl) -2- 
furanyU aethylj -lH-benzinidazol-2-yl) ani no] -1 -piperidinyl] ethyl] -2-raethyl- 
, (2E)-2-butenedioate (1:2) (9CI) (CA INDEX NAME) 



CM 



1 



ANSWER 31 07 46 CAPLUS COPYRIGHT 2003 ACS 



CRN 132551-83-8 
CMP C30 H34 N6 03 



rrY* 

^N v Ji— C 



CH2-OMe 



CRN 110-17-8 
CMP C4 H4 04 

Double bond geometry as shown. 
RN 132551-86-1 CAPLUS 

CN 5H-Thiazolol3,2-a]pyriaidin-5-one. 6- [2- (4- ( [1- [ [5- (raethoxynethyl) -2- 

furanyl] nethyl] -lH-benzinidazol-2-yl] ani no] -1 -piperidinyl) ethyl] -7-methyl- 
, (2E)-2-butenedioate (1:2) (9CI) (CA INDEX NAME) 

CM 1 

CRN 132551-85-0 
CMP C2B H32 N6 03 S 



31 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 

PAGE 1-A 

M0O-CH2 



CH 2 



cq 

NH 

6 



N >=0 



CRN 110-17-8 
CMP C4 H4 04 



Double bond ge one try as shown. 



RN 132551-87-2 CAPLUS 

CN 2-7uranoethanol, 5- [ [2- (4-piperidinylaaino) -IH-benziiaidazol-l-yl] nethyl] - 
(9CI) (CA INDEX NAME) 



Habte 



6/02/2003 



10/030,202 
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HO-CH2 




132SS1-8B-3 CAPLUS 

5H-T.trazol-S-on*. l-ethyl-1.4-dihydro-4-(2-{4-( (5- (bydroxy*«thyl) -2- 
furanyl] oathyl] -lB-benzijaidazol-2-yl] aaino] -1-piparidinyl] tthyl} - (9CI > 
(CA INDEX NAME) 



f 

CH2- 



-H 




6 



B2 
B2 



132551-99-4 CAPLUS 

SH-Thiazolo[3,2-a]pyti&idin-5-one, 6-(2-[4-[ (l-l [5- (hydroaynethyl) -2- 
furanyl] mthyl) -lH-benzioidazol-2-yl] aaino] - 1 -pip«ridinyl) ethyl) -7-aethyl- 
(9C1) (CA INDEX NAME) 



N >=0 



132551-90-7 CAPLUS 

5H-Tniazolo[3. 2-a] pyrinidin-5-one. 2, 3-dihydro-6- [2- [4- [ [1- [ [5- 
(hydroxymthyl) -2-furanyl] nathyl] -lH-b«nxiiaidazol-2-ylJ aaiao) -1- 
piperidinyl] ethyl] -7-nethyl- (9CI) (CA INDEX NAME) 



L4 ANSWER 31 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 

PAGE 1-A 

HO— CH2 



T 

CH2- 



NH 

6 



ANSWER 31 OP 46 CAPLUS COPYRIGHT 2003 ACS 
^CH2- CH2— OEt 



CRN 144-62-7 
CKF C2 H2 04 



Me 

\ 



RN 1325S1-92-9 CAPLUS 

CN 2-Furanmethanol, S-[[2-Ul- (2-ethoxyethyl) - 4 -pipe ridinyl] aaino] -1H- 
benzinidazol-l-yl]B*thyl]-. ethanedioate (1:2) (salt) (9CI) (CA INI 
NAME) 



CRN 132551-91-8 
CMF C22 H30 N4 03 



0 O 
II II 
HO-C-C-0 



132551-93-0 CAPLUS 

4H-Pyrido(l,2-a]pyrinidin-4-one, 3-[2-[4-[ {l-[[5- (hydrroxynethyl) -2- 
furanyl] methyl] -lH-benziaidazol-2-yl] aaino] -1-pipecidinyl] ethyl] -2-methyl- 
(9CI) (CA IN0EX NAME) 



CH2-OH 

p 



132551-94-1 CAPLUS 

1-Butanone, 1- (4-f luorophenyl) -4- (4- I tl-[ {5- (hydroxynethyl) -2- 
furanyl) aethyl] -lH-benzinidazol-2-yl] amino) -1-piperidinyl] - (9CI ) 
INDEX NAME) 



Habte 



6/02/2003 
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J* (CB 2 )3-C— 
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ox 



RN 132551-96-3 CAPLUS 

CM 1 -Pi peridi Methanol, .alpha. -| 14-fluoropheno«y)»ethyl]-4-I{l-([5- 

(hydro»y«tiiyl)-2-furanyl]»«thyl).lH-b«nri«ida2ol-2-ylJ««inoJ- (9CI) (CA 
INDEX MAKE) 



Kit 1325S1-9S-2 CAPLUS 

CM 2B-Benzimidazol-2-one, 1 . 3-dibydro-l- (2- [4- [ { 1- ( (5- (hydroxy** thy 1) -2- 
furanyl) methyl) -lfi-benzimidazol-2-yl) amino) -1-piperidinyl] ethyl) - (9CI) 
(CA INDEX NAffS) 




r 

CH2- 



3 




RN 132551-97-4 CAPLUS 

CM 4-Piperidinamine. 1-acetyl-N- { 1- { ( 5- (hydroxyn*tbyl) -2-furanyl] methyl] -1H- 
bcnzimidazol-2-yl] - (9CI) (CA INDEX NAME) 



RN 132551-98-5 CAPLUS 

CM 1-Piperidineacetonitrile. 4-[ [1- [ [5- (hydroayraethyl) -2-furanyl] methyl] -1H- 
benzimidazol-2-yl] amino]- (9CI) (CA INDEX NAME) 



L4 ANSVER 31 07 46 CAPLUS COPYRIGHT 2003 ACS 
^CH2— CM 



L4 ANSVER 31 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




RN 132551-99-6 CAPLUS 

CN 2-7uranmethanoX, 5-{ (2- [ (1- (2-aminoetbyl) -4-piperidinyl] amino] - 
benzimidazol-l-yl] methyl]- (9CI) (CA INDEX NAME) 



CH2-CH2-NH2 




CH2-0H 



RN 132552-00-2 CAPLUS 

CN lH-Pyrrole-2-carboaamide, N- [2-[4-[ [l-( [5- (hydroaymethyl) -2- 

furanyl] methyl) -lH-benzimidazol-2-yl] amino] -1-piperidinyl] ethyl] -1 -me thyl- 
(9CI) (CA INDEX NAME) 



-O" 

CtL~i>- 



CH2-CH2-NH- 



RN 132552-02-4 CAPLUS 

CN 2-7uranraethanol, S-t[2-((l-[2-{ (3-nitro-4-pyridinyl) amino) ethyl) -4- 

pipe ridinyl) amino] -lH-benziraidazol-l-yl) methyl)- (9CI) (CA INDEX NAME) 




CH2-OH 



RN 132552-03-5 CAPLUS 

CN 7H-l90«azolo[2,3-a]pyrimidin-7-one, 6- (2- [4- [[l-[ (5- (hydroaymethyl) -2- 
f uranyl] methyl] -lH-benzimidazol-2-yl] amino] -1-piperidinyl] ethylj -2, 5- 
dimethyl- (9CI) (CA INDEX NAME) 




CH2 - CH2— NH— 



r9 



CH2-OH 



RN 
CN 



132552-01-3 CAPLUS 

3-Furanearboianide. N-[2-{4-{{l-[[5- (hydroxymethyl) -2-furanyl] methyl] -1H- 
benzimidazol-2-yl] amino] -1-piperidinyl) BthylJ- (9CI) (CA INDEX NAME) 



Habte 



6/02/2003 



10/030,202 
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PAGE J -A 

B0-CH2 



L4 ANSWER 31 OT 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




CH2-CH2-OBt 



3 



RK 132552-05-7 CAPLUS 

CN 3-Furanaethanol, 2- [ (2-{ [l-(2- (4-Bethoxyphenyl) ethyl] -4-piperidinyl] amino] - 
lB-b«nzimidazol-l-yl]Bethyl)- (SCI) <CA INDEX HAMS) 




H. 

N >=0 



RN 132552-04-6 CAPLUS 

CN 3-Furanmathanol, 5-[ (2-[ [1- (2-ethoxyethyl) -4-piperidinylJ amino] -1H- 
benzimidazol-l-ylj methyl)- (9CT) (CA INDEX NAME) 



RN 132552-06-B CAPLUS 

CN 3-Furanaethanol, 2- [ t2-{ (l-aethyl-4-piperidinyl) amino] -lH-benzinidazol-1- 
yljoathyl]- (9CI) (CA INDEX NAME) 



q 



132552-07-9 CAPLUS 

2H,6H-Pyrimido[2,l-b] (1, 3] thiazin-6-one, 3,4-dihydro-7-(2-[4-[[l-[(5- 
(hydroaymethyl) -2-furanyl] methyl] -lH-benzimidazol-2-yl] amino] -1- 
piperidinyl] ethyl] -e-raethyl- (9CI) (CA INDEX NAME) 



L4 ANSWER 31 OP 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 

CH2-OH 

O 

RN 132552-09-1 CAPLUS 

CN 2 -Fura nme t hanol , . alpha . -me thyl- 5 - [ [ 2 - [ ( 1 -me thyl- 4 - pi pe ridi nyl ) ami no] - 1H- 
benziraidazol-l-yl] methyl]-, (2E) -2-butenedioate (2:3) (aalt) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 132552-08-0 
CMF C20 H26 N4 02 



Me 

\ 




CM 2 

CRN 110-17-8 
CMF C4 H4 04 

Double bond geometry aa ahovn. 

B02 c^^ C ° 2H 



RN 132552-11-5 CAPLUS 

CN 2-Furanmethanol, 5-{ (2- [oe thyl (1-me thy 1-4 -pipe ridinyl) amino) -1H- 

benzinidazol-l-yl) methyl]-, <2E) -2-butenedioate (2:3) (salt) (9CI) (CA 
INDEX NAME) 

CM 1 



L4 ANSWER 31 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
CMF C20 H26 N4 02 




CM 2 

CRN 110-17-8 
CMF C4 B4 04 

Double bond geometry as shown. 




RN 132552-32-0 CAPLUS 

CN 2-Furanmethanol, 5- [ [2-( (l-nethyl-3-pyrroUdinyl) amino] - lB-benzimidazol-1 - 
yl) Diethyl]- (9CI) (CA INDEX NAME) 



Me 




RN 132552-41-1 CAPLUS 

CN 2-Furanmethanol, 3-[[2-{ (l-oethyl-4-piperidinyl) amino) -lH-benziraidazol-1- 
yl) methyl]- (9CI) (CA INDEX NAME) 



CRN 132552-10-4 

Habte 
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He 

\ 




RN 132552-42-2 CAPLUS 

CH 2-Furan3ethanol, 3-( (2- ( (1- (2- (4-»ethcxyphenyl) ethyl] -4-piperidinyl] ami no] - 
lB-benzimidazol-l-yl] methyl] - (9CI) (CA INDEX NAME) 




RN 132552-43-3 CAPLUS 

CM 1-Piperidinecarboiylic add. 4- [ [1- [ [5-1 (acetyloay) methyl] -2- 

furanyljiae thy l]-lH-benzimidazol-2-yl] methyl]-, athyl eater (9CI) (CA 
INDEX NAME) 




4 



CH2~ OAC 



RN 132552-44-4 CAPLUS 

CN 2-Furanmethanol. 5- [ [2- (4-piperidinylmethyl) -lH-benzinidazol-l-yl] methyl] 
(9CI) (CA INDEX NAME) 



L4 ANSVER 31 07 46 CAPLUS COPYRIGHT 2003 ACS (Coatimted) 




CH2-0H 



RN 132552-45-5 CAPLUS 

CN IH-Benzimidazole, l-[ (5-[ (phenylmethoxy) methyl) -2-f uranyl] methyl} -2- (4- 
piperidinylmethyl) - (9CI) (CA INDEX NAME) 




RN 132552-47-7 CAPLUS 

CN 1-Piperidinecarboxylic acid, 4- 1 [1- 1 [5- (methoaymetbyl) -2-furanyl) methyl) - 
lH-benzimidazol-2-yl) amino]-, ethyl ester (9CI) (CA INDEX NAME) 




CH2-0Me 



RN 132584-59-9 CAPLUS 

CN lH-Pyrrole-2-carboxamide. N-{2-[4- t [1-1 [5- (hydroaymethyl) -2- 

f uranyl] methyl] -lH-benzinidazol -2 -yl) methyl] -1-piperidinyl) ethyl] -1-methyl- 
, ethanedloata (1:2) (salt) (9CI) (CA INDEX NAME) 

CM 1 



L4 ANSWER 31 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 

CRN 132584-58-8 
CMF C27 H33 N5 03 



C£trO-« 



3-1-^ 



CRN 144-62-7 
CMF C2H2 04 



0 0 

II II 

HO-C-C-OH 

RN 132584-61-3 CAPLUS 

CN Sulfamic acid, cycloheayl-, eompd. with 1- (4-f luorophenyl)-4-[4-[ [l-t[5- 
(hydroxymethyl) -2- f uranyl] methyl] -lH-benzimidazol-2-yl) methyl] -1- 
piperidinylj-l-butanone (2:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 132584-60-2 
CMF C29 H32 7 N3 03 



^^Tt^"-~ (CH 2 )3-C— 

Y 



CRN 100-88-9 

CMP C6 H13 N 03 S 



L4 ANSVER 31 OP 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 



a" 



RN 132584-64-6 CAPLUS 

CN 2-Furanmethanol, 6- [ [2- [ [1- (2- (4-methoayphenyl) ethyl] -4-piperidinyl] amino] - 
lH-benzimidazol-l-yl] methyl]- (9CI) (CA INDEX NAME) 



N CH 2 



4' 



RN 132584-65-7 CAPLUS 

CN 3-Furanmathanol, 5-( [2-[ (1- [2- (4-methoxyphenyl) ethyl] -4-piperidinyl] amino] - 
lH-benzimidazol-l-yl] methyl]- (9CI) (CA INDEX NAME) 



-Cr-— tX 



RN 132584-66-8 CAPLUS 

CN 1-Piperidinepropanamide, 4- [ [l-( [5- (hydroaymethyl) -2- f uranyl] methyl) -1H- 
benzimidazol-2-yl)amino]-N-(l-methyletbyl)- (9CI) (CA INDEX NAME) 



CH2-CH2-C-NHPr-i 

Q^NH-U 




Habte 



6/02/2003 
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RN 132584-68-0 CAPUJS 

C« 2-FUranmethinol. 5-[ [2-{ [1- (phenyimetbyl) -4 -pipe ridinyl] methyl} -1H- 
benzian.dazol-1-yl] methyl]-, acetate (ester) (9C1) (CA INDEX NAME) 




CH2-OAC 



IT 132352-50- 2P 132552-51-3P 132552-52-4P 
132552-59-59 132352-5«-8P 132552-51-9P 
132552-50-09 X323B4-«»-lP 

RL: SPN (Synthetic preparation); PRE? (Preparation) 
(prepn. of, intermediate for antibistaainic) 
RN 1325S2-S0-2 CAPLUS 

CN 1 -Pipe ridinecarbcxy lie acid. 4-{|l-( |S- (ethoaycarbonyl) -2-furanyl] methyl] - 
lH-b«nzimidizol-2-yl] amino]-, ethyl eater (9CI) (CA INDEX NAME) 




C-OKt 



O 



RN 132552-51-3 CAPLUS 

CN 2-Furancarboaylic acid, 5-( [2-( [1- (phanylmethyl) -4 -pipe ridinyl) methyl] -1H- 
benzimidazol-l-yl] methyl]-, ethyl ester (9CI) (CA INDEX NAME) 



IA ANSVER 31 OP 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




RN 132552-52-4 CAPLUS 

CN 2-Purancerbrarylic acid, 5-( [2-t [1-12- (4-mathe*yphenyl)etbyl] -4- 

piperidiriyl]aauoo]-lH-benri*idazol-l-yl] ■ethyl]-, ■ethyl ester (9C1) (CA 
INDEX NAME) 




r 

o 



RN 132SS2-53-S CAPLUS 

CN 3-Furancarboxylic acid, 5-[[2-l{l-l2-(4-methoayphenyl)ethyl]-4- 

pip*ridinyl]a*ino)-lH-benzloidazol-l-yl] methyl] -. ethyl ester (9CI) (CA 
INDEX NAME) 




O 



RN 132S52-S6-B CAPLUS 

CN 3-Furanearboxylic acid, 5- [ [2- [ (l-methyl-4-piperidinyl) amino] -1H- 



L4 ANSWER 31 OP 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 

benzimidazol-l-yl] methyl}-, ethyl ester, (2E) -2-butenedioate (1:2) (9CI) 
(CA INDEX NAME) 



CRN 132552-55-7 
CMF C21 H26 N4 03 



CRN 110-17-8 
CMP C4 H4 04 



RN 132552-57-9 CAPLUS 

CN 3-Purancarbomylic acid, 2- [ [2- [ { 1- [ 2- (4-nethoxyphenyl) ethyl] -4- 

piperidinyl] amino] -lH-benzinidazol-l-yl] methyl]-, ethyl eater (9CI) (CA 
INDEX NAME) 




132552-58-0 CAPLUS 

1-Piperidinecarboaylic acid, 4-[ (l-( [3- (ethoaycarbonyl) -2-furanyl] methyl] - 
lB-benzinidazol-2-yl]aaino}-, ethyl ester (9CI) (CA INDEX NAME) 



Habte 



L4 ANSWER 31 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 



f 

BtO-C 



Et O-C 



RN 132584-69-1 CAPLUS 

CN 1 -Pipe ridineearbo«y lie acid. 4- ({!-([ 2- (methoaycarbonyl) -3-furanyl] methyl] - 
lH-benzimidazol-2-yl] amino]-, ethyl ester (9CI) (CA INOEX NAME) 



II 

C-OEt 
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TITLE: 

INVENTOR ( S) : 
PATENT ASSIGNEE(S): 
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Preparation of ( (bi cyclic heterocyclyl) amino] hexahydro- 
lH-azepines and - pyrrolidines as antihistamines 
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di hydrochloride <9CI> (CA IKOEX HAKE) 



DOCUMENT TYPE: 
LANCUACB: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



Patent 

English 

1 



OTHER SOURCE(S): MARPAT 110:2128S5 

GI For diagram (a), see printed CA Issue. 

A8 Title compds. I (R - H, CI -6 alkyl; Rl - H, CI -10 alkyl. C3-6 cycloalkyl, 
etc.; A1-A4 - CH:CBCH:CH, N:CHCH:CH, CH:NCH:CH, CH:CHN:CH, CH:CBCH:N, 
N:CHN:CH, CH:NCH:N wherein 1 or 2 H nay be replaced by halo, Cl-6 alkyl, 
Cl-6 alkoay, F3C, HO; B - CH2, O, SO, S02. R2Ni R2 - H, Cl-6 alkyl, C3-6 
cycloalkyl, Cl-6 alkylcarbonyl, Cl-6 alkoaycarbonyl, etc. ; L - H, Cl-6 
alkylcarbonyl, Cl-6 alkyl sulfonyl, Cl-6 alkoaycarbonyl, (un) substituted 
C2-6 alkenyl, etc.i n - 0, 2), a pharmaceutical^ acceptable salt, or 
stereocheo. isomeric form thereof, are prepd. HeNCO and 
N-[l- (2-aminoethyl) -3-pyrrolidinyl] (4-f luorophenyl) methyl) -1H- 
benzinidazol-2-amine were reacted in TH7 to give I (L - HeNHC0NHCH2CH2> R 
- H, B - NH; Rl - 4-FC6H4CH2I A1-A4 - CH:CHCH:CH» n - 0) which had ED50 of 
0.01 eg/kg for protection of rats from compd. 48/BO-induced lethality. 

IT 120429-68-7P 

RL: RCT (Reactant)i SPN (Synthetic preparation) ; PREP (Preparation); RACT 
(Reactant or reagent) 

(prepn. and reaction of, in prepn. of allergy inhibitors) 
RN 120429-68-7 CAPLUS 

CN lH-Benzimidazol-2-amine, 1- (2-pyridinyl«ethyl) -N-3-pyrrolidinyl-. 



H 



PATENT NO. 


KIND 


DATE 




APPLICATION NO. 


DATE 








EP 


297661 


Al 


19890104 




EP 1988-201291 


19880623 


• 2 HC1 






EP 


297661 


Bl 


19920916 














R: AT, BE, 


CH, 0E, 


ES, FR. GB, 


, GR, IT, LI, LU, NL, 


, SB 








CA 


1317939 


Al 


19930518 




CA 1988-568377 


19880602 


IT 120429-38-9P 


120429- 53 -CP 


1204 29- 54- 1 P 


AT 


80628 


S 


19921015 




AT 1988-201291 


19880623 


120429-59-8P 


120429-60-9P 


120429-66-5P 


ES 


2052686 


T3 


19940716 




ES 1988-201291 


19880623 


120429-67-8P 


120429-88- TP 


120429- 83 -«P 


Ml 


8818353 


Al 


19890105 




AU 1988-183S3 


19880624 


120429-90-5P 


120429-92-7P 


120429-94-9P 


Ml 


603684 


B2 


19901122 








120429-98- JP 


120430-OO-4P 


120430-19-5P 


JP 


01034979 


A2 


19890206 




JP 1988-161124 


19880630 


12043O-21-9P 


12043O-25-3P 


12043O-31-1P 


ZA 


8804 696 


A 


19900328 




ZA 1988-4696 


19880630 


120*3 0-J3-3P 


120430-38-8P 


120430-4 1-3 P 


IL 


86921 


Al 


19921115 




IL 1988-86921 


19880630 


12043O-43-5P 


120*3 0-50-4P 


12043O-88-4P 


US 


498B689 


A 


19910129 




US 1989-338440 


19890413 


12043O-7O-BP 


120430- BO-OP 


12043 0-83-3 P 


US 


S071846 


A 


19911210 




US 1990-609989 


19901106 


12043 O-86-fiP 


120430- B8-8P 


12O430-93-5P 


US 


5151424 


A 


19920929 




US 1991-756673 


19910909 


120431-OO— TP 


120431-O3-0P 


12O431-09-8P 


PRIORITY APPLN. INFO 


. : 




US 


1987-68515 


19870701 


12043 1-11-CP 


120431-15-4P 


120431-21-2P 










US 


1988-198960 


19880526 


120*3 1-29-OP 


120431-31-4P 


12043 1-33-CP 










KP 


1988-201291 


19880623 


12043 1-35-8? 


120*3 1-42-7P 


12043 1-44-9 P 










US 


1989-338440 


19890413 


120431-78-9P 


120445-21-8P 


120457-51-4P 










US 


1990-609989 


19901106 


120457-88-3P 


1204 57- 70- 7P 


120457-73— OP 



RL: SPN (Synthetic preparation); PREP (Preparation) 

(prepn. of, as antiallergic agent) 
120429-36-9 CAPLUS 

1-Pyrrolldlnecarboxylie acid, 3-([l-[ (5-methyl-2-f uranyl) methyl) - 1H- 
benximldazol-2-yl) amino)-, ethyl ester (9CI) (CA INDEX NAME) 



RN 120429-53-0 CAPLUS 



L4 ANSWER 32 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
CN 1-Pyrrolidinecarboaylic acid, 3-[ [1- (2-pyridinylmethyl) -lH-benzimidazol-2- 
yl) amino)-, ethyl ester, di hydrochloride (SCI) (CA INDEX NAME) 



O 




• 2 HCi 



RN 120429-54-1 CAPLUS 

CN 1-PyrrolidinecarboayUc acid, 3- [ {1- (pyrazinylmethyl) -lH-benzimidazol-2- 
yl) amino)-, ethyl ester (9CI) (CA INDEX NAME) 




RN 120429-59-6 CAPLUS 

CN 1-Pyrrolidinecarboaylic acid, 3-[ [1- (4-thlazolylmethyl) -lH-benziraidazol-2- 
yl) amino)-, ethyl ester (9CI) (CA INDEX NAME) 



O 




RN 120429-60-9 CAPLUS 

CN 1-Pyrrolidinecarbosylic acid, 3-( (1- (2-thienylsethyl) -lH-benzimidazol-2- 
yl] amino)-, ethyl ester (9C1) (CA INDEX NAME) 



L4 ANSWER 32 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




RN 120429-66-5 CAPLUS 

CN lH-Benzimidazol-2-aaine, N-3-pyrrolidinyl-l- (4-thiazolylaethyl) 
dlhyd rob r amide (9CI) (CA INDEX NAME) 




• 2 HBr 



RN. 120429-67-6 CAPLUS 

CN lH-Benzimidazol-2-amine, 1- (pyrazinylmethyl) -N- 3-pyrrolidinyl- (SCI) 
INDEX NAME) 




RN 120429-68-7 CAPLUS 

CN lH-Benzimidazol-2-aaine, 1- (2-pyridinylmethyl) -N-3-pyrrolidinyl-, 
di hydrochloride (9CI) (CA INDEX NAME) 



Habte 



6/02/2003 



10/030,202 
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•2 BC1 



RN 120429-83-6 CAPLUS 

CN lH-Benzioidazol-2-amiDe, N-3-pyrrolidinyl-l- (2- thierrylmothyl) - (9CI) (CA 
INOZX NAME) 




RN 120429-90-5 CAPLUS 

CN lH-Benzimidazol-2-aaine, 1-t (5-ae thyl-2-furanyl) methyl) -N-3-pyrrolidinyl-. 
BOnohydrochloride (9CI) (CA INDEX NAME) 




• HCl 



RN 120429-92-7 CAPLUS 

CN 4H-Pyrido[1.2-a)pyriaidin-4-one. 6.7,8. 9-tetrahydro-3-[2-{3-[ [1- (4- 
thiazolylmethyl) - lH-benzinidazol-2-yl] amino] -1-pyrrolidinyl] ethyl) -, 



L4 ANSYER 32 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
(2E)-2-butenedioate (2:5) (9CI) (CA INDEX NANS) 

CM 1 

CRN 120429-91-6 
CM7 C25 H29 N7 O S 




CM 2 

CRN 110-17-8 
CMP C4 H4 04 

Double bond go one try as shown. 




RN 120429-94-9 CAPLUS 

CN lH-Benziaidazol-2-amine, N- [1- [2- (4-aethoxyphenyl) ethyl] -3-pyrrolidinyl} -1- 
(2-pyridinylraethyl)-, (2E)-2-butenedioate (2:5) (9CI) (CA INDEX NAME) 

CM 1 

CRN 120429-93-8 
CMP C26 H29 N5 O 




CM 2 



L4 ANSWER 32 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 

CRN 110-17-8 
OtP C4 H4 04 

Double bond geometry as shown. 




RN 120429-98-3 CAPLUS 

CN lH-Benzimidazol-2- amine, N- [ 1 - [ 2- (4-csethoxyphenyl) ethyl] -3-pyrrolidinyl] -1- 
(2-thienylmethyl)-, ethanedioate (1:2) (9CI) (CA INDEX NAME) 

CM 1 

CRN 120429-97-2 
CMP C25 H2B N4 0 S 




OMe 



CM 2 

CRN 144-62-7 
CM7 C2 H2 04 



0 0 
II II 
HO-C-C-OH 



RN 120430-00-4 CAPLUS 

CN Carbaaic acid. {2-[3-((l-(2-thienyloethyl)-lH-benzioidazol-2-yl]aaino]-l 
pyrroUdinyl) ethyl]-, ethyl ester, ethanedioate (1:2) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 120429-99-4 
CMP C21 H27 N5 02 S 



L4 ANSWER 32 OP 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




CM 2 

CBN 144-62-7 
CMP C2 H2 04 



0 0 
II II 

HO-C-C-OH 



RN 120430-19-5 CAPLUS 

CN 2H-l-Benzopyran-2-one, 3-(2- [3-[ [1- (4-thiazolylaethyl) -lH-benzloidazol-2- 
yl] amino] -1 -pyrroUdinyl] ethyl]-, (2E) -2-butenedioate (2:3) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 120430-18-4 
CMP C26 H25 N5 02 S 




CM 2 

CRN 110-17-8 
CMP C4 H4 04 

Double bond geometry as shown. 

,002H 
HD2C^^~^ 



RN 120430-21-9 CAPLUS 

CN 2H-l-Benzopyran-2-one. 3- [2- (3- [ { 1- (2-pyridinylmethyl) -lH-benzinidazol-2- 
yl) amino] -1-pyrrolidinyl] ethyl)-. (2E) -2-butenedioate (2:3) (9CI) (CA 



Habte 



6/02/2003 



10/030,202 
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L< AKSVEB 32 07 46 CAPLUS COPYRIGHT 2003 ACS 
INDEX NAME) 



CRN 120130-20-8 
CMP C2B H27 N5 02 



CRM 110-17-8 
CK7 C4 H4 04 

Double bond geometry as shown. 
RN 120430-25-3 CAPLUS 

CN 2H-l-Benzopyran-2-one, 3- [2-(3-[ (1- (2-thienylmethyl) -lH-benzinidaiol-2- 

yl]aminoJ -1-pyrrolidinyl] ethyl]-, ethanedioate (1:2) (9C1) (CA T 

HAMS) 

CM 1 

CRN 120430-24-2 
CMP C27 H26 N4 02 S 



ANSWER 32 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 



O O 
II il 
BD-C-C-CH 

RN 1204 30-31-1 CAPLUS 

CN 4H-Pyrido [ 1 . 2 - a J pyriaidi n-4 -one , 2 -■* thy 1 - 3 - 1 2- [ 3- \ \ 1 - ( 4 - thl azoly 1m thy I) - 
lH-benzinid«ol-2-yl] amino] -1-pyrrolidinyl} ethyl] -. (2E) -2-butenedioate 
(2:3) (9CI) (CA INDEX NAKE) 

CM 1 

CRN 120430-30-0 
CM7 C26 H27 N7 O S 



CRN 110-17-8 
CX7 C4 H4 04 



Double bond geosetry as shown. 



CRN 144-62-7 
Off C2E2 04 



RN 120430-33-3 CAPLUS 

CN 4H-Pyrido [ 1 , 2-a] pyrimidin-4 -one, 2-methyl-3- [2-[3- [ [1- (2-pyridinylaethyl) - 
lH-benzimidazol-2-yl) amino) -1-pyrrolidinyl) ethyl]-, (2E) -2-butenedloate 
(2:3) (9CI) (CA INDEX NAKE) 



CM 



120430-32-2 
C2B H29 N7 0 



L4 ANSWER 32 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 

9 



CRN 110-17-8 
CMP C4 H4 04 



RN 120430-36-6 CAPLUS 

CN 4H-Pyrido[1.2-a]pyrlaidln-4-one, 2-methyl-3-[2-[3-[ [1- (2-thienylraathyl) -1H- 
benzimidazol-2-yl] amino] -1-pyrrolidinyl] ethyl] -, (2E) -2-butenedioate (1:3) 
(9CI) (CA INDEX NAME) 

CM 1 



CRN 120430-35-5 
CMP C27 H2B N6 O S 



CRN 110-17-8 
CM7 C4 H4 04 



Double bond geometry as shown. 



L4 ANSWER 32 07 46 CAPLUS 
= ,C02H 



2003 ACS (Continued) 



RN 120430-41-3 CAPLUS 

CN 4H-Pyrido{l, 2-a) pyrimidin-4 -one. 2-methyl-3-(2-[3-[ll-[ (5-methyl-2- 
furanyl) methyl) -lH-benzimidazol-2-yl] amino] -1-pyrrolidinyl) ethyl] -, 
(2E) -2-butenedioate (2:3) (9CI) (CA INDEX NAME) 



CM 



CRN 
CMP 



120430-40-2 
C28 H30 N6 02 



CRN 110-17-8 
CM? C4 H4 04 



Double bond geometry as shown. 



H02C 



120430-43-5 CAPLUS 

4H-Pyrido[l, 2-a] pyrimidin-4 -one, 6,7,8.9-tetrahydro-2-mathyl-3-{2-(3-[[l- 
(2-thienylm*thyl) -lH-benzimidazol-2-yi} amino] -1-pyrrolidinyl] ethyl] -, 
(2E) -2-butenedioate (1:2) (9CI) (CA INDEX NAME) 

CM 1 



CRN 
CMP 



120430-42-4 
C27 H32 N6 0 S 



Habte 



6/02/2003 



10/030,202 
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9 



CRM 110-17-8 
CMF C4 B4 04 



RN 120430-50-4 CAPLUS 

CN 4H-Pyrido[l,2-a]pyrinidin-4-one, 6,7,B.9-tetrahydro-2-oethyl-3-[2-[3-C [1- 
[ (S-iMthyl-2-furanyl)oethylJ-lH-benziaidazol-2-yl]anino}-l- 
pyrrolidinyl] ethyl]-, (2E) -2-butenedioate (2:3) <9CI) (CA INDEX KAKE) 

CM 1 



CRM 120430-49-1 
CMF C28 H34 N6 02 



Mo 



CRN 110-17-8 
CMF C4 H4 04 



L4 ANSWER 32 OF 46 CAPLUS COPYRIGHT 2003 ACS 
Double bond geoetetry as shown. 



(Continued) 



RN 120430-68-4 CAPLUS 

CN lH-Benziaidazol-2-aeune, N-[l-{2-(4-ettthoxyphenyl)ethyl)-3-pyrroUdinyl]-l- 
(4-thiazolylawtbyl)-. ethanedioate (1:2) (9C1) (CA INDEX NAME) 



CRN 120430-67-3 
CMF C24 H27 NS O S 



■-(x. 



CRN 144-62-7 
CKF C2 H2 04 



o o 

II II 

HO-C-C-OH 



120430-70-8 CAPLUS 

lH-Benzioidazol-2-anine. N- [1- [2- (4-aethoxyphenyl) ethyl] -3-pyrroUdinyl] -1- 
t(S-oethyl-2-furanyl)oetbylJ-. ethanedioate (1:2) (9CI) (CA INDEX NAME) 



CRN 1204 30-69- S 
CMF C26 H30 N4 02 



L4 ANSWER 32 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




CM 2 

CRN 144-62-7 
OtF C2 H2 04 

0 O 
II II 
HO-C-C-CH 

RN 120430-80-0 CAPLUS 

CN 1-Pyrrolidineacetonitrile, 3-( [1- (2-pyridiny Methyl) -lH-benziuidazol-2- 
yl] amino]- (9CI) (CA INDEX NAME) 




RN 120430-83-3 CAPLUS 

CN 1-PycroUdineacetonitrile, 3- [ U~ (pyrazinylaethyl) -lH-benzisddazol-2- 
ylj amino]-. (2E)-2-butenedioate (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 120430-82-2 
CMF C18 HI 9 N7 




Habte 



L4 ANSWER 32 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
CM 2 

CRN 110-17-B 
CMF C4 H4 04 

Double bond geonetry as shown. 
C02H 



RN 120430-86-6 CAPLUS 

CN lB-Benziaidazol-2-anine, N- [1- (2-aminoethyl) -3-pyrrolidinyl] -1- (2- 
pyridinylaethyl) - (9CI) (CA INDEX NAME) 




RN 120430-88-8 CAPLUS 

CN lH-Benzimidazol-2-anine, N-[l-(2-aninoethyl) -S-pyrroUdinyll-l- 
tpyrazinyloethyl) - (9CI) (CA INDEX NAME) 




RN 120430-93-5 CAPLUS 

CN Carbaaic acid, [2-(3-{ [1- (4-thiazolyloethyl) -lH-benziaidazol-2-yl]aaino3 -1 
pyrrolidinyl) ethyl]-, ethyl ester (9CI) (CA INDEX NAME) 




RN 120431-00-7 CAPLUS 

6/02/2003 



10/030,202 



ANSWER 32 07 46 CAP IDS COPYRIGHT 2003 ACS (Continued) 
lH-Benzi«idazol-2-ajdn«. N- (1- (2-aminoethyl) -3-pyrrolidinyl] -1- (4- 
thiazolyUathyl)- (9CI) (CA INDEX KAHE) 



-CH2- CH2-NH2 



Page 97 

L4 ANSWER 32 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 



120431-03-0 CAPLUS 

lB-Benzi»ddazol-2-aaune. N-[l- (2-e*ino«thyl) -3-py r rolidinyl] -1- (2- 
thlenylaMtbyl)-. (2B) -2-butenedioate (1:3) (9CI) (CA INDEX NAME) 



CRN 120431-02-9 
CK7 C18 H23 NS S 



CH2— CH2-NH2 



CRN 110-17-8 
CMP C4 H4 04 



Double bond geometry as shown. 



H02C 



120431-11-0 CAPLUS 

lH-Benziaddazol-2-aaine. 1- (pyraiinylaethyl) -N- | 1 - ( 2- (2- 
pyrinidinylaoino) ethyl) -3-pyrrolidinyl]-. (2E) -2-butenedioate (2:3) (9CI) 
(CA INDEX NAME) 



CRN 120431-10-9 
GK7 C22 H2S N9 



CRN 110-17-8 
CMP C4 H4 04 



120431-09-6 CAPLUS 

lH-Benzimidazol-2-aoine. N-(l-[2-(2-pyriaidinylaadno)ethyl)-3- 
pyrroUdinyl)-l-(4-thiazolyljaethyl)-, (2E) -2-butenedioate (2:3) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 120431-08-5 
CMP C21 H24 N8 S 



CRN 110-17-8 
CM7 C4 H4 04 



Double bond go one try aa sham. 



H02C 

RN 120431-15-4 CAPLUS 



L4 ANSWER 32 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 

CN lH-Benzimidazol-2-anine. N- [l-[2- (2-pyrimidinylamino) ethyl] -3- 

pyrrolidinyl]-l-(2-thienyljaethyl)-, ethanedioate (1:3) (9CI) (CA INDEX 

NAME) 

CM 1 

CRN 120431-14-3 
CMP C22 H25 N7 S 



L4 ANSWER 32 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




RN 120431-29-0 CAPLUS 

CN lB-Benzinidazol-2-aaine, N- [ 1- (2-isothiocyanatoethyl) -3-pyrrolidinyl J -1- (4- 
thiazolyljasthyl)- (9CI) (CA INDEX NAME) 



CRN 144-62-7 
CM7 C2 H2 04 



O O 
II II 
HO-C-C-OH 

RN 120431-21-2 CAPLUS 

CN lH-Benziraidazol-2-aoine, 1- (2-pyridinylmethyl) -N-[l-{2-(2- 

pyrinidinylanino) ethyl] -3-pyrrolidinyl]-, (2E) -2-butenedioate (2:3) (9CI) 
(CA INDEX NAME) 

CM 1 



CRN 120431-20-1 
CMP C23 H26 N8 



MB— ^N— CH 2 - CH2- NH — (f^J 




RN 120431-31-4 CAPLUS 

CN lH-Benzimidazol-2-amine, N-{1- (2-isothiocyanatoethyl) -3-pyrrolidinyl] -1- (2- 
thienylaethyl)- (9CI) (CA INDEX NAME) 



CH2-CH2-N=C=S 



RN 120431-33-6 CAPLUS 

CN Yhiourea, N- (4-aaino-3-pyridinyl) -N*-{2-{3-[[l- (4-thiazolylmethyl) -1H- 
benzimidazol-2-yl]aaino]-l-pyrrolidinylJ ethyl]- (9CI) (CA INDEX NAME) 



N CH2-CH2-NH-C- 



C-NH— 



120431-35-8 CAPLUS 

Thiourea. N- (4-anino-3-pyridinyl) -N' - [2- [ 3- [ [1- (2-thienylaethyl) -1H- 
benzinidazol-2-ylJaaino]-l-pyr rolidinyl] ethyl]- (9CI) (CA INDEX NAME) 



CRN 110-17-8 
CM7 C4 H4 04 



Double bond geoaetry as shown. 

Habte 



6/02/2003 



10/030,202 
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L4 ANSWER 32 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
J^J^jV" KB— ^Nl — Ca 2 - CH 2 - KH-C- 



120431-42-7 CAPLUS 

lH-I«idazo[4.S-c]pyridin-2-a*lC5e, N-[2-[3-{{l- (4-thiazolylaethyl) -1H- 
benzi»idazal-2-yl] aaino] -1-pyrrolidinyl] ethyl] ethanedioate (1:4) (9CI) 
(CA INDEX NAHB) 



CM 



CRN 120431-41-6 
CK7 C23 H25 N9 S 



L4 ANSWER 32 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
Off C24 H26 K8 S 



9 



CRM 144-62-7 
Off C2H2 04 



NH-CH2-CH2 



r 



RN 120431-78-9 CAPLUS 

CN lH-Benzinidazol-2-anine. N-3-pyrcolidinyl-l- (2-thienylaethyl) - 
ethanedioate (1:1) (9CI) (CA INDEX NAME) 



CRN 120429-83-6 
CKP C16 HI 8 N4 S 



CRN 144-62-7 
Off C2H2 04 



o o 
I! II 

HO-C-C-GH 



6 



120431-44-9 CAPLUS 

lH-Imidazo(4. S-c] pyridin-2-araine, N- [2-{3-{ [1- (2-thienyLaethyl) -1H- 
benzioidazol-2-yl] amino] -1-pyrrolidinyl] ethyl]-, ethanedioate (1:4) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 120431-43-8 



CRN 144-62-7 
CMP C2 H2 04 



L4 ANSWER 32 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 

O O 
II II 
HO-C-C-QH 

RN 12044S-21-8 CAPLUS 

CN 2H-l-Benzopyran-2-one, 3-[2-[3-[ [l-(pyrazinylaethyl)-lH-benzimidazol-2- 
yl) aaino] -1-pyrtoUdinyl] ethyl]-, (2E) -2-butenedioate (2:3) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 120445-20-7 
CMP C27 H26 N6 02 



L4 ANSWER 32 OP 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 

9 

P 



CRN 110-17-8 
CMP CA H4 04 



CRN 110-17-8 
CMF C4 H4 04 



Double bond g« one try aa ahovn. 



HO2C* 

RN 120457-S1-4 CAPLUS 

CN 4H-Pyrido(l,2-a]pytimidin-4-one, 6,7.8,9-tetrahydro-2-nethyl-3-I2-[3-({l- 
(2-pyridinylBethyl) -lH-benzinidazol-2-yl] aaino] -1-pyrrolidinyl] ethyl] -, 
(2£) -2-butenedioate (2:3) (9CI) (CA INDEX NAME) 

CM 1 

CRN 120457-50-3 
CMF C2B H33 N7 O 



RN 120457-68-3 CAPLUS 

CN lH-Benzinidazol-2-anine, N- { 1 - ( 2- (4-nethoxypheoyl) ethyl] -3-pyrrolidinyl] -1- 
(pycazinylmethyl) -, ethanedioate (1:2) (9CI) (CA INDEX NAME) 



CRN 120457-67-2 
CMF C25 H2B N6 O 



CRN 144-62-7 
Off C2 H2 04 



HO-C-C-CE 



Habte 



6/02/2003 



10/030,202 
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L4 ANSVER 32 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
RN 120457-70-7 CAPLUS 

CN 4H-Pyrido[l,2-a)pyrimidin-4-one. 2-methyl-3-(2-{3-[ {l-(pyrazinyl»etbyl)-lH- 
benzimidazol-2-yl] amino) -1-pyrrolidinyl] ethyl) (2B) -2-butenedioate (2:5) 
(9CI) (CA INDEX KAKZ) 

CM 1 

CRM 120457-69-4 
Off C27 H2B KB O 




O 



CM 2 

CRN 110-17-8 
Off C4 H4 04 

Double bond g oca* try as 




RN 120457-73-0 CAPLUS 

CN lH-Benzimidazol-2-amine, N- (l-methyl-3-pyrrolidinyl) -1- (2-thienylmethyl) -. 
ethanedioate (1:2) (9CI) (CA INDEX NAME) 

CM 1 

CRN 120457-72-9 
Off C17 H20 N4 S 



L4 ANSVER 32 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 



CM 2 

CRN 144-62-7 
Off C2 H2 04 



O 0 
it 11 
HD-C-C-CH 



IT 120«»-«6-SP 

RL: SPN (Synthetic preparation)! PREP (Preparation) 

(prepn. of, aa intermediate in prepn. of antiallergic agents) 
RN 120429-66-5 CAPLUS 

CN lH-Benziaidazol-2- amine, N-3-pyrrolidinyl-l- (4-thiazolylmethyl) 
dihydrobromide (9C1) (CA INDEX NAME) 




• 2 HBr 
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SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 
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PATENT INFORMATION: 



1989:173236 CAPLUS 
110:173236 

Preparation of bi cyclic condensed N- (4-piperidinyl) -2- 

imidazolamine derivatives as antihistamine agents 

Janssens, Frans Eduard; Tor remans, Joseph Leo 

Ghislanus; Diels, Gaston Stanislas Marcella 

Janssen Pharmaceutica N. V., Belg. 

Eur- Pat. Appl., 28 pp. 

CO DEN: EPXXDV 

Patent 

English 

1 



PATENT NO. 


KIND 


DATE 




APPLICATION NO. 


DATE 


EP 


295742 


Al 


198B1221 




EP 


1988-201172 


19880608 


EP 


295742 


Bl 


19920826 












R: AT, BE, C 


H, DE, 


, ES, FR, GB, 


, GR, IT, LI, LU, NL, 


, SE 


US 


4897401 


A 


19900130 




US 


1988-182814 


19880418 


CA 


1324133 


Al 


19931109 




CA 


1988-565978 


19880505 


AT 


79878 


E 


19920915 




AT 


1988-201172 


19880608 


ES 


204 5083 


T3 


19940116 




ES 


1988-201172 


19880608 


SU 


1644717 


A3 


19910423 




SU 


1988-4355903 


19B80614 


NO 


8802641 


A 


19881220 




NO 


1988-2641 


19880615 


NO 


167803 


B 


19910902 










NO 


167803 


C 


19911211 










JP 


01025776 


A2 


19890127 




JP 


1988-145933 


19880615 


OK 


8803332 


A 


19881220 




DK 


1988-3332 


19880617 


DK 


169761 


Bl 


19950220 










FI 


8802909 


A 


19881220 




FI 


1988-2909 


19880617 


FI 


90233 


B 


19930930 










FI 


90233 


C 


19940110 










AU 


8818109 


Al 


19881222 




AU 


1988-18109 


19880617 


AU 


600144 


B2 


19900802 










CN 


88103784 


A 


19881228 




CN 


1988-103784 


19880617 


CN 


1029964 


B 


19951011 










HU 


48628 


A2 


19890628 




HU 


1988-3118 


19880617 


HU 


201755 


B 


19901228 










ZA 


8804346 


A 


19900228 




2A 


1988-4346 


19880617 


IL 


86788 


Al 


19920818 




IL 


1988-86788 


19880617 


KR 


9701158 


Bl 


19970129 




KR 


1988-7315 


19880617 


US 


5006527 


A 


19910409 




US 


1989-445812 


19891204 


PRIORITY APPLN. INFO. ! 






US 


1987-63899 A 


19870619 










US 


1988-182814 A3 


19880418 










EP 


1988-201172 A 


19880608 



OTHER SOURCE (S): 
GI 



CASREACT 110:173236; MARPAT 110:173236 
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R f* 1 

.-9. 

0 CH2 
EtN X ^ v N-CH2CH2»/ \— NH— f^^tf^S 



The title coapds. [I; A1:A2A3:A4 - CH:CHCH:CH, N:CHCH:CH, CH:NCH:CH, 
CH:CHN:CH, or CH:CHCH:N optimally substituted by halo, CI -6 alkyl, Cl-6 
alkoxy, CF3 or OH; R - H, Cl-6 alkyl; Rl - (Cl-6 alkyl-substituted) 
furanyl or imidazolyl, pyrazinyl, thiazolyl; Z - Cl-6 alkanediyl; R2 - H, 
Cl-6 alkyl, C3-6 cycloalkyl, a ryl- substituted Cl-6 alkyl, Cl-6 acyl; L - 
(aryl-substituted) C3-6 alkenyl, ZR3, ZOR4, ZNR5R6, ZZ1C(0)R7, 
CH2CH (OH) CH20R9 i R3 - H, arylthio, arylsulf onyl; (un) substituted 
4,5-dihydro-5-o«o-lH-tetrazol-l-yl. etc.; R4 - Cl-6 alkyl, aryl; R5 - 
(aryl-substituted) Cl-6 alkyl; R6 - aryl, (aryl-substituted) Cl-6 alkyl, 
etc.; R7 - Cl-6 alkyl, (aryl-substituted) Cl-6 alkyl or amino, 
1-piperidinyl, 1-pyrrolidinyl, 4-morpholinyl, etc.; Zl - 0, NR8 vhere R8 - 
H, (aryl-substituted) Cl-6 alkyl; R9 - aryl; aryl - (substituted) Ph, 
naphthalenyl, (halo- or Cl-6 alkyl-substituted) thienyl, (Cl-6 
alkyl-substituted) furanyl, etc.] vere prepd. as antihistaminic agents. A 
miat. of 1- (2-bromoethyl)-4-ethyl-l,4-dihydro-5H-tetrazol-5-one 3.32, 
1- [ (5-methyl-2-furanyl) methyl) -N- (4-piperidinyl) -lH-benzimidazol-2-amine, 
4.65, Na2C03 1.6 and AcNMe2 45 parts was stirred overnight at 80. degree, 
to give 55% benzimidazole deriv. II. I protected rats against compd. 
48/80-induced lethal circulatory collapse with ED50 of 0.005-0.04 eg /kg 
p.o. or s.c. 
90S 19-9 5-9 P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(prepn. and hydrogenaticn of) 
90518-95-9 CAPLUS 

1-Piperidineacetonitrile, 4-( (1- [ (5-methyl-2-furanyl) methyl) -1H- 
benzimidazol-2-yl)amino]- (9CI) (CA INDEX NAME) 



Habte 



6/02/2003 



10/030,202 
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O O 

II It 
BO-C-C-OH 



120073-09-8 CAPLUS 

lH-Benziatidazol-2-a«ine. l-( ( 5 -methyl- 2- furanyl) methyl] -N-{l-(2-(2- 
thitnyl) ethylj -4-piperidinyl] -, ethanedioate (1:2) (9CI) (CA index NAME) 



CRN 120073-08-7 
CMF C24 H28 N4 O S 



120073-07-6? 120073-09-e? 120073-13-6P 
120073- 18-9 P 120073- 18-0 P 120073- 21 -4 P 
120073-23-6? 120073- 2 5-6 P 120073-27-0? 
12OO73-20-1? 120073-30-5? 120073-31-6? 
120073-49-6P 120073-53-2? 120073-54-3? 
120O73-56-3? 120073-79- 2? 120 11 8-05-4 P 
120116-07-6? 120115-10-1? 120116-12-3? 

RL: BAC (Biological activity or effector, except adverse)! BSU (Biological 
study, unclassified)! SPN (Synthetic preparation)! TEU (Therapeutic use)i 
BIOL (Biological study)! PREP (Preparation)! USES (Uses) 

(prepn. of, as antihistamine) 
120073-07-6 CAPLUS 

lH-Benzioidazol-2-aedne, N- (l-ethyl-4-piperidinyl) -1- [ (S-methyl-2- 
furanyl) methyl]-, ethanedioate (1:2) (9CI) (CA INDEX NAME) 

CM 1 

CRN 120073-06-5 
CM7 C20 H26 N4 0 




CRN 144-62-7 
CMF C2 H2 04 




CRN 144-62-7 
CMF C2 H2 04 



O O 
fl il 

bo— c-c— oa 



120073-1S-6 CAPLUS 

lH-Benziaidaiol-2-amine, N- [ 1- (2-ethoxyethyl) -4 -pipe ridinyl) -1- [ <5-methyl- 
2- furanyl) methyl]-, (2B) -2-butenedioate (2:3) (9CI) (CA INDEX NAME) 



CRN 120073-14-5 
CMF C22 H30 N4 02 
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CRN 110-17-8 
CMF C4 B4 04 



Double bond geometry as shovn. 



HOtC' 



120073-18-9 CAPLUS 

lH-Benzinidazol-2-aaine, l-( (5-methyl-2-furanyl) methyl) -N- [1- (3- 
phenoaypropyl) -4-piperidinyl]- (9CI) (CA INDEX NAME) 




RN 120073-21-4 CAPLUS 

CN lH-Benziaidazol-2-amine, 1- [ (5-methyl-2-furanyl) methyl] -N-[l-(3-phenyl-2- 
p rope nyl)- 4 -pipe ridinyl]-. (E) -, ethanedioate (1:2) (9CI) (CA INDEX NAME) 



(CH2)3-0Ph 



CRN 120073-20-3 
CMF C27 H30 N4 O 



Double bond go one try as shown. 



120073-19-0 CAPLUS 

2H-Benzicddazol-2-one. l,3-dihydro-l-l2-{4-[{l-( <5-methyl-2~ 
furanyl) methyl] -lH-benzimidazol-2-yl] aaino] -1 -pipe ridinyl] ethyl] - 
(CA INDEX NAME) 



CRN 144-62-7 
CMF C2 H2 04 



Habte 



6/02/2003 



10/030,202 
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O O 
II II 
HO-C-C-OB 

RS 120073-23-6 CAPLUS 

at 5fl-Tetrarol-5-one. l-etbyl-l,4-dihydro-4-[2-[4-( (l-[ (5-m«thyl-2- 
furanyl) methyl] -lB-benzimidazol-2-yl] amino) -1-pipe ridinyl) ethyl) - 
•thanedioate (1:2) (9CI) (CA INDEX NAME) 

CM 1 

OW 120073-22-5 
CKP C23 R30 N8 02 
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4- 




CRN 144-62-7 
CKF C2 H2 04 



BO-C-C-OH 



120073-27-0 CAPLUS 

2-Pentanone. 5- [4-( (1- [ (5-oethyl-2- furanyl) methyl} -lH-benzimidazol-2- 
yl) amino] -1-piperidinyl)-. ethanedioate (1:2) (9C1) (CA INDEX NAME) 



CRN 144-62-7 
CMF C2 H2 04 



120073-25-fl CAPLUS 

lH-Benzimidazol-2-amine, N-[l-( (2,3-dihydro-l,4-benzodicain-2-yl)methyl)-4- 
piperidinyl]-l-[(5-methyl-2-furanyl) methyl]-, ethanedioate (1:2) (9C1) 
(CA INDEX NAME) 

CM 1 

CRN 120073-24-7 
CMP C27 H30 N4 03 



CRN 120073-26-9 
CMF C23 H30 N4 02 




CRN 144-62-7 
CMP C2 H2 04 
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O 0 
II II 
HO- C-C- OH 



120073-28-1 CAPLUS 

1-Piperidineethanol, 4-[ [1- [ (5-methyl-2-f uranyl) methyl] -lH-benzimidazol-2- 
yl]anino]-. alpha. - (phenoaymethyl) - (9CI) (CA INDEX NAME) 



CH2- CH- CH2-0Ph 
OH 



RN 120073-49-6 CAPLUS 

CN lH-Benzimidazol-2- amine, N-{1- (2-ethoxyethyl) -4 -pipe ridinyl] -1- [ (2-raethyl- 
3-furanyl) methyl]- (9CI) (CA INDEX NAME) 



120073-30-5 CAPLUS 

Carbamic acid. {2- [4 - [ [l-( (5-iaethyl-2-furanyl) Dethyl] -lH-benzimidazol-2- 
yl] amino] -1 -pipe ridinyl] ethyl)-, ethyl eater (9CI) (CA INDEX NAME) 




CH2- CH2- OEt 



CH2- CH2- NH- <pOEt 



120073-31-6 CAPLUS 

lB-B«nzimidazol-2-amine, l-[ (5-methyl-2-f uranyl) methyl) -N- [1- (2-propenyl) - 
4-plperidinyl]- (9C1) (CA INDEX NAME) 



RN 120073-53-2 CAPLUS 

CN 1-Butanone, l-(4-fluorophenyl)-4-[4-[[l-[ (S-methyl-2- furanyl) methyl] -1H- 
benzimidazol-2-yl] amino] -1-pipe ridinyl)- (9CI) (CA INDEX NAME) 




RN 120073-54-3 CAPLUS 

CN lH-Benzimidazol-2-amine, N-[l-(2- (4-methc*yphenyl) ethyl) -4 -pipe ridinyl) -1- 
[(2-oe thy 1-3-f uranyl) methyl]- (9C1) (CA INDEX NAME) 



Habte 



6/02/2003 



10/030,202 
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RN 120073-56-5 CAPUJS 

cn lB-Benzimidazol-2-aaine, 1- { (2-aathyl- 3- furanyl) methyl] -M- (l-aethyl-4- 
pip«ridinyl)- (9CI) (CA INDEX KAME) 




CN lH-Benzimidazol-2-amine, N- (l-oethyl-4-piperidinyl) -1- (4-thiazolyliaethyl) - 
, dihydrochloride (90 > (CA INDEX NAME) 




• 2 HC1 



RN 120116-05-4 CAPUJS 

CN lH-Benzimidazol-2-amine, N-[l-{2- (4-methcxyphenyl) ethyl] -4-piperidinyl] -1- 
( (5-methyl-2- furanyl) methyl]-, ethanedioate (1:2) (9CI) (CA INDEX NAME) 

CM 1 
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CRN 120116-04-3 
CMP C27 H32 N4 02 




CM 2 

CRN 144-62-7 
CM7 C2 H2 04 

O O 
II II 
HO-C-C-OH 

RN 120116-07-6 CAPUJS 

CN lH-Beniimidazol-2-amine. l-[ (5-methyl-2-furanyl) methyl] -N- (l-methyl-4- 
piperidinyl)-, (2E) -2-butenedioate (2:3) (SCI) (CA INDEX NAME) 

CM 1 

CRN 120116-06-5 
CMP C19 H24 N4 O 




CM 2 



L4 ANSWER 33 07 46 CAPUJS COPYRIGHT 2003 ACS (Continued) 

CRN 110-17-8 
CMP C4 H4 04 

Double bond geometry as shown. 




RN 120116-10-1 CAPUJS 

CN Urea, N-methyl-N'- [2- [4- [ [l-( (5-methyl-2- furanyl) methyl] -lH-benziraidazol-2- 
yl] amino] -1 -pipe ridinyl] ethyl)- (SCI) (CA INDEX NAME) 




Me 



RN 120116-12-3 CAPUJS 

CN lH-Benzimidazol-2-amine, N- (l-methyl-4-piperidinyl) -1- (pyrazinylmethyl) - 
(9CI) (CA INDEX NAME) 




IT 90518-59-5* 90518-454-2P 90318-TJ-7P 

111921-85-89 111922-00-OP 120073-92-9P 
RL: SPN (Synthetic preparation) i PREP (Preparation) 
(prepn. of, as intermediate for antihistaminics) 

RN 90518-59-5 CAPUJS 

CN 1-Piperidinecarbcxylic acid, 4- { [l-[ (5-methyl-2-furanyl) methyl) -1H- 
benzioidazol-2-yl] amino]-, ethyl ester (9CI) (CA INDEX NAME) 
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Me 



RN 90518-64-2 CAPLUS 

CN 1- Pipe ridinecarboxy lie acid. 4-[ [1- (4-thiazolylmethyl) -lH-benzimidazol-2- 
yl) amino]-, ethyl ester (9CI) (CA INDEX NAME) 



O 




RN 90518-77-7 CAPLUS 

CN lH-Benzimidazol-2-amine. N-4 -pipe ridinyl-1- (4-thiazolylmethyl) -, 
dihydrobromide (9CI) (CA INDEX NAME) 




• 2 HBr 



RN 111921-B5-8 CAPLUS 

CN 1 -Pipe ridinecarboxy lie acid, 4- ( { 1- I (2-methyl-3-f uranyl) methyl] -1H- 
benzimidazol-2-yl] amino]-, ethyl ester (9CI) (CA INDEX NAME) 



Habte 



6/02/2003 



10/030,202 
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L4 ANSVER 34 07 * 
ACCESSION NUMBER: 
OOCUKENT NUMBER: 
TITLE: 

AUTHOR <S): 
CORPORATE SOURCE: 
SOURCE: 

DOCUMENT TYPE: 



RN 111922-00-0 CAPLUS 

CN lH-Benzimidazol-2-a*ine. l-( (2-methyl-3-furanyl)oethyl] -N-4-piperidinyl- 
(9CI) CCA INDEX NAME) 




RN 120073-92-9 CAPLUS 

CN 1-Piperidinepropananitrile, 4 - [ { 1- [ {5-cs*thyl-2-fur»nyl)Bethyl] -1H- 
benzimidazol-2-yl] amino]- (9CI) (CA INDEX NAME) 



CAPLUS COPYRIGHT 2003 ACS 
1988:562796 CAPLUS 
109: 162796 

Determination of telenzepine in human serum by gas 
chromatog rapby-mass spectrometry 
Sturm, E.i Junker, A. 

Byk Gulden Pharm. , Konstanz, 0-7750, Fed. Rep. Ger. 
Journal of Chromatography (1988), 430(1), 43-51 
CODEN: JOCRANi ISSN: 0021-9673 
Journal 
English 

OTHER SOURCE (S): CAS REACT 109:162796 

AB A method for detg. telenzepine in human serum is described. Analytes are 
obtained from alkali nized serum by eatn. of the drug using re versed -phase 
octadecylsi lane-bonded silica cartridges. Telenzepine and a demetbyl 
analog added to serum as internal std. are retained on the CI 8 cartridge 
and recovered by elution vith MeCH. The gas chromatog. properties of 
telenzepine and the internal std. are improved by a 2-step derivatization 
involving a benzodiazepinone-benzimidazole rearrangement and sieajltaneous 
formation of a He ester function. The processed est. is analyzed by gas 
chromatog. -mass spectrometry vith selected-ion monitoring. Quantification 
is linear over the range 2-40 ng/aL. Inter-day precision is within 7%, 
except at the detection limit of 2 ng/mL (161) . Application of this assay 
to routine anal, is limited by the extensive saaple pretreatment essential 
for derivatization of telenzepine. 

IT 11701»-16HSP 117019-17-7P 11701&-18-0F 

RL: SPN (Synthetic preparation)! PREP (Preparation) 

(prepn. of, for telenzepine detn. in human blood by gas chromatog.) 

RN 117019-16-6 CAPLUS 

CM 3-Thiophenecarboxylic acid, 5-methyl-4- {2- [ (4-methyl-l-piperazinyl) methyl]- 
lH-benzimidazol-l-yl) -, methyl ester (9CI) (CA INDEX NAME) 





RN 117019-17-7 CAPLUS 

CN 3-Thiophenecarboxylic acid, 4- (2- [ (4-methyl-l-piperazinyl) methyl] -1H- 
benzimidazol-l-yl]-, oethyl ester (9CI) (CA INDEX NAME) 



L4 ANSVER 34 OP 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 



RN 117019-18-8 CAPLUS 

CN 3-Thiophenecarbcxylic acid, 5-c»ethyl-4-[2-( (4-methyl-l-piperazinyl) methyl] - 
lH-benzimidazol-l-yl]- (9CI) (CA INDEX NAME) 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



PATENT ASSIGNEE (S) : 
SOURCE: 



DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



1988:437821 CAPLUS 
109:37821 

Preparation of 4- { (bi cyclic 

heterocyclyl) ne thy 1] pipe ridines and analogs as 
antihistaminics 

Janssens, Frans E. i Rennis, Ludo B. J.t Hens, Jozef 
F.i Torremans, Joseph L. G.i Diels, Gaston S. M. 
Janssen Pharmaceutica N. V., Belg. 

U.S. , 59 pp. Cont.-in-part of U.S. Ser. No. 571,135, 



CODEN: 
Patent 
English 
2 



PATENT NO. 


KIND 


DATE 




APPLICATION NO. 


DATE 


US 


4695575 


A 


19870922 




US 


1985-747754 


19850624 


ES 


539281 


Al 


19870616 




ES 


1984-539281 


19841231 


AU 


8537364 


Al 


19850912 




AU 


1985-37364 


19850107 


AU 


573673 


B2 


19880616 










CA 


1259609 


Al 


19890919 




CA 


1985-471589 


19850107 


FI 


8500079 


A 


19B50710 




FI 


1985-79 


19850108 


FI 


83867 


B 


19910531 










FI 


83867 


C 


19910910 










NO 


8 500085 


A 


19850710 




NO 


1985-85 


19850108 


NO 


160849 


B 


19890227 










NO 


160849 


C 


19890607 










OK 


8500089 


A 


19850710 




DK 


1985-89 


19950108 


JP 


60185777 


A2 


19850921 




JP 


1985-479 


19950108 


JP 


07068240 


B4 


19950726 










HU 


36471 


A2 


19850930 




HU 


1985-61 


19950108 


HU 


200338 


B 


19900528 










ZA 


8500187 


A 


19860827 




ZA 


198S-1B7 


19950108 


RO 


90622 


B3 


19861210 




RO 


1985-117252 


19850108 


SU 


1396964 


A3 


19880515 




SU 


1985-3836858 


19850108 


XL 


74018 


Al 


19880831 




IL 


1985-74018 


19850108 


PL 


145710 


Bl 


19881031 




PL 


1985-251488 


19850109 


US 


4839374 


A 


19890613 




US 


1987-94987 


19870910 


PRIORITY APPLN. INFO.; 






US 


1984-569369 


19840109 










US 


1984-671135 


19841113 










US 


1985-747754 


19850624 



OTHER SOURCE(S) : 
GI 



CASREACT 109:37821 



Habte 



6/02/2003 
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R2 




AB The title cf^pda. (It 3 of A1-A4 - (tin) substituted CH, the 4th - N. 
(un) substituted CH; B - CH2. O, SO, S02* R - substituted CI -6 alkyl. 
alkoxy, alkyl thio, amino, pyrrolidinyl, piperidinyl, hexahydroazepinyl, 
ate. i Rl - B. alkyl, cycloalkyl, (un) subs ti tuted aryl, heteroaryl, 
(hetero)aralkyl* R2 - H, alkyl) and their stereoisomers and acid salts 
vare prepd. as antihistaainics and serotonin antagonists. 
l-[ (4-71uorophenyl)tMthyl) -2- (4-piperidinylMthyl) -lH-benzimidazol-5-ol 
and PhSCH2CH2Br were re fluxed 2 h in Ke2CHCH2COMe contg. Na2C03 to give 
27.81 benziaidazole dariv. (II). I inhibited ccapd. 4B/80-induced 
lethality in rats, caused by histaaine release, with ED50 of 0.00S-0.16 
ag/kg s.c. or orally. I also inhibited gastric lesions caused by 
siaultaneous release of serotonin. 

IT 999*0-16-4 

RL: RCT (Reactant) t RACT (Reactant or reagent) 
(N-acetylation of) 

RN 99960-16-4 CAPLUS 

CN Be nz amide. N-[2-[4-l (1- (2-furanylaethyl) -lH-benziaidazol-2-ylJaethylJ -1- 
piperidinyl) ethyl J -2- (aethylaaino) - (9CI) (CA INDEX HAKE) 




IT 99944-13-5 

RL: RCT (Reactant) t RACT (Reactant or reagent) 

(debenzylation-N-acylation of, by Et chlorof ornate) 
RN 99944-13-5 CAPLUS 

CN lH-Benziaidazole, 2-[ (1- (phenylaethyl) -4 -piperidinyl] methyl] -1- (2- 
thienylmethyl)- (9CI) (CA INDEX NAME) 




IT 999S6-54-OP 

RL: RCT (Reactant) i SPN (Synthetic preparation)* PREP (Preparation)* RACT 
(Reactant or reagent) 

(prepn. and hydrolysis-decarbosylatlon of) 
RN 999S8-S4-0 CAPLUS 

CN 1 -Pipe ridinecarboxy lie acid, 4-[ {1- (4-thiazolylaathyl) -lB-benxiaidazol-2- 
yljaetbyl]-. ethyl ester (9CI) (CA INDEX NANS) 




IT 99959-22-59 

RL: RCT (Reactant) i SPN (Synthetic preparation)* PREP (Preparation)* RACT 
(Reactant or reagent) 

(prepn. and N-alkylation of, by (chloropropyl)benziaidazolone) 
RN 99959-22-5 CAPLUS 

CN lH-Benziaidazole, 1- (2-furanylaethyl) -2- (4 -pipe ridinylaethyl) - (9CI) (CA 
INDEX NAME) 




IT 999 59-55- 19 

RL: RCT (Reactant) i SPN (Synthetic preparation)* PREP (Preparation)* RACT 
(Reactant or reagent) 

(prepn. and N-alkylation of, by chloroethyl anisyl ether) 
RN 99958-55-1 CAPLUS 

CN lH-Benziaidazole, 2- (4 -pipe ridinylaethyl) -1- (4-thiazolylaethyl) -. 
trihydrobroaide (9CI) (CA INDEX NAME) 



L4 ANSWER 35 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




L4 ANSWER 35 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 

CN lH-Purine-2,6-dione, 7- [2- [4- ( II- (2-furanylaethyl) -lH-benzimidazol-2- 

yl] methyl] -1 -piperidinyl) ethyl] -3, 7-di hydro- 1, 3 -dimethyl-, 

(2E)-2-butenedioate (2:3) (9CI) (CA INDEX NAME) 

CM 1 

CRN 99954-00-4 
CMP C27 H31 N7 03 



99944- 17-9P 9 99 54-01 -3 P 99954-07-17 
99954-23-1? 999 54- 2 5-3 P 99959-51-7P 
99959-52-8P 99958-65-3P 999 39- 23 -6 P 
999S9-24-7P 999 59- 49-6 p 99959-5 1-OP 
999S9-S2-1P 99959-53-2P 999S9-60-1P 
99959-73-6P 99959-84-9P 99959-93-2P 

99959- 96-3P 99960-26-6P 99960-28-BP 

99960- 37-9P 99960-39-0P 99960-59-5P 
99960-60-89 99960-9 1-9P 99960-63- IP 
99960-64-2P 9996O-70-0P 99960— 71— IP 
99960-79-9P 99960-94-6P 99960-88-0P 

99960- 93-7P 99960— 97- IP 99960-99-3P 

99961- OB-7P 99961-09-8P 99961-11- 2P 
99961-16-7P 99961-18-9P 99941-19— OP 
99961-21-4P 99961-23-6P 99961-49-6P 
99961-51-0P 99961-53-2P 99961-55-4P 

99961- 7B-1P 99962-21-7P 99962-26-2P 

99962- 30-8P 99962-72-8P 99962-74-0P 

99962- 79-5P 99962-83-1P 99963-00-5P 

99 963- 03- BP 99963-04-9P 99963- 13-0 P 
99 963-1 5- 2P 99963- 18-5P 99963- 20-9 P 
99963-57-2P 100015— 20— IP 1000 15- 23-4 P 
10O015-24-5P 100015-3O-3P 10O015-5O-7P 

100015- 57-4P 1000 15- 58- 5P 100013-64-3P 

1000 16- 0 6-6 P 10O016-11-3P 10O016-31-7P 
100016-33-9P 100044-14-2P 100044-16-4P 

RL: BAC (Biological activity or effector, except adverse)* BSU (Biological 
study, unclassified)* SPN (Synthetic preparation)* THU (Therapeutic use) i 
BIOL (Biological study)* PREP (Preparation)* USES (Uses) 

(prepn. of, as antihistaainic) 
99944-17-9 CAPLUS 

lH-Benziaidazole, 2-[ (1- (phenylaethyl) -4-piperidinylJaethyl] -1- (4- 
thiazolylaethyl)- (9CI) (CA INDEX NAME) 



9 

P 

5 



I 

CH 2 




QCrrC- 



' N \ . CRN 110-17-8 

CH2-PH CMP C4 H4 04 



S^ 



Double bond geoaetry as shown. 



RN 99954-01-5 CAPLUS 

Habte 6/02/2003 
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L« ANSWER 35 OF «6 CAPLUS COPYRIGHT 2003 ACS (Continued) 
^C02H 



RN 99954-07-1 CAPLUS 

CM lfl-B«nri«i<t*zol«, 1- (2- furanylmethyl) -2- ( ( 1- (4 -pbenyl-3-butenyl) -4- 

pip«ridinyl]Mthyl]-, (2B) -2-butenedioate (1:2) (9CI) (CA INDEX NAME) 



CRN 99954-06-0 
CMF C29 H31 N3 0 



CT2- CH2- CH= CH- Ph 



CRN UO-17-8 
CMP C4 H4 04 



Double bond go one try as shewn. 



RN 999S4-23-1 CAPLUS 

CN LH-Benzinidaiole. 2- [ { 1 - (2-n>«thylpropyl) - 4 -piperidi nylj nethyl) -1- (4 - 
thiazolylaethyl)-, ethanedioate (1:2) (9CI) (CA INDEX NAME) 



CRN 99954-22-0 
CMP C21 H2B N4 S 



0^— ^p~0 N 



ANSWER 35 OF 46 CAPLUS COPYRIGHT 2003 ACS 



(Continued) 



CRN 144-62-7 
CMF C2 H2 04 



u 

B0-C-C-0H 

RN 99954-25-3 CAPLUS 

CN lH-Benziaidazole. 2-1 (1-14, 4 -bis (4-fluorophenyl)butyl)-4- 

piperidi nyl] methyl] -1- (4 -thiazolylaethyl) ethanedioate (1:2) (9CI) 
INDEX NAME) 

CM 1 

CRN 99954-24-2 

CMF C33 H34 F2 N4 S 




CRN 144-62-7 
CMF C2 H2 04 



O O 
II II 
HD-C-C-OH 



9995B-51-7 CAPLUS 

1-Piperidinecarboxylic acid, 4- [ H- (2-thienylmothyl) -lH-benzimidazol-2- 
yl) methyl)-, ethyl ester, monohydrochloride (9CI) (CA INDEX NAME) 



L4 ANSWER 35 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




• HC1 

RN 99959-52-8 CAPLUS 

CN IH-Benziaidazole, 2-(4-piperidinylmethyl)-l- (2-thienylmethyl) - (9C1) (CA 
INDEX NAME) 




RN 9995B-65-3 CAPLUS 

CN lH-Benzimidazole, 1- (2-furanylmethyl) -2- t (l-methyl-4 -pipe ridinyl) methyl] -. 
(2E)-2-butenedioate (2:3) (9CI) (CA INDEX NAME) 

CM 1 

CRN 99958-64-2 
CMF C19 H23 N3 O 




CM 2 

CRN 110-17-8 
CMF C4 H4 04 

Double bond ge one try as shown. 
H02C /5 ^^ C02H 

Habte 



L4 ANSWER 35 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
RN 99959-23-6 CAPLUS 

CN 2H-Benzimidazol-2-one, 1- [ 3- [4- [ [1- (2-furanylmethyl) -lH-benzimidazol-2- 
yl] methyl] -1-piperidinyl) propyl] -1,3-dihydro- (9CI) (CA INDEX NAME) 




RN 99959-24-7 CAPLUS 

CN 2H-Benzimidazol-2-one, 1- [3- [4- [ [1- (2-furanylmethyl) -lH-benziraidazol-2- 
yl] methyl] - 1-pipe ridinyl] propyl] -1, 3-di hydro-, ethanedioate (1:2) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 99959-23-6 
CMF C28 H31 N5 02 




6/02/2003 



10/030,202 
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L4 ANSWER 35 07 46 CAPLUS COPYRIGHT 2003 ACS (Contlcuftd) 
Ot 2 

CRM 144 -62-7 
CW C2H2W 




RN 99959-49-6 CAPLUS 

CN 5B-Thiazolo( 3. 2-aJ pyri«idin-S-oae. 6-[2-{4-[(l-(2-furaayl»tbyl)-lH- 
benz.inidazol-2-yl)«ethyl] -1-piperidinyl) ethyl] -2. 3-dihydro-7-M>thyl-, 
ethanedioate (1:2) (9C1) (CA INDEX NAME) 

CM 1 

CRN 99959-48-5 

CMP C27 H33 N5 02 S 



PAGE 1-A 




CH 2 



Me 



LA ANSWER 35 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 

PAGE 2-A 




CM 2 

CRN 144-62-7 
CM7 C2 H2 04 



BD-C-C-QH 



RN 99959-51-0 CAPLUS 

CN 2H-l-Benzopyr*n-2-one. 3~{2-(4-{[l-(2-furanylMthyl)-lB-b«aziaida2ol-2- 
yl]iaethylj-l-pi|»ridinyl]ethylj-, di hydrochloride (9CI) (CA INDEX NAME) 




•2 HC1 



RN 99959-52-1 CAPLUS 

CN 2H. 6H-Pyrimido[2, 1-b] [1. 3] thiazin-6-one, 7-(2-[4-[ [1- (2-furanylmethyl) -1H- 
benzioidazol-2-yl) nethyl) -1-piperidinyl) ethyl] -3. 4 -di hydro- 8 -methyl-, 
trihydrochloride (9CI) (CA INDEX NAME) 



L4 ANSWER 35 OP 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 



9 



rVY" rV-JCO 

V/ N^J* CH2- CH2 N^J 



RN 99959-53-2 CAPLUS 

CN SH-Thiazolo[3,2-a]pyrimidin-5-one, 6- [2- [4- [ [1- (2-furanylmethyl) -1H- 
benzimidazol-2-yl] nethyl] -1-piperidinyl] ethyl] -2. 3-dihydro-7-nethyl-, 
trihydrochloride (9CI) (CA INDEX NAME) 



9?, 

CH 2 — U-Y 



He 

\ 



B2 
» 2 



L4 ANSWER 35 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 



RN 99959-60-1 CAPLUS 

CN 2, 4 ( 1H, 3H) -Pyriraidinedione, 3- [2- [4- [ {1- (2-furanylmethyl) -lH-benzimidazol- 
2-yl)methyl] -1-piperidinyl] ethyl]- (9CI) (CA INDEX NAME) 



RN 99959-73-6 CAPLUS 

CN 2.4(lH.3H)-Quinazolinedione, 3-[2-[4-{ (1- (2-thienylmethyl) • 
2-yl] methyl] -1-piperidinyl] ethyl]- (9CI) (CA INDEX NAME) 



9 



RN 99959-84-9 CAPLUS 

CN 1-Piperidineacetonitrile. 4- ( [1- (2-furanylnethyl) -lfl-txmzinidazol-2- 
yllaethyl]- (9CI) (CA INDEX NAME) 



Habte 



6/02/2003 



10/030,202 

IA ANSVER 35 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




RN 999S9-9S-2 CAPLUS 

CN 1H-B«nzimidazalt, 2-1(1- (Z-iaothiocyanatoethyl) -4 -pipe ridiny 1] «e thyl] -1- (2- 
thienylaethyl)- (9CI) (CA INDEX NAME) 




KN 99959-96-3 CAPLUS 

OJ lH-B«nzi*idazole, 1- (2-furanyljMthyl) -2- ( 1 1- (2-iaothiocyanatoethyl) -4- 
piperidinyl] .ethyl]- (9CI) (CA INDEX NAME) 




KN 99960-26-6 CAPLUS 

OJ lH-Benzinidazole, 1- (2-furanyl0«thyl)-2-[(l-(phenylinethyl)-4- 
pip«ridinyl]BCthyl)- (9CI) (CA INDEX NAME) 




RN 99960-28-8 CAPLUS 

CN lH-Benzinidazole, 2- [ [1- (phenylnethyl) -4-piperidinyl]nethyl] -1- (3- 
py ridiny laethyl) - (9CI) (CA INDEX NAME) 



e 107 

L4 ANSVER 35 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




RN 99960-37-9 CAPLUS 

CN UB-B«axi*idazole. 1- (3-furanyla* thyl) -2- 1 (1- (phenylnethyl) -4- 
pipe ridiny Diethyl)- (9CI) (CA INDEX NAME) 




RN 99960-38-0 CAPLUS 

CN lH-Benzinidazole. l-[ (5-Qathyl-Z-furanyl)ae thyl] -2- ([1- (phenyl** thyl) -4- 
piperidinyl]nethyl]- (9CI) (CA INDEX NAME) 




He 



RN 99960-59-5 CAPLUS 

CN 1-Piperidinecarboaylic acid, 4- [ [1- (3-pyridinyLaethyl) -lH-benzinidazol-2- 
yljoethyl]-, ethyl ester (9CI) (CA INDEX NAME) 



L4 ANSWER 35 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




RN 99960-60-8 CAPLUS 

CN 1-Piperidinecarboxylic acid. 4- [ [1- (4-thiazolylnethyl) -lH-benziiaidazol-2- 
yljnethyl]-, ethyl ester, nonohydrochloride (9CI) (CA INDEX NAME) 




• HC1 



RN 99960-61-9 CAPLUS 

CN l-Piperidinecarboarylic acid, 4- [ [1- (2-furanylaethyl) -lH-benziaidazol-2- 
yl]methyl]-, ethyl ester (9CI) (CA INDEX NAME) 




RN 99960-63-1 CAPLUS 

CN lH-Benziaidazole, 1- (2-furanylaethyl) -2- (4 -pipe ridiny line thyl) -, 
(2E) -2-butenedioate (2:3) (9CI) (CA INDEX NAME) 

CM 1 

CRN 99959-22-5 
CMP CIS H21 N3 O 



L4 ANSVER 35 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




CM 2 

CRN 110-17-8 
CM? C4 H4 04 

Double bond geometry as shorn. 
O0 2 H 



RN 99960-64-2 CAPLUS 

CN lH-Benzimidazole. 2- (4 -pipe ridiny lnethyl) -1- (3-pyridinylmethyl) - (9CI) 
(CA INDEX NAME) 




RN 99960-70-0 CAPLUS 

CN lH-Benzinidazole, 1- (3-furanylmethyl) -2- (4-piperidinyl»ethyl) - (9CI) (CA 
INDEX NAME) 




RN 99960-71-1 CAPLUS 

CN lH-Benziaidazole, 1- [ (S-ne thy 1-2- furanyDoe thyl) -2- (4 -pipe ridiny Ijw thyl) - 
(9CI) (CA INDEX NAME) 



Habte 



6/02/2003 
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L4 ANSVER 3 S 07 4 6 CAPLUS COPYRIGHT 2003 ACS (Continued) 



3 



RN 99960-79-9 CAPLUS 

CN 2, 4 (1H. 3H) -Ouinizolinedione. 3-[2-{4-[ (1- (2-fur*nyb»ethyl) -lH-benz.i«idazol- 
2-yl]»ethylJ-l-pAperidinyl]etbyl)-l-s»tbyl-. ethanedioate (1:2) (9CI) (CA 

INDEX NAME) 
Ol 1 

CRN 99960-78-8 
017 C29 H31 H5 03 



9 



^X^N— CH2-CH2— N^/l 



RN 99960-88-0 CAPLUS 

CN SH-Thiazolol3.2-aJpyrinidin-5-one, 6- [2- (4- ( [1- (2-furanylmetiryl) -1H- 

b«nziaida20l-2-yl]MthylJ-l-pip«ridinylJethylJ-3,7-dia«thyl- (SCI) (CA 
INDEX NAM) 



9 



1 

l^X^N— CH2- CH 2 — N^ 



CRN 144-62-7 
CK7 C2 H2 04 



0 0 
II II 
HO-C-C-OH 



RN 99960-84-6 CAPLUS 

CN 2,4 (1H, 3H) -Quinazolinedione, 3- 1 2- [4- [ [ 1- (2-furanylnethyl) - 
2-y 1] rae thyl) -1 -pipe ridinyl] ethyl]- (9CI) (CA INOEX NAME) 



9 
p 



RN 99960-93-7 CAPLUS 

CN 4H-Py rido [ 1 , 2-a] pyriaidi n-4 -one, 3-{2-(4-((l-(2-furanylj3ethyl)-lH- 

b«nzinidazol-2-yl]iB«thylJ-l-piperidinyl}«thyl)-6,7 > B,9-t«trahydro-2-Bethyl- 
, ethanedioate (1:3) (9CI) (CA INDEX NAME) 



CRN 99960-92-6 
CMP C29 H3S N5 02 



L4 ANSVER 35 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 



9 



CRN 144-62-7 
CH7 C2 H2 04 



O O 
II II 
-C-C-OH 



99960-97-1 CAPLUS 

IH-Benzimidazole, 1- (2-furanylmethyl) -2- ( (l-{2- (4-Bethoxyphenyl) ethyl] -4- 
piperidinyljoethylj-, (2E) -2-butenedioate (1:1) (9CI) (CA INDEX NAME) 



CRN 99960-96-0 
CMP C27 H31 N3 02 



L4 ANSVER 35 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
RN 99960-99-3 CAPLUS 

CN lH-Benzimidazole, 2-1 [l-{2- (4-methoxyphenyl) ethyl] -4-piperidinyl]»ethyl) -1- 
(2-thienylaethyl)-, (2E) -2-butenedioate (1:1) (9CI) (CA INOEX NAME) 



CRN 99960-9B-2 
CMP C27 H31 N3 O S 



t^jt— — N— CT2~~C^N CH2- CH2— l^jl^ 



CRN 110-17-B 
CMP C4 H4 04 



Double bond geometry as shown. 



99961-08-7 CAPLUS 

IH-Benzimidazole. 2- [ [1- [2- (4-methoayphenyl) ethyl] -4 -pipe cidinyl] methyl] -1- 
(4-thiazolyljaethyl)- (9CI) (CA INDEX NAME) 



(^t— N— CH2 _ C^ N_ CH2~ CH2— 

e4. 



99961-09-8 CAPLUS 

lH-Benziaidazole. 2- ( { 1- [2- (4-oethoxyphenyl) ethyl] -4-piperidinyl] nethyl] -1- 
(4-thiazolylaethyl)-. di hydrochloride (9CI) (CA INDEX NAME) 



CRN 110-17-8 
CMP C4 H4 04 

Double bond geooetry as shown, 
HO2C' 

Habte 



6/02/2003 
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99961-11-2 CAPLUS 

Carbamic acid. (2-[4-{ [1- (4-thi*zolyl««thyl) -lB-benzi«id»zol-2-yl] iwthyl] - 
1-piperidinyl] ethyl)-, ethyl eater, ethanedioate (1:2) (9CI) (CA INDEX 



CRN 99961-10-1 

Off C22 H29 N5 02 S 



CH 2 - CH2- NH— C- OEt 



CBN 144-62-7 
CMF C2 H2 04 



O O 
II II 
BO-C-C-0 



IW 99961-16-7 CAPLUS 

CN 2H-l-Benzopyran-2-one. 3- [2- [4- [ (1- (2-thienyloethyl) -lH-benzioidazol-2- 
yl] methyl) -1-piperidinyl] ethyl}-, ethanedioate (1:2) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 99961-15-6 



L4 ANSWER 35 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
Off C29 H29 N3 02 S 



OW 144-62-7 
CN7 C2 H2 04 



0 O 

II II 
B0-C-C-CH 

IW 99961-18-9 CAPUIS 

CN lH-Benzimidazole, 1- (3-furanylswthyl) -2-( {l-{2- (4-Bethorypbenyl) ethyl] -4- 
piperidlnyl] .ethyl]-, ethanedioate (2:5] (9CI) (CA IKDSX NAKB) 



OW 99961-17-8 
CMP C27 H31 N3 02 



p2~X^N— CH2- CH2— 

6 



OW 144-62-7 
CM7 C2 H2 04 



L4 ANSWER 35 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
RN 99961-19-0 CAPLUS 

CN 4H-Pyrido[l,2-a]pyrimidin-4-one, 2-methyl-3-[2-[4- [ [1- (4-thiazolylaethyl) - 
lH-rienzimidazol-2-yl]oathyl] -1-piperidinyl] ethyl]- (9CI) (CA INDEX NAME) 



V N 



rrY' o— J 50 



99961-21-4 CAPLUS 

4H-Pyrido[l,2-a]pyrimidin-4-one, 6, 7, B,9-tetrahydro-2-aethyl-3-[2- [4-( [1- 
(4-thiazolylmethyl)-lH-benrinidazol-2-yl]B»ethyl]-l-pipetidinyl] ethyl]-, 
ethanedioate (2:5) (9CI) (CA INDEX NAME) 

CM 1 

CRN 99961-20-3 
CMP C28 H34 N6 O S 




CRN 144-62-7 
CM? C2 H2 04 



0 O 
il II 
HO-C-C— 0 



ANSWER 35 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
99961-23-6 CAPLUS 

4H-Pyrido(l,2-a]pyrioidin-4-one, 6, 7,8,9-tetrahydro-2-methyl-3-{2-{4-[ (1- 
(2-thienylaiethyl) -lH-banzinidazol-2-yl] methyl] -1-piperidinyl] ethyl] -, 
ethanedioate (1:2) (9CI) (CA INDEX NAME) 



CRN 
CMP 



99961-22-5 
C29 H35 N5 0 S 



9 



CRN 
CMP 



144-62-7 
C2 H2 04 



0 O 
II II 
HO-C-C- OH 



RN 
CN 



99961-49-6 CAPLUS 

2-Pyriaidinanine, N-l2-{4-{ [1- (2-furanylsetbyl) -lH-benzimidazol-2- 
yl J methyl) -1-piperidinyl) ethyl)- (9CI) (CA INDEX NAME) 



(0— ^-jaTOi- 

6 



99961-51-0 CAPLUS 

1- Pipe ridi nee thanaaine, 4- 

yljmethyl] -N-2-thiazolyl-, 

NAME) 

CM 1 



— O 

N^ 



[ [1- (2-furanylmethyl) -lH-benzimidazol-2- 
(2E)-2-butenedioate (1:3) (9C1) (CA INDEX 



Habte 



6/02/2003 
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U ANSVER 35 07 46 CAPLUS 
CRN 99961-50-9 
Off C23 H27 N5 O S 



COPYRIGHT 2003 ACS 



ANSVER 35 07 46 CAPLUS COPTRIGHT 2003 ACS (Continued) 



RN 99961-55-4 CA7LUS 

CM 2-Pyri«idin*aioe. N-(2-[«-({l- (4-thiazolyl*etbyl) -lH-benzi*idazol-2- 
yl] methyl] -1 -pi P« ridinyl] ethyl]-. ethanedioate (1:4) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 99961-54-3 
CM? C23 H27 N7 S 



CRN 110-17-B 
CH7 C4 H4 04 

Double bond geometry as shown. 
^002H 



(^jT^Z^T^N— ch^ CH2- NH— jf^j 

si- 



RN 99961-53-2 CAPLUS 

CN 2-Pyrioidinamine, N-(2-(4-( (1- (2-thienylmathyl) -lH-benzimidazol-2- 

yl] methyl] -1 -pipe ridinyl] ethyl)-, (2E) -2-butenedioate (2:3) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 99961-52-1 
CM? C24 H28 N6 S 



-0 



CRN 144-62-7 
CM7 C2 H2 04 



O 0 

II II 
BO— C— C— OH 

RN 99961-78-1 CAPLUS 

CN 1-Piperidineethananine, N-2-tMazolyl-4-[ {l-(2-thienylmethyl) -1H- 

benzimidazol-2-yll methyl]-, ethanedloate (1:3) (9CI) (CA INDEX NAME) 



CRN 99961-77-0 
CMP C23 H27 N5 S2 



CRN 110-17-8 
CMP C4 R4 04 



Double bond geoaetry as shewn. 



^-CHz-NH-f^ 



L4 ANSWER 35 07 46 CAPLUS COPYRIGHT 2003 ACS 



CRN 144-62-7 
CMP C2 H2 04 



u 

HO-C-C-CH 

RN 99962-21-7 CAPLUS 

CN lH-Benzimidazole, 1- (2-furanyloethyl) -2-{ [l-[2- (2-pyrimidinyloxy) ethyl] -4- 
pipe ridinyl] methyl]-, ethanedioate (1:2) (9CI) (CA INDEX NAME) 



CRN 99962-20-6 
CMP C24 H27 N5 02 



"0 



ANSWER 35 OP 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 

PAGE 1-A 



9)i 

CB2— N-7 



6 



B 2 
»2 



CRN 144-62-7 
CMP C2 H2 04 



o o 

(I II 

HO-C-C-OH 



99962-26-2 CAPLUS 

lH-Iaidazo(4,5-c]pyridin-2-anine. N-{2-{4- ( (1- (2- thienylnethyl) -1H- 
benzinidazol-2-yl] methyl] -1 -pipe ridinyl] ethyl]-, (2E) -2-butenedioate (1:3) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 99962-25-1 
CMP C26 H29 N7 S 



CRN 110-17-8 
CMP C4 H4 04 



Double bond geoaetry as shown, 
^^sj* C0 2 H 



RN 99962-30-8 CAPLUS 

CN lH-Iaidazo(4,5-c]pyridin-2-anine, N-{2-{4- [ [1- (2-furanylxsethyl) -lfl- 

benzioidazol-2-yl J oethyl] -1 -pipe ridinyl] ethyl]-, ethanedioate (1:4) (9CI) 
(CA INDEX NAME) 

CM 1 



Habte 
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L4 ANSWER 35 07 46 CAPLUS OOPTRIGHT 2003 ACS (Continued) 
CRM 99962-29-5 
CMP C26 H29 N7 O 



1? 
5 



*2 
^2 



ANSWER 35 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
99962-72-8 CAPLUS 

4{lH)-0uin*2oUnoa«. 3-[2-l4-[H-(2-furaayl^tbyl)-lH-b«ni±«ida2ol-2- 
yl]MthyU-l-pip«ridiBylJ«thyl]-2.3-dihydro-2-thia»o- (9CI) (CA INDEX 
NAMB) 



9 



RN 99962-74-0 CAPLUS 

CN Benzamide. 2-aaino-N~{2-(4-{ [1- (2-furanylmethyl) -lH-benzi.midazol-2- 
yl] methyl] -1-piperidinyl] ethyl]- (9CI) (CA INDEX NAMB) 



CRN 144-62-7 
Off C2 H2 04 



0 0 
II II 

HO-c-c-a 



RN 99962-79-5 CAPLUS 

CN Benzamide, 2-aaino-N-[4-[4-[[l-<2-furanylmethyl)-lH-benzimidazol-2- 
yl] methyl] -1-piperidinyl] butyl]- (9CI) (CA INDEX NAME) 



■— f»2 k^-H— (CH2)4-»H-C— (j^l 

6 



RN 99962-83-1 CAPLUS 

CN Benzamide, 2-amino-N- [2- [4 - ( { 1- (2-thitnyLaethyl) -lH-benzioidazol-2- 
yl] methyl] -1-piperidinyl] ethyl]- (9CI) (CA IN0EX NAME) 



L4 ANSWER 35 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 



N— CH 2 k^N 



~ c ;0 



RN 99963-00-5 CAPLUS 

CN 2-Furancarboaamide, N- [2- [4- [ [ 1- (2-furanylmethyl) -lH-benzimidazol-2- 

yljmetbylj -1-piperidinyl] ethyl] -N-2-pyrioidinyl-. ethanedloate (1:2) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 99962-99-9 
CM7 C29 H30 N6 03 



N CH2-CH2- 



9 

c=o 

N^J 



CRN 144-62-7 
CMP C2 H2 04 



0 0 
II II 
HO-C-C-OH 



99963-03-8 CAPLUS 

Benzamide. 2- (acatylmethylaaino) -N-[2- (4- [ [1- (2-furanylmethyl) -1H- 
benzloldazol-2-yl] me thy 1]-1 -pipe cldlnyl] ethyl]- (9CI) (CA INDEX NAME) 



ANSWER 35 OP 46 CAPLUS COPYRIGHT 2003 ACS 



0^— ^oTO* 

6 



N CH2-CH2-NH- 



99963-04-9 CAPLUS 

Benzanide, 2- (acetylmethylamino) -N- [2-[4- [ [1- (2-Furanylmethyl) -1H- 
benzimidazol-2-yl] methyl] -1-piperidinylJ ethyl]-, ethanedloate (2:5) (9CI) 
(CA INDEX NAME) 



CRN 99963-03-6 
CMP C30 H35 N5 03 



CRN 144-62-7 
CMF C2 H2 04 



O 0 
II II 
HO-C-C-OH 



99963-13-0 CAPLUS 

lH-Benzimidazole, 2- [ [1-12- (4-methoayphenyl) ethyl] - 4 -pipe ridinyl] methyl] -1- 
(3-thienylmethyl)-, ethanedloate (1:2) (9CI) (CA INDEX NAME) 



CRN 99963-12-9 
CMP C27 H31 N3 O S 



Habte 
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CRN 144-62-7 
Off C2H2W 



0 O 
II II 
HO-C-C-OH 

RN 99963-15-2 CAPLUS 

CN lH-B«nziaidazole. 2- [ [1- [2- (4-n*tho*yphenyl) a thylj -4 -plperidlnyl] Mthyl) -1- 
(pyrazinylmethyl)-. (2E) -2-butenedioate (1:1) (9CI) (CA INDEX NAME) 



CRN 99963-14-1 
CMP C27 H31 N5 O 



A 
w 



CRN 110-17-8 
CMP C4 H4 04 



Double bond geometry as shown. 



ANSWER 35 OP 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
99963- 18 -S CAPLUS 

IB-Beazimidazole, 1- (2-furanyljttthyl) -2- [ [1- (l-Mthyletfayl) - 
plperidinyl}Mtbyl)-, ■oaobydrochloride (9CI) (CA INDEX NAM 



6 



RN 99963-20-9 CAPLUS 

CN lH-Benzi«idazole, 2-( (l-oathyl-4 -plperidlnyl) methyl] -1- (4-thiazolylaetbyl) - 
, ethanedioate (1:2) (9CI) (CA INDEX NAME) 



CRN 99963-19-6 
CMP C18 H22 N4 S 



S^ 



CRN 144-62-7 
CMP C2 H2 04 



0 O 
II II 
HO-C-C-OH 



99963-57-2 CAPLUS 

2.4(lH,3H)-Quinazolinedione. 3-{3-[4-[ [1- (2-furanylmethyl) -lH-banziaidazol- 
2 -yl] oe thy 1]-1 -plperidlnyl J propyl J- (9CI) (CA INDEX NAME) 



L4 ANSWER 35 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




O 



RN 100015-20-1 CAPLUS 

CN 2,4(1H,3H)-Ouinazolinedione. 3-{2-[4-[[l- (4-thiazolylaethyl) -1H- 

benzimidazol-2-yl] methyl]-! -plperidlnyl] ethyl]- (9C1) (CA INDEX NAME) 




O 



RN 100015-23-4 CAPLUS 

CN 4H-Pyrido[l,2-aJpyrittidin-4-one, 2-methyl-3-{2- [4-( [1- (2-thienylmethyl) -Ifl- 
benzimidazol-2-yl] methyl J -1 -plperidlnyl] ethyl]- (9CI) (CA INDEX NAME) 




O 



RN 100015-24-5 CAPLUS 

CN 2H-l-Benzopyran-2-one, 3- [2- [4-[ (1- (4-thiazolylmethyl) -lH-benzinidazol-2- 
yl]oethyl]-l -plperidlnyl] ethyl]- (9CI) (CA INDEX NAME) 
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RN 100015-30-3 CAPLUS 

CN 2,4(lH,3H)-Quinazolinedione, 3-(4-[4-[{l-(2-furanyliaethyl)-lH-benzinidazol- 
2-yl] methyl] -1-piperidinyl] butyl]- (9CI) (CA INDEX NAME) 




O 



RN 100015-50-7 CAPLUS 

CN 1-Piperidineacetonitrile, 4-{ [1- (4-thiazolylmethyl) -lH-benziraidazol-2- 
yl] methyl]- (9CI) (CA INDEX NAME) 




RN 100015-57-4 CAPLUS 

CN 1-Piperidinebutanamine. 4- [ [1- (2-furanylmethyl) -lH-benzimidazol-2- 
yl] methyl]- (9CI) (CA INDEX NAME) 




RN 100015-58-5 CAPLUS 



Habte 



6/02/2003 



10/030,202 



Page 113 



U ANSVER 3S 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
CM 1 -Pipe ridi nee than amine, 4- ( (1- (2-furanylaathyl) -lH-benzimidazol-2- 
yl] methyl}-, (2E)-2-butenedioate (1:3) (9CI) (CA INDEX NAME) 

Of 1 

CRM 99960-06-2 
CMP C20 H26 N4 0 




CM 2 

CRN 110-17-8 
CKF C4 H4 04 

Double bond goose try la shown. 




RN 100015-64-3 CAPLUS 

CN 2-Pyrimidinaoine, N- [2-(4-( (1- (3-pyridinylmetbyl) -lH-benzioidazol-2- 
yl] methyl] -1-piperidinyl] ethyl]-, •thanedioate (1:4) (9CI) (CA INDEX 
HAMS) 

CM 1 

CRN 10001 5-63-2 
CMP C25 H29 N7 



L4 ANSVER 35 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
CMP C2 H2 04 



O O 
tl It 

ao-c-c-OH 



RN 100016-06-6 CAPLUS 

CN Thieno[2.3-d]pyrimidin-4(lH)-one, 3-(2-[4-({l-(2-furenyLMthyl)-lH- 

benziaudazol-2-yl] methyl) -l-piperidinyl) ethyl) -2, 3-di hydro- 6- me thy 1-2- 
thiozo- (9CI) (CA INDEX NAME) 



PAGE 1-A 




N— CH2 k^N— CB2-CH2-NH— ^ | 



— CH2 ^ 

6 



CM 2 
CRN 144-62-7 
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RN 100016-11-3 CAPLUS 

CN 4(3H)-Quinazolinone, 3- [2- {4-[ [1- (2-furanylmethyl) -lH-benzimidazol-2- 
yl] oethyl] -1-piperidinyl] ethyl] -2-methyl-, tri hydrochloride (9CI) (CA 
INDEX NAME) 




O 



• 3 HC1 



L4 ANSVER 35 OP 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
CN lH-Benzimidazole, 2- [ [l-[ 2- (4-nethwtyphenyl) ethyl] -4-pip«ridinyl] methyl} -1- 
((3-methyl-2-thienyl) methyl)-, ethanedioate (1:2) (9CI) (CA INDEX NAME) 

CM 1 

CRN 100016-32-8 
CMP C26 H33 N3 0 S 




CM 2 

CRN 144-62-7 
CKF C2 H2 04 



RN 100016-31-7 CAPLUS 

CN lH-Benzimidazole. 2-[[l-[2-(4-nethoxyphenyl)ethyl]-4-piperidinylJraethylJ-l- 
[(5-methyl-2-thienyl) methyl]-, ethanedioate (1:2) (9CI) (CA IN0EX NAME) 



CRN 100016-30-6 
CMP C2B H33 N3 O S 



Ca2~~C^N— CH2- CH2— 

4" 



CRN 144-62-7 
CMP C2 H2 04 



O O 

II II 
HO-C-C-OH 



0 0 
II II 
HO-C-C-OH 



RN 
CN 



100044-14-2 CAPLUS 

lH-Benziraidazole, 2-[[l-(2- (4 -met hoxyphanyl) ethyl) -4-piperidinyl] methyl] -1- 
[(S-methyl-2-fucanyl) methyl]-, ethanedioate (1:2) (9CI) (CA INDEX NAME) 



CRN 100044-13-1 
CMP C28 H33 N3 02 



— »— CH2~~C^N CH2- CH2— 



CRN 144-62-7 
CMP C2 H2 04 



RN 100016-33-9 CAPLUS 

Habte 
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o o 

II II 

BD-C-C-flB 



RN 100044-16-4 CAP HIS 

at 1-Piperidineethanol. 4-( (l-(4-tMazolylattthyl) -lH-benziiri.dazol-2- 
yl] methyl]-, •toanedioate (2:5) (salt) (9CI) (CA IKOZX NAME) 



CRM 100044-15-3 
CMP C19 H24 N4 0 S 



CB2— CB2-0H 



S^ 



CRN 144-62-7 
Off C2H2W 



o o 

II II 

HO-C-O-0 



RL: SPN (Synthetic preparation)} PREP (Preparation) 

(prepn. of, for anidation of anthranilic acid) 
99960-06-2 CAPLUS 

1-Piperidineethananine, 4 - f f 1 - (2-furanyloethyl) -lH-benzioidazol-2- 
yljnethyl]- (9CI) (CA INDEX NAME) 



-N— fH2 I K 



CH2- CH2-NH2 
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alkoxycarbonyl, (hetero) arylalkylf R3 - H, alkoaycarbonyl, 
phenylmethoxycarbonylj Al -A4 - (substituted) CH:CH-CH:CH, N:CH-CH:CH, 
CH:N-CH:CH] were prepd. as antihistaminlcs and serotonin antagonists. Et 
4-amino-l-piperidinecarboaylate and 2-chloro-l- (4-f luoropheny line thyl) -1H- 
benzimidazole were heated at 120. degree, with stirring for 43 h to give 
40.5% Et 4-{ (1- (4-f luor ©phenyl )nethyl)- lH-benzimidazole-2-ylami no]- 1- 
piperidinecarboaylate. The latter was treated with 481 HBc for 1 h to 
give 821 l-( (4-f luorophenyl) oethyl] -N- (4-piperidinyl) -lH-benzinidazole-2- 
amine.2HBr (II). The latter inhibited cowpd. 48/ao-induced lethality in 
rats with an EDS0 of 0.056 eg/kg. 
90318-S3-9P 90S18-57-3P 9051B-58-4P 
9051B-59-3P 90316-61 -9? 9O319-62-0P 
9051B-63-1P 9031B-S4-2P 903 IB- 63-3 P 
9031B-67-3P 90318-71-1P SO 5 IB- 72-2 P 
90519-77-7P 11192 1-8 S-BP 111921 -8B-1P 
111922-OO-OP 

RL: BAC (Biological activity or effector, except adverse)/ BSU (Biological 
study, unclassified)} SPN (Synthetic preparation); THU (Therapeutic use) i 
BIOL (Biological study)} PREP (Preparation)} USES (Uses) 

(prepn. of, as allergy inhibitor) 
90518-53-9 CAPLUS 

1 -Pipe ridinecarboay lie acid, 4- [ [1- (2-furanylaethyl) -lH-benzinidazol-2- 
yl] amino]-, ethyl ester (9C1) (CA INDEX NAME) 




CAS REACT 108:21891 



90S18-57-3 CAPLUS 

1- Pipe ridinecarboay lie acid, 4-[ (1- (2-thienylBethyl) -lH-benzied.dazol-2- 
yl]anino]-, ethyl ester (9CI) (CA INDEX NAME) 



R 

N ^A* >A I 




The title cospds. (I; R - H, alkyl» Rl - H, alkyi, cycloalkyl, 
(hetero) aryl. arylalkyl; R2 - H, alkyl, cycloalkyl, alkylcarbonyl. 



Habte 



90518-58-4 CAPLUS 

1 -Pipe ridinecarboxy lie acid. 4- [ [1- (3-furanylaethyl) -lH-benzioidazol-2- 
yl] amino}-, ethyl ester (9CI) (CA INDEX NAME) 



6/02/2003 



10/030,202 



Page 115 



ANSWER 36 OF 46 CA?LUS COPYRIGHT 2003 ACS (Continued) 



L4 ANSWER 36 0? 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
yl] amino]-, ethyl ester (9CI) (CA INDEX NAME) 




II 

C-OEt 



z 



90518 -59- S CAPLUS 

1 -Pipe ridinecarboxy lie acid, 4-l(l-[ (5-methyl-2-furanyl)methyl]-lH- 
benzi*idazol-2-yl] amino]-, ethyl ester (9CI) (CA INDEX NAME) 




RN 90518-63-1 CAPLUS 

CN 1-Pipe ridinecarboxy lie acid, 4 - ( [ 1 - (py razi ny Ime thy 1 ) - lH-b«azimidazol- 2- 
yl J amino]-, ethyl eater, dihydrobronide (9CI) (CA INDEX NAME) 





0 
II 

C-OEt 



A 

N N 



RN 90518-61-9 CAPLUS 

CN 1 -Pipe ridinecarboxy lie acid, 4-( [ 1- (2-pyridinylmethyl) -lB-benzinidazol-2- 
yl] amino]-, ethyl ester (9CI) (CA INDEX NAME) 




RN 90518-62-0 CAPLUS 

CN 1-Piperidinecarboxylic acid, 4-I{l-(3-pyridinylmethyl) -lH-benzimidazol-2- 



RN 90518-64-2 CAPLUS 

CN 1-Piperidinecarboxylic acid, 4-({l-(4-thiazolylmethyl) -lH-benzimidazol-2- 
yl] amino]-, ethyl ester (9CI) (CA INDEX NAME) 




L4 ANSWER 36 OP 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
RN 90518-65-3 CAPLUS 

CN l-Piperidinecarboxyllc acid, 4-{ [l-{ (5-methyl-lH- iraidazol- 4 -yl) methyl] -1H- 
benzimidazol-2-yl] amino]-, ethyl ester, dihydrochloride (9CI) (CA INDEX 
NAME) 



-N— CH 2 

J. NH 



L4 ANSWER 36 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
trihydrobromide (SCI) (CA INDEX NAME) 



R— NH— C3 



RN 90518-67-5 CAPLUS 

CN lH-Benzimidazol-2-amine, 1- (2-furanylmethyl) -N-4-piperidinyl- (9CI) (CA 
INDEX NAME) 



RN 90518-77-7 CAPLUS 

CN lH-Benzimidazol-2-amine, N-4-piperidinyl-l- (4-thiazolylmethyl) - 
dihydrobromide (9CI) (CA INDEX NAME) 



RN 90518-71-1 CAPLUS 

CN lH-Benzioidazol-2-amine, N-4-piperidinyl-l- (2-pyridinylmethyl) - 
trihydrobroaide (9C1) (CA INDEX NAME) 



RN 111921-85-8 CAPLUS 

CN 1-Pipe ridinecarboxy lie acid, <-[ (2-nethyl-3-furanyl)octhyl] -1H- 
benzimidazol-2-yl] amino]-, ethyl ester (9CI) (CA INDEX NAME) 



•3 HBr 




90518-72-2 CAPLUS 
lH-Benzimidazol-2-aj 



N-4-piperidinyl-l- (3-pyridinylmethyl) 



Habte 



RN 111921-88-1 CAPLUS 

CN lH-Benziaidazol-2-amine, 1- [ (S-methyl-lH-imidazol-4-yl) methyl] -N-4- 
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piperidioyl-, dibydrobroaide (SCI) {CA INDEX NAME) 



5 



• 2 HBr 

RN 111922-00-0 CAPLUS 

CH lH-Benziaidazol-2~ amine. l-[ (2-a»thyl-3-furanyl)atetbyl) -N-4-piperidinyl- 
(9CI) (CA INDEX NAME) 
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ACCESSION I 
DOCUMENT NUMBER: 
TITLE: 
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GI 



1986:148361 CAPLUS 
104:148361 

Synthesis sod hydrolysis of 4 -substituted 2-adaaantyl 
p- nitrobenzene sulfonates 

Grob. Cyril A. i vittver. Gerhard* Rao, K. Rui 

Inst. Org. Chean, Univ. Basel. Basal. CH-4056, Svitz. 

Balvatica Chi ad ca Acta (1985). 68(3). 760-9 

CODEN: BCACAVi ISSN: 0018-019X 

Journal 



CAS REACT 104:148361 



02N~^"~y~S03 



~0«n 



Tha adaaaatyl asters I (R ■ H, He, CH20Ac, CH2Br. C02H. C02Me. CI, Br. 
cyano, C02Na, CH20H, CH20Me, CONH2) and II (R - CH2Br, C02Me, Br. cyaao) 
were hydrolyxed in 701 aq. dioxane to give, in each case, a aiat. of the 
axial and equatorial ales. I and II were prepd. by nev routes. 
99157-11-6? 

RL: SPN (Synthetic preparation)! PREP (Preparation) 

(prepn. and nitrobenzenesulf onylation of) 
99157-11-6 CAPLUS 

4H-Pyrido[1.2-a]pyrimidin-4-one. 3-[2-[4>([l-(2-furanylnethyl)-lH- 
benzinidazol-2-yl] anino] -1-piperidinyl] ethyl] -6, 7, 8, 9-tetrahydro-2-oethyl> 
(9CI) (CA INDEX NAME) 



9 

r 



rrY' ry«-vO 

k^/N^^i— CH2-CH2— 
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"6- 



rr j; 

N — ^ ,i 

i 



"AD 



6 



IT 99944-13-5 

RL: RCT ( React ant) i RACT (Reactant or reagent) 

(debenrylation-N-acylation of, by Et chloroforaate) 
RN 99944-13-5 CAPLUS 

CM lH-Benziaidazola. 2- [ [ 1- (phenylaethyl) -4 -piperidinylj methyl] - 

thicnylaethyl) - (9CI) (ca INDEX NAME) 



The title coopds. I (Z-Z3 - CH, or on* of 5S-Z3 is N and the reaainder arc 
CHi Z4 • CH2. 0. S, SO, S02i R - alkyl. aryl-. heteroaryl-. acyl- 
hyd roxy- , aryloxy, heteroarylcxy-, alkoxy-, arylthio-, carbonyl-. 
carboalkoxy-, cyan©-, aaino-. ureido-, thioureido-, or guanidinoalkyl. 
cycloalkyl. alkenyl, arylalkenyl! Rl - H. alkyl i R2 - H. alkyl, 
cycloalkyl, aryl, heteroaryl, aryl- or heteroarylalkyl) , which vera 
prepd., exhibited antihistaainic activity. Thus, a aixt. of 
2-(4-MeC6B4CH2NH)C6H4NH2 and Et l-benzyl-4-piperidineacetioidate 
hydrochloride in HeCH was re fluxed and NH3 vas added to give benziaidazole 
II. 

99959-93-2 99959-96-3 

RL: BAC (Biological activity or effector, except adverse)! BSU (Biological 
study, unclassified) > THU (Therapeutic use)] BIOL (Biological study)* USES 
(Uses) 

(antihistaainic activity of) 
99959-9S-2 CAPLUS 

lH-Benziaidazole. 2-f [1- (2-isothiocyanatoethyl) -4 -piperidinyl J oathyl] -1- (2- 
thienylaethyl)- (9CI) (CA INDEX NAME) 



99959-96-3 CAPLUS 

lH-Benzinidazole. 1- (2-furanylaethyl) -2- ( [1- (2-isothiocyanato*thyl) -4- 
piperidinyl]B*thyl]- (9CI) (CA INDEX NAME) 



C£nrO 



99944-17-9P 99958-31-7P 99958-32-89 

99958- 65-37 99959-23-69 99939-24-79 
99939-49-69 99959-51-09 99959-32- IP 

99959- 53-29 99959-60-19 99959-73-69 

99960- 79-99 9996O-04-6P 99960-69-09 

99960- 93-77 99960-97-19 99960-99-3* 

99961- 08-77 99961-09-8P 99961-11-27 
99961-16-77 99961-18-9P 99961-19-07 
99961-21-47 99961-23-6P 99961-49-6P 
99961-31-OP 99961-53- 2P 99961-55-4P 

9996 1- 78- IP 99962-21-77 99962-26-27 

99962- 30-87 99962-72-8P 99962-74-OP 

99962- 79-5P 99962-83-1P 99963-OO-SP 

99963- 03-8P 99963-04-9 P 99963- 13-OP 
99963-15-29 10O013-2O— IP 100015-23-49 
100013-24-37 100015-30-39 100044-14-27 

RL: BAC (Biological activity or effector, except adverse)! BSU (Biological 
study, unclassified)! SPN (Synthetic preparation)! BIOL (Biological 
study)! PREP (Preparation) 

(prepn. and antihistaainic activity of) 
99944-17-9 CAPLUS 

lH-Benziaidazole. 2-( (1- (phenylaethyl) -4 -piperidinyl] oethyl] -1- (4- 
thiazolylaethyl)- (9CI) (CA INDEX NAME) 



L4 ANSVER 38 OP 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
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RN 9995B-51-7 CAPLUS 

CN 1-PiperidinecarboxyUc acid, 4-[ [1- <2-thienylaethyl) -lH-benzimidazol-2- 
yl]m*thylj-, ethyl ester, aonohyd rochlorlde (9CI) (CA INDEX NAME) 



0— ^rCX _ 

6 r 



CRN 110-17-8 
CMP C4 H4 04 



Double bond geometry as shovn. 
^X-n. K ^,C02H 



RN 99959-23-6 CAPLUS 

CN 2H-B«nzimidazol-2-one. l-(3-[4-{ [1- (2-furanylaethyl) -lB-benziaidazol-2- 
y 1} ae thy 1] - 1 -pi pe r idi nyl] propyl]-!. 3 -di hydro- (9CI) (CA INDEX NAME) 



RN 99958-52-8 CAPLUS 

CN lH-Benziaidazole, 2- (4-piperidinylaethyl) -1- (2-thienylnetbyl) - (9CI) (CA 
INDEX NAME) 



RN 99958-65-3 CAPLUS 

CN lH-Benziaidazole, 1- (2-furanylaethyl) -2- ( (1-ae thy 1-4 -piperidinyl) methyl] - 
(2E)-2-butenedioate (2:3) (9CI) (CA INDEX NAME) 



5 

I 

(CH 2 )3 



CRN 99958-64-2 
CMP C19 H23 N3 O 



RN 99959-24-7 CAPLUS 

CN 2H-Benziaidazol-2-one, 1- [ 3- (4 - [ [1- (2-furanylaethyl) -lH-benzlaldazol-2- 
yl] methyl] -1 -pipe ridi nyl] propyl) -1, 3-dihydro-, ethanedioate (1:2) (SCI) 
(CA INDEX NAME) 

CM 1 

CRN 99959-23-6 
CMP C28 H31 NS 02 



Habte 
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1$ 

5 



(jS 2 )3 



CRN 144-62-7 
Off C2H204 



o o 

II II 

HO-C-C-OH 



99959-49-6 CAPLUS 

SH-Thiazolo[ 3, 2-a] pyrimidin-5-one, 6-[2-(4-[ ( 1- (2-f uranylae thyl) -IH- 
benzimidazol-2-yl] methyl] -1-piperidinyl] ethylj -2, 3-dihydro-7-methyl-, 
ethanedloate (1:2) (9CI) (CA INDEX NAME) 

CM 1 

CRN 99959-48-5 

CMF C27 H33 N5 02 S 



L4 ANSVER 38 O? 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 



?8 

CH 2 — N-7 

6 



r 

CH2 



CRN 144-62-7 
CMF C2 H2 04 



O O 

II II 

HO-C-C-OH 

RN 99959-51-0 CAPLU5 

CN 2H-l-Benzopyran-2-one, 3-[2-[4-[ [1- (2-furanylaethyl) -lH-benzimidazol-2- 
yl] methyl) -1-piperidinyl] ethyl)-, dihydrochloride (9CI) (CA INOEX NAME) 
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•2 HC1 



RN 99959-52-1 CAPLUS 

CN 2H,6H-Pyrimido[2,l-b] {1,3] thiazin-6-one, 7-[2-(4-{[l-(2-furanylmethyl)-lH- 
benzimidaz ol -2 -yl] methyl] -1-piperidinyl) ethyl] -3, 4 -di hydro- 8 -methyl-, 
tri hydrochloride (9CI) (CA INDEX NAME) 




0 



• 3 HC1 



RN 999S9-53-2 CAPLUS 

CN 5H-Thiazolo[3. 2-a)pyrinidin-5-one, 6- [2- (4- [ (1- (2-furanylaethyl) -1H- 
benzimidazol-2-yl] methyl] -1-piperidinyl] ethyl] -2, 3-di hydro- 7 -methyl-, 
tri hydrochloride (9CI) (CA INDEX NAKE) 



Habte 



L4 ANSWER 38 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 

PAGE 1-A 




PAGE 2-A 



• 3 HC1 

RN 99959-60-1 CAPLUS 

CN 2,4(lH.3H)-Pyrimidinedione. 3-{2-[4-[ {1- (2-furanylmethyl) -lH-benzimidazol- 
2-yl) methyl] -1-piperidinyl] ethyl)- (9C1) (CA INDEX NAME) 
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RN 99959-73-6 CAPLUS 

CN 2.4(lH,3H)-0uioazoli n edione. 3-{2-[4-[{l-(2-thienyla»tbyl)-lH-rj«nzi«idaxol- 
2-yl] .ethyl] -1 -pipe ridinyl] •tbyl] - (9CI) (CA INDEX NAME) 




O 



RN 99960-79-9 CAPLUS 

CN 2,4(lH,3B)-Quinazolinedione, 3-(2-{4-[(l- (2-furaIIylB8thyl>-lB-b«^^iKidazol- 
2-yl]■ethylJ-l-pip•rid^IIylJ•thyl] -l-««thyl-, ethanedioate (1:2) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 99960-78-8 
Off C29 H31 NS 03 



9 

CH2 

Me | 

^^A^ N— CH2- CH2— N^ 
O 



CM 2 

CRN 144-62-7 
CMP C2 H2 04 



L4 ANSWER 38 OP 46 CAPUTS COPYRIGHT 2003 ACS (Continued) 



O O 
H 11 
BO-C-C-OH 



RN 99960-84-6 CAPLUS 

CN 2,4(IH,3H)-Quinazolin«diona, 3-{2-[4-| (1- (2-furany law tbyl) -lH-benzi«idazol- 
2-yl) e* tbyl} -1 -pipe ridinyl) ethyl]- (9CI) (CA INDEX NAME) 



? 

o 



RN 99960-88-0 CAPLUS 

CN 5H-Thiazolo[3.2-i}pyrixddin-5-on«. 6-l2-[4-t {1- (2-furanylaatbyl) -1H- 

b«nzimidazol-2-ylJa«thyl}-l-pip«ridinylJ«thyl)-3.7-diBathyl- (9CI) (CA 
INDEX NAME) 




0 



RN 99960-93-7 CAPLUS 

CN 4H-Pyrido[l r 2-aJpyrimidin-4-one. 3-(2-(4-[ [l-(2-furanylmethyl)-lH- 

benziraidazol-2-yl] methyl) -1-pipe ridinyl] ethyl] -6. 7, 8 , 9-tetrahydro-2-methyl- 



L4 ANSVER 38 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
, ethanedioate (1:3) (9CI) (CA INDEX NAME) 



CRN 99960-92-6 
CMP C29 H35 NS 02 



9 



CRN 144-62-7 
CMP C2 H2 04 



0 O 
II II 
HD-C-C-OH 

RN 99960-97-1 CAPLUS 

CN lH-Benzimidazole, 1- (2-furanylaethyl) -2-{ II- [2- (4-nethoxyphenyl) ethylj -4- 
pipe ridinyl] methyl]-, (2B) -2-butenadioate (1:1) (9CI) (CA INDEX NAME) 



CRN 99960-96-0 
CMP C27 H31 N3 02 



6 



-XT' 



CRN 110-17-8 
CMP C4 B4 04 



Habte 



L4 ANSWER 38 07 46 CAPLUS COPYRIGHT 2003 ACS 
Double bond geometry as shewn. 

k E 



99960-99-3 CAPLUS 

lH-Benzimidazole, 2- [ [l-(2- (4 -me thoxyphenyl) ethyl] -4 -pipe ridinyl} methyl] -1- 
(2-thienylmethyl)-, (2E) -2-butenedioate (1:1) (9CI) (CA INDEX NAME) 



CRN 99960-98-2 
CMP C27 H31 N3 O S 



C^I— -N— p2~C^N— CH2- CH 2 



CRN 110-17-8 
CMP C4 H4 04 



Double bond geometry as shown. 

/•s^S C02H 



RN 99961-08-7 CAPLUS 

CN lH-Benzimidazole, 2- [ {1-12- (4 -me thoxyphenyl) ethyl] -4 -pipe ridinyl] methyl] -1 - 
(4-thiazolylmethyl)- (9CI) (CA INDEX NAME) 



99961-09-8 CAPLUS 

lH-Benziaidazole, 2-[ ll-{2- (4-iMthoxypheiiyl) ethylj -4-piperidinyl]methyl] -l- 
(4-thiazolyl*etbyl) -, di hydrochloride (9CI) (CA INDEX NAME) 
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99961-11-2 CAPLUS 

Carbasdc acid, [2- [ 4- [ [ 1- (4-thiazolyl»ethyl) -lH-b«mziaid*zol-2-yl] nethyl] - 
1-piperidinyl] ethyl]-, ethyl eater, ethanedioate (1:2) (9CI) (CA INDEX 
HAMS) 

at l 

CRN 99961-10-1 

CMP C22 H29 N5 02 S 



CH2- CH2- KH- C- OEt 



CRN 144-62-7 
Off C2 B2 04 



o o 

II II 

HO-C-C-OH 



99961-16-7 CAPLUS 

2H-l-Benzopyran-2-one, 3- [2-(4-[ [1- (2-thienylmethyl) -lH-benzimidazol-2- 
yl] methyl] -1-piperidinyl] ethyl]-, ethanedioate (1:2) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 99961-15-6 



ANSVER 38 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
CMP C29 H29 N3 02 S 



CRN 144-62-7 
CM7 C2 H2 04 



0 0 
II II 
HO-C-C-OH 

RN 99961-18-9 CAPLUS 

CN lH-Benzimidazole. l-(3-furanylaethyl)-2-t [l-{2-(4-«ethoxyphenyl)etbyl] -4 
piperidinyl]oethyl]-. ethanedioate (2:5) (9CI) (CA INDEX NAME) 



CRN 99961-17-8 
CMP C27 H31 N3 02 



n 

""O 



CRN 144-62-7 
CMP C2 H2 04 



O O 
II II 
HO-C-C-OH 
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RN 99961-19-0 CAPLUS 

CN 4H-Pyrido(l,2-a]pyrimidin-4-one. 2-methyl-3-[2-[4-[(l- (4-thiazolylmethyl) - 
lH-benzinidazol-2-yl] methyl] -1-piperidinyl] ethyl]- (9CI) (CA INDEX NAME) 




RN 99961-21-4 CAPLUS 

CN 4H-Pyrido[l,2-a]pyrimidin-4-one. 6,7 > 8,9-tetrahydro-2-aethyl-3-C2-l4-[(l- 
(4-thiazolylm«thyl)-lH-benzimidazol-2-ylJ methyl] -1-pipecidinyl] ethyl]-, 
ethanedioate (2:5) (9CI) (CA INDEX NAME) 

CM 1 

CRN 99961-20-3 
CMP C28 H34 N6 O S 




CM 2 

CRN 144-62-7 
CMP C2 H2 04 

O O 
II II 
HO-C-C-OH 



L4 ANSVER 38 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
RN 99961-23-6 CAPLUS 

CN 4B-Pyrido{1.2-a]pyrimidin-4-one, 6,7,8.9-tetrahydro-2-methyl-3-{2-(4-([l 
(2-thienylmethyl) -lH-benzimidazol-2-yl] methyl] -1-piperidinyl] ethyl] -. 
ethanedioate (1:2) (9CI) (CA INDEX NAME) 

CM 1 

CRN 99961-22-5 
CMP C29 H35 N5 O S 




0 



CM 2 

CRN 144-62-7 
CMP C2 H2 04 



O 0 
II II 
HO-C-C- 



RN 99961-49-6 CAPLUS 

CN 2-Pyriaidinamine, N- [2- [4- [ (1- (2-furanylmethyl) -IB-be nzimidazol-2- 
yl] methyl] -1-piperidinyl J ethyl]- (9CI) (CA INDEX NAME) 




RN 99961-51-0 CAPLUS 

CN 1-Piperidineethanamine, 4- [ [1- (2-furanylmethyl) -lH-benzimidazol-2- 

yl)methyl]-N-2-thiazolyl-. (2B) -2-butenedioate (1:3) (9CI) (CA INDEX 
NAME) 

CM 1 



Habte 
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CRN 99961 -SO- 9 
CW C23 B27 NS O S 



6 



L4 ANSWER 38 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
- K ^C02H 



99961-55-4 CAPLUS 

2-Pyri«idio**ioe, N-{2-[4-[ (1- (4-thiazolylmetbyl) -lH-b«nzi»idazol-2- 
yl] methyl] -1-piperidifiyl] ethyl]-, ethanedioate (1:4) (9CI) (CA INDEX 
HAHSJ 

CM 1 

CRN 99961-54-3 
CMP C23 H27 N7 5 



CRN 110-17-8 
CMP C4 H4 04 



RN 99961-53-2 CAPLUS 

CN 2-Pyrimidinamine, N-[2-[4-I (1- (2-thienylj»thyl) -lH-benziBidazol-2- 

yl]nflthyl]-l-piperidinyl] ethyl)-, (2B) -2-butenedioete (2:3) (9CI) (CA 
INDEX NAME) 



CRN 144-62-7 
Off C2H2W 



CRN 99961-52-1 
CMP C24 H28 N6 S 



"0 



o o 
II II 

BO-C-C-OH 

RN 99961-78-1 CAPLUS 

CN 1-Piperidineethanamine, N-2-thi«zolyl-4-{ (1- (2-thienylmethyl) -1H- 

benzinidazol-2-yl] methyl]-, ethanedioate (1:3) (9CI) (CA INDEX NAME) 



CRN 99961-77-0 
CMP C23 K27 H5 S2 



CRN 110-17-8 
CMP C4 H4 04 



Double bond geometry as shown. 



C^~"~~ 9 H 2 _ CH2- NH— ^jj 



ANSWER 38 OP 46 CAPLUS COPYRIGHT 2003 ACS 



CRN 144-62-7 
CMP C2 H2 04 



0 0 
II II 
HO-C-C-OH 

RN 99962-21-7 CAPLUS 

CN lH-Benzimidazole, 1- (2-furanylmethyl) -2-[ [l-{2- (2-pycimidinyloxy) ethyl] -4- 
piparidinyl] methyl)-, ethanedioate (1:2) (9CI) (CA INDEX NAME) 



CRN 99962-20-6 
CMP C24 H27 N5 02 



— a 



ANSWER 3B OP 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 

PAGE 1-A 



CH 2 — N-7 



6 



CRN 144-62-7 
CMP C2 H2 04 



0 0 

II II 

B0-C-C-OH 

RN 99962-26-2 CAPLUS 

CN lH-Imidazo[4,S-c)pyridin-2-amine, N-(2-[4-[ (1- (2-thienylmethyl) - 1H- 

benziiaidazol-2-yl]methyl]-l-piperidinyl] ethyl]-. (2E) -2-butenedioate (1:3) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 99962-25-1 
CMP C26 H29 N7 S 



CRN 110-17-8 
CMP C4 H4 04 



Double bond geometry as shewn. 



RN 99962-30-8 CAPLUS 

CN lH-Inidazo[4,5-c)pyridin-2-anine, N- [ 2 - ( 4 - ( { 1 - ( 2- fu r anylme thyl ) -1H- 

benzimidazol-2-yl] methyl) -1-piperidinyl] ethyl]-, ethanedioate (1:4) (9CI) 
(CA INDEX NAME) 

CM 1 



Habte 
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CBW 99962-29-5 
CK7 C26 H29 N7 O 
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KM 99962-72-B CAPLUS 

CN 4(lH)-QuiaazoUnoi>.. 3-{2-t4-[(l-(2-fur*xiylMthyl)-lH-b«nxi«id«ol-2- 
yl]«thylJ-l-pip«ridinylJetbyl]-2.3-<Ubydro-2-thio«o- (9C1 ) (CA INDEX 
KAKS) 



CRN 144-62-7 
CMF C2 H2 04 



O O 
II II 
HO-C-C-OH 



911 



9 \ 

=2 



9 

p 



RN 99962-74-0 CAPLUS 

CN Btnzuidi, 2-aadno-N-(2-(4-((l-(2-furanylaethyl)-lH-benzlaidazol-2- 
yljaethyl]-l-piperidinyl] ethyl)- (9CI) (CA INDEX NAME) 



N— CH2 



■bo 



RN 99962-79-5 CAPLUS 

CN Benzaaido, 2-amino-N- ( 4- ( 4- ( { 1- (2-furanylMthyl) -lH-benziaidazol-2- 
y 1] me thyl]-l -pipe ridinyl] butyl)- (9CI) (CA INDEX KAKS) 

RN 99962-63-1 CAPLUS 

CN Benzanide, 2-amino-N-t2- [4-t [1- <2-thienylmethyl) -lH-benzinidazol-2- 
yl] methyl] -1-pipecidinyl) ethyl)- (9CI) (CA INDEX NAKE) 
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RN 99963-00-5 CAPLUS 

CN 2-Furancarbo»aoide, N-[2-f4-( (1- (2-furanylmethyl) -lH-benzimidazol-2- 

yl] methyl) -1-piperidinyl] ethyl] -N-2-pyrimidinyl-, ethanedloate (1:2) (9CI) 
(CA INDEX NAKE) 

CM 1 

CRN 99962-99-9 
CMP C29 H30 N6 03 




CM 2 

CRN 144-62-7 
CMF C2 H2 04 



0 0 
II II 
HO-C-C-QH 



RN 99963-03-8 CAPLUS 

CN Benzamide, 2- (acetyl«ethyla»ino)-N-t 2- [4- ((l-(2-furany laethyl) -IB- 
be nzieddazol-2-yl] methyl) -1-piperidinyl) ethyl) - (9CI) (CA INDEX NAME) 



L4 ANSVER 38 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




RN 99963-04-9 CAPLUS 

CN Benzamide, 2- (acetylraethylamino) -N-[2-[4-[ [1- (2-furanylmethyl) -1H- 

benziBidazol-2-yl) nethyl} -1-piperidinyl] ethyl]-, ethanedloate (2:5) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 99963-03-8 
CMF C30 H35 N5 03 




CM 2 

CRN 144-62-7 
CMF C2 H2 04 



II II 

c-c- 



RN 99963-13-0 CAPLUS 

CN lH-BenziDidazole, 2- ( [1- [2- (4-nethozyphenyl) ethyl] -4 -pipe ridinyl] oethyl] -1- 
<3-thienylmethyl)-, ethanedloate (1:2) (9CI) (CA INDEX NAME) 

CM 1 

CRN 99963-12-9 
CMF C27 H31 N3 0 S 



Habte 



6/02/2003 



10/030,202 Page 

L4 ANSWER 38 07 46 CAP LUS COPYRIGHT 2003 ACS (Continued) 




CM 2 

CRN 144-62-7 
Off C2H2 04 

o o 
I! II 
ho-c—c— ca 

RN 99963-15-2 CAPLUS 

CN IB-Be nzimidazole, 2-( (l-{2- (4-aathoxyphenyl) ethyl] -4-pip«ridinyl)B«thyl] -1- 
(pyrazinylaethyl)-, (2E) -2-butenedioat« (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 99963-14-1 
CMP C27 H31 N5 O 




CM 2 

CRN 110-17-8 
CMP C4 H4 04 

Double bond geometry as shown. 




123 



L4 ANSWER 38 OP 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
RN 100015-20-1 CAPLUS 

CN 2.4 (1H. 2H)-Ouinazolinedione. 3- [2- { 4- [ [1- M-thiazolyl*ethyl) -1H- 

benii«idazol-2-yl)«ethyl]-l-piperidinyl]ethyl)- (9C1) (CA INDEX NAME) 




O 



RN 100015-23-4 CAPLUS 

CN 4H-Pyrido[1.2-a]pyriaidin-4-one. 2-aethyl-3- [2-[4-[ [ 1- (2-thienylnsthyl) -1H- 
benzimidazol-2-yl] methyl) -1-piperidinyl] ethyl]- (9CI) (CA INDEX NAME) 



9 




o 



RN 100015-24-5 CAPLUS 

CN 2H-l-Benzopyran-2-one, 3- (2- (4- [ [1- (4-thiazolylmathyl) -lH-benzimidazol-2- 
yl] methyl] -1 -pipe ridinyl] ethyl]- (9CI) (CA INDEX NAME) 




RN 100015-30-3 CAPLUS 



L4 ANSWER 38 OP 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 

CN 2,4(lH,3H)-CMinazolinedione, 3- {4- [4- [ (1- (2-furanylmethyl) -IH-benzimidazol- 
2-yl] methyl] -1-piperidinyll butyl]- (9CI) (CA INDEX NAME) 




O 



RN 100044-14-2 CAPLUS 

CN lH-Benzinidazole, 2-( (1- [2- (4-metho»yphenyl) ethyl] -4 -pipe ridinyl J methyl] -1- 
{ (5-oe thy 1-2-furanyl) methyl]-, ethanedioate (1:2) (9CI) (CA INDEX NAME) 

CM 1 

CRN 100044-13-1 
CMP C28 H33 N3 02 




OMe 



CM 2 

CRN 144-62-7 
CMP C2 H2 04 



O O 
II II 
HO-C-C-OH 

IT 99958-54-07 

RL: RCT (Reactant) i SPN (Synthetic preparation)! PREP (Preparation)! RACT 
(Reactant or reagent) 

(prepn.. and hydrolysis -decarboxylation of) 
RN 99958-54-0 CAPLUS 

CN 1- Pipe ridinecarboxy lie acid, 4-1 \\- (4-thiazolylaethyl) -lH-benzimidazol-2- 
yl) methyl]-, ethyl ester (SCI) (CA INDEX NAME) 

Habte 



L4 ANSWER 38 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




IT 99959-22-SP 

RL: RCT (Reactant) i SPN (Synthetic preparation)! PREP (Preparation)! RACT 
(Reactant or reagent) 

(prepn. and N-alkylation of, by (chloropropyl)benzioidazolone) 
RN 99959-22-5 CAPLUS 

CN lH-Benzioidazole, 1- (2-furanylmethyl) -2- (4-piperidinylmethyl) - (9CI) (CA 
INDEX NAME) 




IT 99938-55-1P 

RL: RCT (Reactant)! SPN (Synthetic preparation)! PREP (Preparation) i RACT 
(Reactant or reagent) 

(prepn. and N-alkylation of, by chloroethyl anisyl ether) 
RN 99958-55-1 CAPLUS 

CN lH-Benziraidazole, 2- (4 -pipe ridinylmethyl) -1- (4-thiazolylmethyl) -. 
trihydrobromid* (SCI) (CA INDEX NAME) 




• 3 HBr 



IT 99944-17-9P 99954-01-5P 99934-07- IP 
999S4-23-1P 99954-25-3P 99959-64-9P 
999S0-2S-6P 99960-28-8P 99960-37-9P 
9998O-38-0P 99960-S9-5P 999*0-60-87 
99960-61-97 99960-63-17 99960-64-27 
99960-70-07 99980-71- IP 99981-1S-7P 
99963-1B-SP 99963-20-97 99963-S7-2P 
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100015-23-4? 100015-50- TP 100015-57-4* 

10O015-58-5P IOO015-64-3? 10O015-06-5P 

100015-11-3P 100015-3 I- 7» 10O01 6-33-9* 

100044-15-4* 

RL: SPN (Synthetic preparation)! PREP (Preparation) 

(pre pa. of) 
99944-17-9 CAPUJS 

lH-Benz imidazole, 2- [ [1- (phenyl** thy 1) -4 -pipe riditryl) ■ethyl] -1- (4- 
thiazolylmetbyl) - (9CI) (CA INDEX NAME) 



CH2-Ph 



99954-01-5 CAPUJS 

lH-Purine-2, 6-dlone, 7-[2-[4-{(l- (2-furanylmethyl) -lB-benzinidazol-2- 
yljmethylj -1-piperidinyl] ethyl] -3,7-dibydro-l. 3-dimethyl-. 
(2B)-2-butenedioate (2:3) (9C1) (CA INDEX NAME) 

CM 1 

CRN 99954-00-4 
CNF C27 H31 N7 03 



L4 ANSWER 38 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 

PACE 1-A 

6 =\ 





CRN 110-17-8 
CMF C4 H4 04 



Double bond geometry as shown. 



RN 99954-07-1 CAPLUS 

CN lH-BenzimidazolB. 1- (2-furanylaethyl) -2-[ [1- (4-phenyl-3-butenyl) -4- 

piperidinyl] methyl]-, (2E) -2-butenedioate (1:2) (9CI) (CA INDEX NAME) 



L4 ANSWER 3B OF 4 6 CAPLUS COPYRIGHT 2003 ACS (Continued) 
CM 1 

CRN 99954-06-0 
CMF C2B H31 N3 O 



(Continued) 



CH2- CH2- CH= CH- Ph 



CRN 110-17-8 
CMF C4 H4 04 



ANSWER 38 OF 46 CAPLUS COPYRIGHT 2003 ACS 
99954-25-3 CAPLUS 
lH-Benzimidazole. 2- [ [ 1- [4. 4-bis (4-f luorophenyl) butyl] -4- 
piperidinyl] methyl] -1- (4 -thiazolylmethyl) ethanedioate (1:2) (9CI) 
INDEX NAME) 

CM 1 

CRN 999S4-24-2 

CMF C33 H34 F2 N4 S 



N CH 2 k^N— ( 

6" 




RN 99954-23-1 CAPLUS 

CN IH-Benzimidazole, 2-{(l-(2-oethylpropyl)-*-pip«ridinyl]methyl]-l-(4- 
thiazolylmethyl) ethanedioate (1:2) (9CI) (CA INDEX NAME) 



CRN 99954-22-0 
CMF C21 H28 N4 S 



CRN 144-62-7 
CMF C2 H2 04 



O O 

I! II 

KO-C-C-OH 

RN 99959-84-9 CAPLUS 

CN 1-Piperidineacetonitrile. 4- I [1- (2-furanylmethyl) -lH-benzioidazol-2- 
yl] methyl]- (9CI) (CA INDEX NAME) 



CRN 144-62-7 
Off C2H2 04 



RN 99960-26-6 CAPLUS 

CN lH-Benzioidazole, 1- (2-furanylmethyl) -2- { (1- (phenylaethyl) -4- 
piperidinyl] methyl]- (9CI) (CA INDEX NAME) 



O O 
II II 
HO— C— C— CH 



Habte 
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CH2- Ph 



RN 99960-20-8 CAPLUS 

CN lH-Benziaidazole. 2-( [1- (phenyls* thy 1) -4-piperidioyU methyl] -1- (3- 
pyridinylMthyl) - (9CI) (CA index nake) 



RN 99960-37-9 CAPLUS 

CN lH-B«nzinidazole. 1- (3-furanylmethyl) -2-1 (1- (phenylmethyl) -4- 
piperidinyljoethyl)- (9CI) (CA INDEX NAME) 



L4 ANSWER 38 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
RN 99960- S 9- 5 CAPLUS 

CN 1- Pipe ricinecarbcxy lie acid. 4- f {1- (3-pyridinyl«ethyl) -lH-b«nzi*id*zol-2- 
yllMtbyl]-, ethyl ester (9CI) (CA INDEX NAKE) 



6 



RN 99960-60-8 CAPLUS 

CN 1- Pipe ridinecarboary lie acid, 4-( [1- (4-thiazolylmethyl) -lB-benzimidazol-2- 
yl)methyl]-, ethyl ester, aonohydrochloride (9CI) (CA INDEX NAME) 



l^JI N— CH2 

A. r 




RN 99960-38-0 CAPLUS 

CN lH-Benzimidazole. l-[ (5-methyl-2-furanyl)inethyl]~2-{[l-(phe!iylBethyl)-4- 
piperidinyl]iaethyl]- (9CI) (CA INDEX NAKE) 




• BCl 



RN 99960-61-9 CAPLUS 

CN 1-Piperidinecarbwrylic acid, 4-( (1- (2-furanylmthyl) -Ul-benzioidazol-2- 
yl]methyl]-, ethyl ester (9CI) (CA INDEX NAKE) 




RN 99960-63-1 CAPLUS 

CN lH-Benzimidazole. 1- (2-furanylmethyl) -2- (4-piperidinylmethyl) 
(2E)-2-butenedioate (2:3) (9CI) (CA INDEX NAKE) 

CM 1 



L4 ANSWER 38 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
CRN 99959-22-5 
CMF C1B H21 N3 O 




CM 2 

CRN 110-17-8 
CMP C4 H4 04 

Double bond geometry as shown. 

H02C ^"-^ 



RN 99960-64-2 CAPLUS 

CN lH-Benzimidazole, 2- (4-piperidinylmethyl) -1- (3-pyridinylmethyl) - (9CI) 
(CA INDEX NAKE) 




RN 99960-70-0 CAPLUS 

CN lH-Benzimidazole, 1- (3-furanylmethyl) -2- (4-piperidinylj3ethyl) - (9CI) (CA 
INDEX NAKE) 




RN 99960-71-1 CAPLUS 

CN IH-Benzinidazole, l-E(5-B*tbyl-2-furanyl)aethyl]-2-(4-piperidinyliMthyl)- 



L4 ANSWER 38 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
(9CI) (CA INDEX NAKE) 




RN 99961-16-7 CAPLUS 

CN 2H-l-Benzopyran-2-one, 3- [2- (4- [ [1- (2-thienylmethyl) -lH-benziraidazol-2- 
yl] methyl} -1-piperidinyl] ethyl)-, ethanedioate (1:2) (9CI) (CA INDEX 
NAKE) 

CM 1 

CRN 99961-15-6 

CMF C29 H29 N3 02 S 




CM 2 

CRN 144-62-7 
CMF C2 H2 04 



0 O 
II II 

Ho-c-c-aH 



RN 99963-18-5 CAPLUS 

CN lH-Benziaidazole, 1- (2-furanyl»ethyl) -2-( 11- (1-methylethyl) -4- 
piperidinyl J methyl]-, aonohydrochloride (9CI) (CA INDEX NAKE) 



Habte 



6/02/2003 



10/030,202 

L4 ANSVER 38 OP 4 6 CAPLUS COPYRIGHT 2003 ACS (Continued) 



Page 126 

L4 ANSVER 38 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




• BC1 



RM 99963-20-9 CAPLUS 

CN lH-B«nzi*idazole, 2- [ (l-oethyl-4-piperidinyl) taethyl} -1- (4-tKiazolylaethyl) - 
, ethanedioate (1:2) (SCI) (CA INDEX NAME) 

CM 1 

CRN 99963-19-6 
CK7 C1B H22 N4 S 




CM 2 

CRN 144-62-7 
CM? C2 B2 04 



BD-C-C-OH 



RN 99963-57-2 CAPLUS 

CN 2, 4 ( 1H, 3H) -Quinazolinedione, 3- [3-[4-[ [1- (2-furanylaethyl) -lH-benzimidazol- 
2-yl]nethylJ-l-piperidinyl] propyl]- (9CI) (CA INDEX NAME) 



o 

RN 100015-23-4 CAPLUS 

CN 4H-Pyrido[1.2-a]pyriaidin-4-on», 2-nethyl-3-[2-t4-[ 11- (2-thienyl«ethyl) -1H- 
b«nziaidazol-2-yl]n«thyl] -1-piperidinyl] ethyl] - (9CI) (CA INDEX NAME) 



9 

CH2 




RN 100015-50-7 CAPLUS 

CN 1 -Pipe ridineacetonit rile, 4- 1 [1- (4-thiazolyljaethyl) -lB-beaziaidazol-2- 
yl)B«thyl)- (9CI) (CA INDEX NAME) 




RN 100015-57-4 CAPLUS 

CN 1-Piperidinebutanamine, 4- [ [1- (2-furanyliaethyl) -lH-benzinidazol-2- 
yl] methyl]- (9CI) (CA INDEX NAME) 



L4 ANSWER 33 OP 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 



CXi-prO 



RN 100015-58-5 CAPLUS 

CN 1 -Pipe ridi nee thanamine, 4-[ [1- (2-furanylmethyl) -lH-bonzinidazol-2- 
yUdothyl]-. (2E)-2-butenedioate (1:3) (9CI) (CA INDEX NAME) 



CRN 99960-06-2 
CMP C20 H26 N4 0 



0^— ^j^~0» 
6 



CRN 110-17-B 
CMP C4 H4 04 

Double bond geometry as shown. 

^^/^ 

RN 100015-64-3 CAPLUS 

CN 2-Pyrittidinaxaine, N- [2- [4- ( [1- (3-pyridinylnethyl) -lH-benzinidazol-2- 
yl]Bethyl}-l-piperidinyl] ethyl]-, ethanedioate (1:4) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 100015-63-2 
CMP C25 H29 N7 



L4 ANSWER 38 OP 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
C^I— *~ S""C^N— CH 2 - CH 2 - NH— |f ^| 

6 



CRN 144-62-7 
CMP C2 H2 04 



O O 
II II 
HO- C-C- OH 

RN 100016-06-6 CAPLUS 

CN ThlenoC2,3-d]pyriaidin-4<lH)-one, 3- [2- {4- [(1- (2-furanylaethyl) -1H- 

benzinidazol-2-yl] methyl] -1-piperidinyl] ethyl] -2, 3-dihydro-6-nethyl-2- 
thioao- (9CI) (CA INDEX NAME) 



9?, 



-H 



r 



Habte 



6/02/2003 
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RN 100016-11-3 CAPLUS 

CM 4(3H)-Quinazoli»one, 3- [2- [4- [ [1- (2-furanyl»«thyl) -lH-benxi«idazol-2- 
yl]awthyl]-l-piperidinyl]ethyl]-2-«ethyl-, trihydrochloride (9C1) (CA 
INDEX NAKS) 



l^X^ N— CH2- CH2— N^J 



• 3 BC1 

RN 100016-31-7 CAPLUS 

CN lH-Benzinidazole, 2-{ (l-[2- (4-i»ethoxyphenyl)ethyl] -4-piperidinyl] ctetbyl] -1- 
[(5-Bethyl-2-thienyl)Bethyl]-, ethanedioate (1:2) (9CI) (CA INDEX NAME) 



CRN 100016-30-6 
CMP C28 H33 N3 0 S 



CRN 144-62-7 
Off C2H2 0* 



o o 

II il 

BO— C— C-CH 

RN 100016-33-9 CAPLUS 

CN lH-Benziaidaxole. 2-[ {1-12- (4-aethoayphenyl) ethyl] -4-piperidinyl) methyl] -1- 
U3-»ethyl-2-thienyl)«ethyl)-. ethanedioate (1:2) (9CI) (CA INDEX NAME) 



CRN 100016-32-8 
CMP C28 H33 N3 O S 



- W P2~X^N— CH2- CH2— 



CRN 144-62-7 
CMP C2 H2 04 



O O 

I) II 

Ho-c-c-oa 



L4 ANSWER 3B 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
RN 100044-16-4 CAPLUS 

CN 1-Piperidineethanol, 4- [ (1- (4-thia2olylraethyl) -lH-benziiaidazol-2- 
yUoethyl}-, ethanedioate (2:5) (salt) (9CI) (CA INDEX NAME) 

CM 1 

CRN 100044-15-3 
CMP C19 H24 N4 0 S 




CM 2 

CRN 144-62-7 
CMP C2 H2 04 



0 O 
(I II 
HO-C-C-OH 



IT 99960-06-2P 

RL: SPN (Synthetic preparation) 1 PREP (Preparation) 
(prepn. of, for anidation of anthranilic acid) 
RN 99960-06-2 CAPLUS 

CN 1-Piperidineethanamine, 4- [ [1- (2-furanylaethyl) -lH-benzimidazol-2- 
yljnethylj- (9CI) (CA INDEX NAME) 




L4 ANSWER 38 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




RN 99959-84-9 CAPLUS 

CN 1 -Pipe ridineacetonit rile, 4- t [1- (2-furanylmethyl) -lH-benziod.da2ol-2- 
yl]nethyl)- (9CI) (CA INDEX NAME) 




IT 99900-16-4 

RL: RCT (Reactant) t RACT (Reactant or reagent) 
(N-acetylation of) 
RN 99960-16-4 CAPLUS 

CN Benzaaide, N-[2-(4-[ [1- (2-furanylcethyl) -lH-benziaidazol-2-ylJ methyl) -1- 
piperidinyl]ethyl]-2-(oethylaaino)- (9CI) (CA INDEX NAME) 




IT 99959-83-8 99959-84-9 

RL: RCT (Reactant) 1 RACT (Reactant or reagent) 
(redn. of) 
RN 99959-83-8 CAPLUS 

CN 1-Piperidinebutanenitrile, 4-[{l-(2-furanyloethyl)-lH-benzinidazol-2- 
yl]oethyl]- (9CI) (CA INDEX NAME) 



Habte 
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101:68856 

Bi cyclic heterocyclyl containing N- (bi eye lie 
heterocyclyl) -4-piperldinaaine3 
J ansa ens. Prans Eduardt Torreaans, Joseph L«o 
Ghislanus* Bans. Joztf Francis; Van Offanvart. 
Tbeophilus Tharasia J. M. 
Janssea Pharaaeeutica N. V., Balg. 
Eur. Pa t. A ppl.. 106 pp. 
CODEN: EPXXDV 
Fatant 



DOCUMENT NUMBER: 
TITLE: 



PATENT ASSIGNEE (S) : 



DOCUMENT TTFE: 



FAMILY ACC. NUM, 
PATENT INFORMATION: 



English 
1 



PATENT NO. 


KIND 


DATE 




APPLICATION NO. 


DATE 


EF 


144101 


A2 


19850612 




EP 


1984-201611 


19841107 


EP 


144101 


A3 


19850724 










EP 


144101 


Bl 


19910206 












R: AT, 


BE, CH , DE 


FR, GB, IT 


LI. LU, NL, SE 




US 


469S569 


A 


19870922 




US 


1984-660608 


19841012 


AT 


60769 


E 


19910215 




AT 


1984-201611 


19841107 


SU 


1500162 


A3 


19890807 




SU 


1984-3814401 


19841123 


CA 


12572SB 


Al 


19890711 




CA 
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CZ 
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B6 
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CZ 
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19841128 


SK 


278443 


B6 


19970507 




SK 


1984-9128 


19841128 


DK 
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198 50531 




DX 


1984-5678 




FI 


840470B 


A 


19850531 




FI 


1984-4708 


19841129 


FI 


80446 


B 


19900228 










FI 


80446 


C 


19900611 










NO 


840475S 


A 


19850531 




NO 


1984-4755 


19841129 


NO 


164171 


B 


19900528 










NO 


164171 


C 


19900905 










AU 


8436028 


Al 


19850606 




AU 


1984-36028 


19841129 


AU 


579121 


B2 


19881117 










J? 


60149S83 


A2 


19850807 




JP 


1984-250660 


19841129 


JP 


06092389 


B4 


19941116 










ZA 


8409331 


A 


19860730 




ZA 


1984-9331 


19841129 


IL 


73686 


Al 


19880531 




IL 


1984-73686 


19841129 


PL 


146377 


Bl 


19890131 




PL 


1984-250633 


19841129 


HU 


35677 


O 


19850729 




HU 


1984-4444 


19841130 


HU 


199837 


B 


19900328 










RO 


90414 


B3 


19861210 




RO 


1984-116474 


19841130 


US 


4888426 


A 


19891219 




US 


1987-56200 


19870601 


SU 


1694064 


A3 


19911123 




SU 


1987-4203318 


19870917 


CA 


1330081 


Al 


19940607 




CA 


1988-564954 


19880422 


FI 


8804037 


A 


19880901 




FI 


1988-4037 


19880901 


FI 


84070 


B 


19910628 










FI 


84070 


C 


19911010 










US 


5025014 


A 


19910618 




US 


1989-447312 


19891207 


US 


5126339 


A 


19920630 




US 


1991-671338 


19910319 


PRIORITY APPLN. 


INFO. : 




US 


1983-556742 


19831130 










US 


1984-660608 


19841012 










EP 


1984-201611 


19841107 
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CA 1984-468587 19841126 
FT 1984-4708 19841129 
US 1987-56200 19870601 
US 1989-447312 19891207 

OTHER SOURCE(S): CAS REACT 104:68856 

GI For diagraa(s). saa printed CA Issue. 

AB The title compda. [I» R • H, cycloalkyl, pyridinyl, pyrazinyl. 

alkyl- (un) substituted furanyl, thiazolyl, iaidazolyl. halo- (un) substituted 
thienyl, (un) substituted alkyl. Phi Rl - H. alkyl. cycloalkyl, alkanoyl, 
alkoaycarbonyl, (un) substituted phenylalkyl* R2 - H. alkyl » R3 - alkyl, 
pyrrolidinyl, piperidiayl, hoaopiperonyl, each substituted by a group 
contg. a bi cyclic heterocyclic moiety* X - atoms required to complete an 
(un) substituted C6H6 or pyridine ring] (>150 in all) vere prepd. Thus, 
1- { (4 -fluorophenyl) methyl] -N- (4-piperidinyl) -lH~benziaidazol-2-aaine vas 
alkylated by heating at 70. degree, vith 6- (2-bromoethyl) -3. 7-<li«athyl-SH- 
thiazolo{3.2-a)pyriaidin-5-one-HBr in DMF contg. Na2C03 to give 62.8% II. 
II had antihistaainic activity in rats, counteracting the lethality of 
coBpd. 48/80 vith an ED50 of 0.31 ag/kg s.c. or orally, and inhibiting 
gastric lesions caused by the same agant vith an ED50 of 0.63 mg/kg 
orally. 

IT 99156-85-7? 99156-68-0? 99156-70-4? 
99138-79-3? 99156-60-6F 99 158-97- JP 

99156- 93- 1? 99158-94-2? 99156-98-89 
99137-03-8? 99157-11-6? 99157-12-79" 

99157- 18-3? 99157-19-4F 99157-22-BP 
99157-23-0? 99157-25-2? 99157-27-4? 
99157-29-8? 99157-30-99 99157-0-49 
99157-72-9? 99157-76-3? 99157-78-59 

99157- 93-4? 99157-96-79 99157-97-8? 

99158- Ol-T? 99195-12-7? 99195-lS-O? 
99195-16-1? 99195-19-4? 99195-21-6? 

RL: BAC (Biological activity or effector, except adverse) t BSU (Biological 
study, unclassified) t SPN (Synthetic preparation)! BIOL (Biological 
study)! PREP (Preparation) 

(prepn. and antihistaainic activity of) 
RN 99156-65-7 CAPLUS 

CN 4H-Pyrido(l,2-a]pyrioidio-4-one, 3- [2-[4-Hl- (2-furanylaethyl) -1H- 

benziaidazol-2-yl] amino] -1-piperidinyl] ethyl] -2-oethyl- (9CI) (CA INDEX 
NAME) 




CH2-CH2 N. 



9 

P 
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RN 99156-68-0 CAPLUS 

CN 5H-Thiazolo[3,2-a]pyriaidin-5-one. 6- [2- [4- [ [1- (2-furanylaethyl) -1H- 

benziaidazol-2-yl]aaino]-l-piperidinyl]othyl]-3,7-din»thyl- (9CI) (CA 
INDEX NAME) 




NH 



O 



RN 99156-70-4 CAPLUS 

CN lH-Purine-2,6-dione, l-(2-{4- [ [1- (2-furanylaethyl) -lH-benziaidazol-2- 

yl]aaino]-l-piperidinyl]ethyl]-3.7-dihydro-3,7-diaethyl- (9CI) (CA INDEX 
NAME) 



PAGE 1-A 
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PAGE 2-A 




RN 99156-79-3 CAPLUS 

CN 5H-Thiazolo{3.2-aJpyrinidin-S-one, 6-{2-t4-[[l- (2-furanylaethyl) -1H- 

benziaidazol-2-ylJaaino] -1 -pipe ridinyl] ethyl] -2, 3-dihydro-7-iaethyl- (9CI) 
(CA INDEX NAME) 



PAGE 1-A 




PAGE 2-A 



Habte 



RN 99156-80-6 CAPLUS 
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U ANSWER 39 OF 46 CAPUTS COPYRIGHT 2003 ACS (Continued) 
CM lH-Benximidazol-2- amine, H- ( 1- {2- (2-methyl-4H-pyrido[ 1, 2-*] pyrimidin-3- 
yl) ethyl] -4-piperidinyl] -l-(4-thiazolyl*ethyl)- (9CI) (CA INDEX NAME) 




RN 99156-87-3 CAPUTS 

CN 2.4(lH,3B)-Quin*iolinedione, 3-[2- [4-[ ll-<2-furanylmetbyl) -IH-benziaidazol- 
2-yl) ami no]- 1-piperidinyl) ethyl)- (9CI) (CA INDEX NAME) 




RN 99156-93-1 CAPLU5 

CN 2,4(1H,3H)-Ouinazolinedione, 3- [3-[4-[ [1- (2-furanylmethyl) -lH-benziBidazol- 
2-yl] amino] -l-piperidinyl]propyl] - (9CI) (CA INDEX NAME) 



14 ANSWER 39 07 46 CAPUTS COPYRIGHT 2003 ACS (Continued) 




O 



RN 99156-94-2 CAPUTS 

CN 5H-Thiazolo[3.2-a]pyri«idin-S-ooe. 6-(2-l4-{(l-(2-furanylmethyl)-lH- 

benzimidazol-2-yl] amino) -1-piperidinyl) ethyl] -7-methyl- (9CI) (CA INDEX 
NAME) 



PAGE 1-A 




P 

CH2 
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99156-99-6 CAPLUS 

2,4 (lH,3H)-Quinazolinedione, 3-[2-[4-[ (1- (2-furanylmethyl) -lH-benzioidazol- 
2-yl] amino] -1-piperidinyl) ethyl] -1-oethyl- (9CI) (CA INDEX NAME) 




RN 99157-05-8 CAPUTS 

CN lH-Purine-2,6-dione, 7-{2-{4-( [l-< 2-furanylmethyl) -lH-benzimidazol-2- 

yl] amino] -1-piperidinyl] ethyl] -3, 7 -dihydro-1, 3 -dimethyl- (9CI) (CA INDEX 



L4 ANSWER 39 OP 46 CAPUTS COPYRIGHT 2003 ACS (Continued) 

PAGE 1-A 



Q 



-« ii 



p 




RN 99157-11-6 CAPUTS 

CN 4H-Pyridoll.2-a]pyrimidin-4-one. 3-{2-[4-[ (1- (2-furanylmethyl) -1H- 

benzinidazol-2-yl] amino] -1-piperidinyl J ethyl] -6. 7. 8, 9-tetrahydro-2-me thyl- 
(9CI) (CA INDEX NAME) 



Habte 



6/02/2003 



10/030,202 
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O 



RN 99157-12-7 CAPLUS 

CN 4H-Pyrido(1.2-a)pyrimidin-4-one. 3-{2-[4-[[l-(2-furanylmethyl)-lH- 

benzimidazol-2-yl] amino] - 1 -pipe ridiny 1] ethyl] -6, 7, fl, 9-tetrahydro-2-oethyl- 
, tri hydrochloride (9CI) (CA INDEX NANS) 

9 

p 

rrY' ry*-K® 

N^>- CH2- CH2— N ^> 
O 

• 3 HC1 

RN 991S7-18-3 CAPLUS 

CN 4H-Pyrido(l,2-a)pyrimidin-4-one. 2-n«thyl-3-[2- (4-[{l- (3-pyridinylnethyl) - 
lH-b«nziaidazol-2-yl] amino) -1-piperidinyl] ethyl]- (9C1) (CA INDEX NAME) 



L4 ANSWER 39 07 46 CAPLUS COPYRIGHT 2003 ACS < Continued) 




RN 99157-19-4 CAPLUS 

CN 4H-Pyrido(l,2-a]pyriaidin-4-one, 2-Bathyl-3-(2-(4-t(l-{2-thieaylaethyll-lH- 
benzimidazol-2-yl] ami no) -1-piperidinyl) ethyl]- (9CI) (CA INDEX NAME) 




RN 99157-22-9 CAPLUS 

CN 4H-Pyrido[1.2-a]pyrimidin-4-one. 2-a«thyl-3-[2-l4-( [1- (2-pyridinylmethyl) - 
lH-benzlnidazol-2-yl] amino] -1 -pipe ridiny 1) ethyl J - (9CI) (CA INDEX NAME) 

9 

r 

^ 2 — CH2- CH2 

o 

RN 99157-23-0 CAPLUS 



L4 ANSWER 39 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 

CN 4H-Pyrido[l,2-a]pyrimidin-4-one, 6,7,8,9-tetrahydro-2-methyl-3-[2-[4-[[l- 

(2-pyridinylmethyl) -lH-ben2imida2ol-2-yl) amino] -1-piperidinyl] ethyl] - 

(9CI) (CA INDEX NAME) 




t^^^X- CH2- CH2— 
0 



RN 99157-25-2 CAPLUS 

CN 4H-Pyrido[l,2-a]pyrimidin-4-one, 6. 7,9. 9-tetrahydro-2-methyl-3-[2- [4-[ [1- 
(2-thienylmethyl> -lH-benzimidazol-2-yl] amino] -1-piperidinyl] ethyl] - (9CI ) 
(CA INDEX NAME) 



9 

P 

rVr" ry-vO 

CH2- CH2— H^J 

0 



RN 99157-27-4 CAPLUS 

CN 4H-Pyrido{l,2-aJpyrimidin-4-one. 6,7.B,9-tetrahydro-2-methyl-3-[2-(4-[[l- 
(4-thiazolylmethyl)-lH-benzimidazol-2-yl] amino) - 1 -pipe ridiny 1] ethyl] - 
(9CI) (CA INDEX NAME) 



L4 ANSWER 39 OP 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 

V 

p 

^/N^— CH2-CH2— N^J 
O 

RN 99157-29-6 CAPLUS 

CN 4H-Pyrido[1.2-a]pyriaidin-4-one, 6, 7, 8,9-tetrahydro-2-methyl-3- [2-[4-[ [1- 
(3-pyridinylmethyl) -lH-benzimidazol-2-yl] amino] -1-piperidinyl] ethyl] - 
(9CI) (CA INDEX NAME) 




O 



RN 99157-30-9 CAPLUS 

CN 4H-Pyrido[l,2-a]pyrimidin-4-one, 2-m«thyl-3-{2-{4-t [1- (pyrazinylmethyl) -1H- 
benzimidazol-2-yl] amino] -1-piperidinyl] ethyl]- (9CI) (CA INDEX NAME) 




o 



RN 99157-43-4 CAPLUS 

CN 2H-Pyrido[l,2-a]pyrimidine-2.4(3H)-dione, 3- [2- [4- I [1- (2-thienylmethyl) -1B- 
benzinidazol-2-yl] amino) -1-piperidinyl] ethyl]- (9C1) (CA INDEX NAME) 



Habte 



6/02/2003 



10/030,202 
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9 

p 

^ I^^— CH2- CH2— 
0 

RN 99157-72-9 CAPLUS 

CM lH-Benzieddazol-2-aaine. 1- (2-furanyl*ethyl) -N-[l- [2- ( lfl-imidazo [ 4 . 5- 
c]pyridin-2-yl) ethyl} -4-piperidinylJ- (9CI) (CA INDEX NAME) 

PACK 1-A 




CH 2 



U ANSVER 39 O? 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 



PAGE 2-A 




RN 99157-78-5 CAPLUS 

CN lH-Benzioidazol-2-aaine, N-[l-(2-( lH-i oidazo [ 4 , 5-c] pyridi n-2-yl) ethylj -4 
pipe ridiny !)-!-( 2- thienylaathyl) - (9CI) (CA INDEX NAME) 



L4 ANSWER 39 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 

PAGE 1-A 




PAGE 2-A 



RN 99157-93-4 CAPLUS 

CN 4(1H)-Quinazolinono, 3- {2- [4-( (1- (2-furanylaethyl) -lH-benziaidazol-2- 

ylj aaino] -1-piperidinyl] ethyl) -2. 3-dihydro-l-nothyl-2- thic»o- (9CI) (CA 
IN0EX NAME) 



L4 ANSWER 39 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




RN 99157-96-7 CAPLUS 

CN 4(lH)-<Juinazolinone. 3- [2- (4- I [1- (2-furanylmethyl) -lH-benziaidazol-2- 
yl) amino} -1-piperidinyl] ethyl] -2. 3-dihydro-2-thio*o- (9C1) (CA INDEX 
NAME) 




0 



RN 99157-97-8 CAPLUS 

CN Thieno[2, 3-d] pyrinidin-4 (1H) -one, 3-(2- [4-({l- (2-furanylnethyl) -1H- 
benzinidazol-2-yl] anino] -1-piperidinyl] ethyl] -2, 3-di hydro- 6-iaethyl-2- 
thioxo- (9CI) (CA INDEX NAME) 



Habte 



6/02/2003 



10/030,202 
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PACK 1-A 




PAGE 2-A 

0=< NH 
He 



RN 991SB-01-7 CAPLUS 

CN 4 (3H) -Qui nazoli none, 3- [2- [4- [ [1- (2-furanylmethyl) -lH-benzimidazol-2- 
yl] amino] -1-piperidinyl] athyl] -2-methyl- (9CI) (CA INDEX NAME) 



L4 ANSVER 39 07 46 CAPUTS COPYRIGHT 2003 ACS (Continued) 




O 



RN 99195-12-7 CAPLUS 

CN 2H.6H-Pyrimido[2.1-b][l,3]thiazin-6-one, 7-l2-{4-{{l-(2-furanylmethyl)-lH- 
benzimidazol-2-yl] amino] -1-piperidinyl) ethyl] -3, 4 -dihydro-8 -methyl- (9CI) 
(CA INDEX NAME) 




0 



RN 9919S-1S-0 CAPLUS 

CN 2H-Pyrido[l,2-a)pyrinidine-2,4(3H)-dione, 3- [2- [4- [( 1- (4-thiazolylmethyl) - 
lH-benrioidazol-2-yl] amino) -1-piperidinyl) ethyl]- (9CI) (CA INDEX NAME) 



L4 ANSVER 39 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




0 



RN 99195-16-1 CAPLUS 

CN 2H-Pyrido[l,2-a]pyrimidine-2, 4 (3H) -dione, 3- [2- [4- [ [1- (2-pyridinylmethyl) - 
lH-benziraidazol-2-yl) amino] -1-piperidinyl) ethyl)- (9CI) (CA INDEX NAME) 




RN 99195-19-4 CAPLUS 

CN 2,4(lH,3H)-Quinazol-inedione, 3- [4-(4-( [1- (2-furanylmethyl) -lH-benzimidazol- 
2-yl) amino] -1-piperidinyl] butyl]- (9CI) (CA INDEX NAME) 




O 



RN 99195-21-B CAPLUS 

CN Thieno{2,3-d]pyrimidine-2,4(lB,3H)-dione, 3-(2-(4-t (1- (2-furanylmethyl) -1H- 
benzimidazol-2-yl) amino] -1-piperidinyl] ethyl] -6-methyl- (9CI) (CA INDEX 
NAME) 

Habte 



L4 ANSVER 39 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 

PAGE 1-A 




PAGE 2-A 



IT 99151-1T-4P 

RL: RCT (Reactant)i SPN (Synthetic preparation)! PREP (Preparation)} RACT 
(Reactant or reagent) 

(prepn. and condensation of, with heterocyclic amines) 
RN 99151-17-4 CAPLUS 

CN lH-Benzimidazol-2-amine, 1- (2-furanylmethyl) -N-(l- (2-iaothiocyanatoethyl) - 
4-piperidinyl]- (9CI) (CA INDEX NAME) 



6/02/2003 



10/030,202 
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IT 90519-10-89 

RL: RCT (Reactant) i SPN (Synthetic preparation)! PREP (Preparation)! RACT 
(Reactant or reagent) 

(prepn. and cyclization of) 
RN 90518-10-8 CAPLUS 

CM Thiourea. N- (4-anino-3-pyridinyl) -N'-{2-{4-( [1- (2-furanyl*ethyl) -1H- 
benzinidazol-2-yl]aainoJ-l-piperidinyl}ethyl)- (9CI) (CA INDEX NAME) 



L4 ANSWER 39 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
CN Beniaxida. N-|2- [4-1 [1- (2-furanyl*ethyl) -lH-benzi«idazol-2-yl] aaino] -1- 
piperidinyl) ethyl] -2- (iMthylaxdoo) - (9CI) (CA INDEX NAME) 




RN 99158-43-7 CAPLUS 

CN Benzaaide, 2-aBdno-N-l4-(4-[[l-(2-furanyliiethyl)-lH-benzijaidazol-2- 
yl] aaino) -1 -pipe ridinyl) butyl]- (9CI) (CA INDEX HAKE) 




CH2-CH2— NH- 



9913B-41-5P 99158-42-6P 99159- 43-7P 

RL: RCT (Reactant) » SPN (Synthetic preparation)! PREP (Preparation)! RACT 
(Reactant or reagent) 

(prepn. and cyclocondensation reaction of) 
991S8-41-S CAPLUS 

Benzaaide, 2-aoino-N-{2-[4-[(l-(2-furanyloethyl)-lH-benziiaidazol-2- 
yl) aaino] -1-piperidinyl] ethyl)- (9CI) (CA INDEX NAME) 



H2N. 
CH2— CH2-NH- 



70 



RN 99158-42-6 CAPLUS 




8JN :n 



6 



9051B-53-9P 9051B-57-3P 90318-61-9P 
9031B-62-OP 9051B-64-2P 991SS-2S-5P 

RL: RCT (Reactant) i SPN (Synthetic preparation)! PREP (Preparation)! RACT 
(Reactant or reagent) 

(prepn. and decarboxylation of) 
90518-53-9 CAPLUS 

1 -Pipe ridinecarboxy lie acid, 4-({l-(2-furanyleethyl)-lH-benziaidazol-2- 
yl) aaino)-, ethyl ester (9CI) (CA INDEX NAME) 



ANSWER 39 OP 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 



II 

C-OEt 



RN 90518-57-3 CAPLUS 

CN 1 -Pipe ridinecarboxy lie acid, 4- [ [1- (2-thienylnethyl) -lfl-benziaidazol-2- 
yljaaino]-, ethyl ester (9CI) (CA INDEX NAME) 



N— CH 2 

6 



RN 90518-61-9 CAPLUS 

CN 1 -Pipe ridinecarboxy lie acid, 4-[ [l-(2-pyridinylaethyl)-lH-benziaidazol-2- 
yljanino)-. ethyl ester (9CI) (CA INDEX NAME) 



v— Cf 



CP* 

o 



RN 90518-62-0 CAPLUS 

CN 1 -Pipe ridinecarboxy lie acid, 4- [ ( 1 - (3-pyrtdinylnethyl) -lH-benzinidazol-2- 
yllanino)-. ethyl ester (9CI) (CA INDEX NAME) 



L4 ANSWER 39 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




RN 90518-64-2 CAPLUS 

CN 1 -Pipe ridinecarboxy lie acid, 4-1 [1- (4-thiazolylaethyl) -lH-benziaidazol-2- 
yl] aaino]-, ethyl ester (9CI) (CA INDEX NAME) 



II 

C-OEC 



99158-25-5 CAPLUS 

1 -Pipe ridinecarboxy lie acid, 4- [ [1- (pyrazinylaethyl) -lH-benziaidazol-2- 
yl] amino]-, ethyl ester (9CI) (CA INDEX NAME) 




90518-8S-7P 99 13 9-1 7-0 P 

RL: RCT (Reactant)! SPN (Synthetic preparation)! PREP (Preparation)! RACT 
(Reactant or reagent) 

(prepn. and redn. of) 
90518-85-7 CAPLUS 

1-Piperidineacetonitrile, 4-{ {1- (2-pyridinyloethyl) -lH-benziaidazol-2- 
yl] aaino]- (9CI) (CA INDEX NAME) 



Habte 



6/02/2003 



10/030,202 
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RN 99139-17-0 CAPLUS 

CN 1-Piperidineacetonitrile, 4-( [l-(2-furaz^l*ethyl)-lH-benzimidazol-2 
yl] amino}- (9CI) (CA IHDZX NAME) 




IT 90319-14-59 90519-1 8-9P 90519-22-5P 

RL: SPN (Synthetic preparation)} PREP (Preparation) 
(prepn. and N-acylation and N-alkylation of) 
KM 90519-14-5 CAPLUS 

CN lH-Benzimidazol-2-amine, N- ( 1- (2-anino«thyl) -4-plperidinyl] -1- (2- 
pyridinylMthyl) - (9CI) (CA INDEX NAME) 




RN 90519-18-9 CAPLUS 

CN lH-Benzimidazol-2- amine, N- [1- (2-aainoethyl) -4-piperidinylJ -1- (2- 
furanylmethyl)- (9CI) (CA INDEX NAME) 



L4 ANSVER 39 07 46 CAPLUS COPTRIGHT 2003 ACS (Continued) 




RN 90519-22-5 CAPLUS 

CN lH-Benziaddazol-2-amine, N-{1- (2-a«inoethyl)-4-piperidinyl] -1- (2- 
thienyLaethyl) - (9CI) (CA INDEX NAME) 




IT 90318-67-SP 90319-71-1? 9051B-72-2P 
90518-77-7* 99150-31-37 

RL: RCT (Reactant)i SPN (Synthetic preparation)! PREP (Preparation)} RACT 
(Reactant or reagent) 

(prepn. and N-alkylation of) 
RN 90518-67-5 CAPLUS 

CN lH-Benzinidazol-2-amine. 1- (2-furanylmethyl) -N-4-piperidinyl- (9C1) (CA 
INDEX NAME) 




RN 90518-71-1 CAPLUS 

CN lH-Benzimidazol-2-amine. N-4-piperidinyl-l- (2-pyridinylmethyl) -, 
trihydrobromide (9CI) (CA INDEX NAME) 



L4 ANSVER 39 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




•3 HBr 



RN 90518-72-2 CAPLUS 

CN lH-Benzimidazol-2-amine, N-4-piperidinyl-l- (3-pyridinylmethyl) 
trihydrobromide (9CI) (CA INDEX NAME) 




•3 HBr 



RN 90518-77-7 CAPLUS 

CN lH-Benzimidazol-2- amine, N-4-piperidinyl-l- (4-thiazolyloethyl) -, 
dihydrobromide (9CI) (CA INDEX NAME) 




• 2 HBr 



RN 99158-31-3 CAPLUS 

CN lH-Benzimidazol-2-amine, N-4-piperidinyl-l- (2-pyridinylmethyl) - (9CI) (CA 
INDEX NAME) 



L4 ANSWER 39 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




IT 90518-92-67 

RL: RCT (Reactant) i SPN (Synthetic preparation); PREP (Preparation) ; RACT 
(Reactant or reagent) 

(prepn., redn., and conversion of, to isothiocyanate) 
RN 90518-92-6 CAPLUS 

CN 1-Piperidineacetonitrile. 4- [ [1- (2-thienylmethyl) -lH-benzimidazol-2- 
yl] amino]- (9CI) (CA INDEX NAME) 




Habte 



6/02/2003 



10/030,202 
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fluoropheayl) methyl] -2. 3-pyridinedi amine. This vas condensed with Et 
4-i30tniocyanatopiperidinecarbexylate to give pyridinyl thiourea deriv. II 
which vas eye ll red by heating in EtOH with BgO and S to give 
iaidazopyridinaaine III (RS • O02£t) . The latter vas decarbcxylated by 
heating in 481 aq. BBr to give III.2HBr (R5 - B) which vas alkylated with 
a p-ewthoaypbenethyl halide to give III (R5 - 4-MeOC6B4CH2CH2) (IV). I 
are antihistaainics. In adce IV inhibited coapd. 49/80-indueed lethality 
with an ED 50 of 0.09 ag/kg s.c. or orally. 
90318-67-59 90318-71-lP 90518-72-29 
90518-77-77 90319-1B-9? 

RL: RCT (Reactant) ; SPN (Synthetic preparation)! PREP (Preparation); RACT 
(Reactant or reagent) 

(prepn. and condensation reactions of) 
90S18-67-S CAPLUS 

lB-Benziaidazol-2-eaine, 1- (2-furanylaethyl) -N-4-piperidinyl- (9CI) (CA 
INDEX NAME) 




RN 

at 



90518-71-1 CAPLUS 

lB-Benziaidazol-2-aaine, N~4-piperidinyl-l- (2-pyridinylaethyl) - 
trihydrobroaide (9CI) (CA INDEX NAME) 



PRIORITY APPLN. INTO. : US 1984-569115 19940109 

US 1994-660670 19941015 
EP 1994-201812 19941206 
NO 1995-94 19950108 

OTHER SOURCE (S) : CASREACT 104:50874 

GI 7or diagraia(s), see printed CA Issue. 

AB The title eoapds. (If A - (un) substituted C6H6 or pyridine ring) R - B, 
alkyl; Rl - B, alkyl, cycloalkyl, aralkyl. ( alley 1) furanyl, 
(alkyl) iaidazolyl, (halo) t hie nyl. pyridinyl, pyrazinyl, thiazolyl, 
(un) substituted Phi R2 - H, alkyl, cycloalkyl, aralkyl, alkanoyl, 
alkosycarbonyl; R3 - R4Z, (un) substituted satd. heterocyclyl; R4 - acyl, 
acylaaino, acyloxy. acylthio, (un) substituted Ph, aryl, etc. ; Z - 
alkylene] were prepd. Thus 3-chloro-2-nitropyridine was ami nolyzed -with 
4-7C6B4CH2NH2 and the product hydrogenated to give N3-[(4- 



90518-72-2 CAPLUS 

lH-Benziaidazol-2-aaine, N-4 -pipe ridinyl-1- (3-pyridiny Ice thyl) - 
trihydrobroaide (9CI) (CA INDEX NAME) 



L4 ANSVER 40 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 



R-NH-O 



•3 BBr 

RN 90518-77-7 CAPLUS 

CN lH-Benzinidazol-2-aaine. N-4-piperidinyl-l- (4-thiazolylaethyl> - 
dihydrobroaide (9CI) (CA INDEX NAME) 



90519-18-9 CAPLUS 

lB-Benzinidazol-2-aaine, N- { 1- (2-aainoethyl) -4-piperidinyl] -1- (2- 
furanylaethyl) - (9CI) (CA INDEX NAME) 



N— CH2 

6 



CH2~ CH2— NB2 



IT 991S8-25-S9 

RL: SPN (Synthetic preparation)! PREP (Preparation) 
(prepn. and conversion of, to dihydrobroaide) 
RN 99158-25*5 CAPLUS 

CN 1- Pipe ridinecarboay lie acid, 4-( [1- (pyrazinylaathyl) -lB-benziaidazol-2- 
yllaainoj-. ethyl ester (9CI) (CA INDEX NAME) 



Habte 



ANSVER 40 OF 46 CAPLUS COPYRIGHT 2003 ACS 




90518-53-99 90518-57-39 90518-61-9? 
90916-62-09 90518-64-29 99780-67-39 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(prepn. and deethosycarbonylation of) 
90518-53-9 CAPLUS 

1 -Pipe ridinecarboay lie acid, 4- [ [1- (2-furanylaethyl) -lH-benziaidazol-2- 
yl]aaino]-, ethyl ester (9CI) (CA INDEX NAME) 




90518-57-3 CAPLUS 

1 -Pipe ridinecarboay lie acid, 4 

yljaninol-, ethyl ester (9CI) 



[ [ 1- (2-thienylaethyl) -lH-benziaidazol-2- 
(CA INDEX NAME) 



N— CB 2 

o 



90518-61-9 CAPLUS 

1 -Pipe ridinecarboay lie acid, 4-[ (l-(2-pyridinylnethyl) -lB-benziaidazol-2- 
yl) amino]-, ethyl ester (9CI) (CA INDEX NAME) 
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RN 
CN 



90518-62-0 CAPLUS 

1 -Pipe ridinecarbcxy lie add, 4-( (1- (3-pyridinylaathyl) -iH-benzimidazol-2- 
yl] amino]-, ethyl eater <9CI) (CA INDEX NAKE) 




90518-64-2 CAPLUS 

1 -Pipe ridinecarboxy lie acid. 4-[(l-(4-thiazolyl*ethyl)-lH-benzimidazol-2- 
yl] amino]-, ethyl ester (9CI) (CA INDEX NAME) 




99780-67-3 CAPLUS 

1 -Pipe ridinecarboxy lie acid, 4-[ [l-(pyrazinylmethyl) -lH-benzimidazol-2- 
yl] amino] -. ethyl ester, dihydrochloride (9CI) (CA INDEX NAKE) 



L4 ANSWER 40 07 46 CAPLUS COPTRIGHT 2003 ACS (Continued) 




99 139- 17 -OP 

RL: RCT (Reactant) i SPN (SyntheUc preparation)! PREP (Preparation)! RACT 
(Reactant or reagent) 

(prepn. and bydrogenation of) 
99139-17-0 CAPLUS 

1-Piperidineacetonitrile. 4-( [1- (2-furanylmethyl) -lH-benzimidazol-2- 
yl)amino}- (9CI) (CA INDEX NAME) 




CHj— CN 



99780-02-6P 99780-04-BP 99780-05-9P 
89780-06-0? 99780-08-2P 9978O-09-3P 
99780-12-87 99780-42-4P 99780-56-0P 
99780-58-2P 997S0-6O-6P 9978©-«l-7P 



RL: BAC (Biological activity or effector, except adverse)! B5U (Biological 
study, unclassified)! SPN (Synthetic preparation)! THU (Therapeutic use)! 
BIOL (Biological study)! PREP (Preparation)! USES (Uses) 

(prepn. of. as antihistamine) 
99780-02-6 CAPLUS 

2H-l-Benzopyran-2-ona. 3-[2-(4-[ [l-(4-thiazolylmethyl)-lH-benzimidazol-2- 
yl] ami no] -1 -pipe ridinyl] ethyl]-, dihydrochloride (9CI) (CA INDEX NAKE) 



L4 ANSWER 40 OF 46 CAPLUS COPTRIGHT 2003 ACS (Continued) 




• 2 HCl 



RN 99780-04-8 CAPLUS 

CN 2H-l-Benzopyran-2-one, 3- (2- (4- [ [1- (2-thienylmethyl) -lH-benzimidazol-2- 
y 1] amino] -1 -pipe ridinyl] ethyl] - (9CI) (CA INDEX NAME) 




RN 99780-05-9 CAPLUS 

CN 2H-l-Benzopyran-2-one, 3-[2-l4-[ (1- (2-pyridinylmethyl) -lH-benzimidazol-2- 
yl] amino] -1 -pipe ridinyl) ethyl]-, dihydrochloride (9CI) (CA INDEX NAME) 




•2 HCl 



RN 99780-06-0 CAPLUS 

CN 2B-l-Benzopyran-2-one, 3-{2-[4-[(l-(3-pyridinylmethyl)-lfi-benzimidazol-2- 
yl) amino] -1-pipe ridinyl) ethyl}- (9CI) (CA INDEX NAKE) 



L4 ANSWER 40 07 46 CAPLUS COPTRIGHT 2003 ACS (Continued) 




RN 99780-08-2 CAPLUS 

CN lH-Benzinidazol-2-amine, N- (l-{ 2- (4-oethoxvphenyl) ethyl] -4 -pipe ridinyl) -1- 
(pyrazinylaethyl)- (9CI) (CA INDEX NAME) 




RN 99780-09-3 CAPLUS 

CN 2H-l-Benzopyran-2-one, 3- (2- [4- [ [1- (2-furanylmethyl) -lH-benzimidazol-2- 
yl] amino] -1-piperidinyl] ethyl]- (9CI) (CA INDEX NAKE) 




RN 99780-12-8 CAPLUS 

CN lH-Benzimidazol-2-amine, N-{1- [2- (4-methoxyphenyl) ethyl] -4 -pipe ridinyl] -1- 
(4-thiazolyloethyl)-. dihydrobromide (9CI) (CA INDEX NAME) 



Habte 
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S^ 




^00 



RN 99780-42-4 CAPLUS 

CN Foraaaido. N- [ 2- [ 4- [ { 1- (2-furanylaethyl) -lH-benziaidazol-2-yl] aaino) -1- 
piperidinyl] ethyl]- (9CI) (CA INDEX HAKZ) 



RN 99780-60-6 CAPLUS 

CN 2H-l-Benzopyran-2-one, 3-(2- [4- [ (1- (2-pyridinylMthyl) -lH-benziaidazol-2- 
yl] aaino] -1-piperidinyl] ethyl]- (9CI) (CA INDEX NAME) 




CH2— CH2— NH- CBO 



RN 99780-56-0 CAPLUS 

CN Phenol, 4-t2-t4-t(l-(4-thiazolyloethyl)-lH-benzinidazol-2-yl) 
pi peridinyl) ethyl)-, dihydrobroaide (9CI) (CA INDEX NAME) 



RN 99780-61-7 CAPLUS 

CN lH-Benziaidazol-2-aaine. N- [ 1- [ 2- (4 -oethoxyphenyl) ethyl] -4 -pi peridinyl) - 1- 
(4-thiazolylaethyli- (9CI) (CA INDEX NAME) 





• 2 HBr 

RN 99760-58-2 CAPLUS 

CN 2H-l-Benzopyran-2-one, 3-(2-[4-{ [1- (4-thiazolyliaethyl) -lH-benziaidazol-2- 
yl] amino] -1-pipecidinyl] ethyl]- (9C1) (CA INDEX NAME) 



S^ 



RN 99780-63-9 CAPLUS 

CN Phenol, 4-[2-{4-[{l-(4-thiazolylnethyl)-ra-benzioidazol-2-yl]aaino]-l- 
piperidinyl] ethyl]- (9CI) (CA INDEX NAME) 
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OTHER SOURCE (S) : CASREACT 103:215287 

GI Por dlagraa(s), see printed CA Issue. 

AB The title coepds. {I> R - H, alky It Rl - H, alkyl, thienyl, halothienyl, 
pyrazinyl, thiazolyl, alkylthiazolyl, iaidazolyl, alkyliaidazolyl, 
(un) substituted Ph, alkyl substituted by 1 or 2 of these area, groups* R2 
- h, alkyl, cycloalkyl, alkanoyl, alkoxyearbonyl, (un) substituted Phi R3 - 
R4(CH2)nZ21, R4 (CH2) nZ2C(Xl)ZZl, Q) R4 - 5-meabered heterocyclyl contg. 
.gtoreq.l N atoas, optionally fused to a C6H6 ringi X - (un) substituted 
CH:CHCH:CH, NsCHCH:CH. CH:NCH:CH, CH:CHN:CH, CH:CBCH:Nj XI - 0, S, 02NCH, 
R5N; RS - H, alkyl, cyaoo, NO 2, acyl* 2-0, S, R6 N, bondi R6 - B, alkyl, 
aaino, acyl; 21 - alkylene* Z2 - O, s. R7N, bond* R7 - H, alkyl* n - 0-6* 



Habte 
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■ - 0-2) were prepd. Thus. N- (2-nitrophenyl) -2-furanaethanaaine vu 
hydrogen* ted and the diamine condensed with Kt 4-isothiocyanato-l- 
piperidinecarboxylate to give thiourea deriv. II. This vaa cycllxad to a 
benziaidazole dariv. by heating with HgO and S in EtQB, decarbcaylated by 
heating in aq. HBr. and N-alkylated vith 4-(chloroaethyl) -5-aethyl-lH- 
iaidazole-BCl to give benziaidazolaadne III. The antihistaainic 
properties of I vere deaonstrated in rata, vhere I inhibited the lethality 
of coapd. 48/80 vith EDS0 0.005-1.25 ag/fcg s.c. or orally, and inhibit 
gastric lesions in rata caused by the same agent vith E0S0 0.04-1. 25 ag/kg 
s.c. 

IT 99151-17-4P 

RL: RCT (React ant) i SPN (Synthetic preparation) i PREP (Preparation) * RACT 
(Reactant or reagent) 

(prepn. and aainolysis of) 
RN 99151-17-4 CAPLUS 

CN lH-Benziaidazol-2-aaine. 1- (2-furanylBethyl) -N-(l- (2-isothiocyanatoetbyl) - 
4-piperidinyl)- (9CI) (CA INDEX MAKE) 



L4 ANSVER 41 0? 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




RN 99137-51-6 CAPLUS 

CN lH-Benziaidazol-2-aaine, l-(2-furanylaathyl)-N-(l-(2-(4-aethyl-5- 
thiazolyl) ethyl] -4-piperidinyl)- (9CI) (CA IN0EX NAME) 




CH2~ CH2— N=C 



99137-43-«P 99137-M-6P 99 137 -7 1-0 S> 

99 137- 72- IP 99137- 73-2P 99 137- 74-3 P 

99 138- 03- IP 99138-04-2P 99138-05-3P 
99138-20-2P 99138-23-9P 99134-34-69 
99 138-3 6-0 P 99138-37-1P 99138-5S-3P 
99138-56-4P 99151-07-2P 

RL: bag (Biological activity or effector, except adverse) i Bsu (Biological 
study, unclassified) t SPN (Synthetic preparation)) BIOL (Biological 
study)> PREP (Preparation) 

(prepn. and antihistaninic activity of) 
99137-43-6 CAPLUS 

lH-Benziaidazol-2-aiaine. 1- (2-furanylmethyl) -N-(l-{ (S-oethyl-lH-inidazol-4- 
yl) Be thyl) -4-piperidinyl]- (9CI) (CA INDEX NAME) 



Q±r»-Cr a " 



RN 99137-71-0 CAPLUS 

CN lH-Benziaidazol-2-aaine. l-(2-pyridlnyljaethyl)-N-[l-[2- (2- thiazolyl) ethyl) - 
4-piperidinyl]- (SCI) (CA INDEX NAME) 




6 



RN 99137-72-1 CAPLUS 

CN lH-Benzioidazol-2-aaine, 1- (2-pyridinylBethyl) -N- ( 1- [2- (2- thiazolyl) ethyl] - 
4-piperidinyl]-, (2E) -2-butenedioate (1:2) (9CI) (CA INDEX NAME) 



L4 ANSVER 41 OP 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
CRN 99137-71-0 
CMP C23 H26 N6 S 




CM 2 

CRN 110-17-9 
CMP C4 B4 04 

Double bond geoaetry as shown. 
C0 2 H 



RN 99137-73-2 CAPLUS 

CN lH-Benzimidazol-2-anine. N- [l-(2- (2- thiazolyl) ethyl] -4-piperidinyl) -1- (2- 
thienylmethyl)- (9CI) (CA INDEX NAME) 




RN 99137-74-3 CAPLUS 

CN lH-Benziaidazol-2-amine, N-[l-[2- (2-thiazolyl) ethyl) -4-piperidinyl] -1- (2- 
thienyloethyl)-, ethanedioate (1:2) (9CI) (CA INDEX NAME) 

CM 1 

CRN 99137-73-2 
CM? C22 H2S NS S2 



Habte 



L4 ANSVER 41 OP 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




CM 2 

CRN 144-62-7 
OtP C2 H2 04 



HO-C-C-OH 



RN 99138-03-1 CAPLUS 

CN lH-Benzimidazol-2-aaine, 1- (2-furanylmethyl) -N-[l-(2- (2- 

thiazolylamino) ethyl] -4-piperidinyl]- (SCI) (CA INDEX NAME) 




RN 99139-04-2 CAPLUS 

CN lH-Benzioidazol-2-aoine, N-[l- [2- (2- thiazolylaaino) ethyl] -4-piperidinyl] -1- 
(4-thiazolylnethyU- (9CI) (CA INDEX NAME) 




RN 99139-05-3 CAPLUS 

CN lB-Benziaidazol-2-aaine, N- [1- [2- (2- thiazolylaaino) ethyl] -4-piperidinyl) -1- 
(4-thiazolyloethyl)-, ethanedioate (2:5) (9CI) (CA INDEX NAME) 
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CM 1 



CRN 99139-04-2 
CK7 C21 H25 N7 S2 
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0 




JL_S_ 



7 



110-17-8 
C4 B4 04 



Double bond geometry as shown. 

^^sS .C02H 



CRN 144-62-7 
CMP C2 H2 04 



0 0 
II II 

Bo-c-c-oa 



RN 99138-34-8 CAPLUS 

CN lH-Benzimidazol-2-aaine, N-[l-(2-[ (4-f luorophenyl) Mthyl] -1B- 

benzioidazol-2-yl)o»y] ethyl] -4-piperidinyl] -1- (2-furenylaethyl) - (9C1) 
(CA INDEX NAME) 



99138-20-2 CAPLUS 

lH-Benzimidazol-2-amine, 1- (3-pyridinylmethyl) -N- [ 1- [2- (2- 
thiaiolylaaino) ethyl] -4-piperidinyl}- (9C1) (CA INDEX NAME) 




99138-23-5 CAPLUS 

lH-Benzimidazol-2-amine. N- [l-(2- (2-thiazolylanino) ethyl] -4-piperidinyl] -1- 
(2-thienylaethyl)-. (2E) -2-butenedioate (1:3) (9CX) (CA IN0EX NAME) 



99138-22-4 
C22 H26 N6 S2 




L4 ANSWER 41 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 

PAGE 2-A 



NH 




RN 99138-36-0 CAPLUS 

CN lH-Benzimidazol-2-araine, N- [1- [2- (2-benzothiazolyloxy) ethyl] -4- 
piperidinyl]-l-(2-furanyloethyl)- (9CI) (CA INDEX NAME) 



PAGE 1-A 




3*2 
) 



PAGE 2-A 

bo 
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RN 99138-37-1 CAPLUS 

CN lH-Benzimidazol-2-araine, 1- (2-furanylmethyl) -N-[l- [2- (2- 
thiazolyloxy) ethyl] -4-piperidinyl]- (9CI) (CA INDEX NAME) 




RN 99138-55-3 CAPLUS 

CN lH-Benzimidazpl-2-amine. 1- (2-furanylnethyl) -N- [l-(2-( ( 4 -methyl- 2- 
thiazolyl) amino] ethyl] -4-piperidinyl}- (9CI) (CA INDEX NAME) 




RN 99138-56-4 CAPLUS 

CN lH-Benzimidazol-2-araine, 1- (2-furanylmethyl) -N-[l-{2-( (4-methyl-2- 

thiazolyl) amino] ethyl] -4-piperidinyl]-, tri hydrochloride (9CI) (CA INDEX 
NAME) 




• 3 BC1 



RN 99151-07-2 CAPLUS 

CN lH-Benzinidazol-2-anine, N-(l-{2- (2-benzothiazolylo»y)ethylJ-4- 

piperidinylJ-l-(2-furanyli»tbyl)-, (2E) -2-butenedioate (1:2) (9CI) (CA 
INDEX NAME) 



Habte 



6/02/2003 
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CM 1 



CRN 99138-36-0 

Off C26 H27 N5 02 S 



ACS (Continued) 



p 
p 



U ANSWER 41 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
IT 90518-67-5 90519-71-1 90519-72-2 
90519-77-7 

RL: RCT (Reactant)* RACY (Reactant or reagent) 
(prepn. and cyanoelxylation of) 
RN 9051 B -67-5 CAPUTS 

CN lH-Benziaddazol-2- amine. 1- (2-furanylmetbyl) -N-4-piperidinyl- (9C1) (CA 

INDEX NAME) 




RN 90518-71-1 CAPLUS 

CM lH-Benzlmidazol-2-aaine, N-4-piperidinyl-l- (2-pyridinylaethyl) - 
trihydrobroodde (9CI) (CA INDEX NAME) 




•3 HBr 

RN 9051B-72-2 CAPLUS 

CN lB-Benziaidazol-2-aaine, N-4-piparidinyl-l- (3-pyridinylmethyl)- 
trihydrobromide (9CI) (CA INDEX NAME) 



CRN 110-17-8 
CNF C4 H4 04 



Double bond geometry as shown. 
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RN 90518-77-7 CAPLUS 

CN lH-Benzioidazol-2-amine, N-4-piperidinyl-l- (4-thiazolylmethyl) - 
dihydrobromide (9CI) (CA INDEX NAME) 



• 2 HBr 

99151-22-19 

RL: RCT (Reactant) i SPN (Synthetic preparation)! PREP (Preparation)/ RACT 
(Reactant or reagent) 

(prepn. and cyclocondensation reaction of) 
99151-22-1 CAPLUS 

Thiourea, [2-[4-[ [1- (2-furanylaethyl)-lH-benzioidazol-2-yl] amino] -1- 
piperidinyl] ethyl]- (9CI) (CA INDEX NAME) 




NH-C-NH2 
S 



N— CH 2 



IT 90519-61-9 905 18-6 2 -O 90510-54-2 

RL: RCT (Reactant) » RACT (Reactant or reagent) 

Habte 



ANSWER 41 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 

(prepn. and decarboxylation of) 
90518-61-9 CAPLUS 

1 -Pipe ridinecarboxy lie acid, 4 -[ [1- (2-pyridinyloethyl) -lH-benziciidazol-2- 
yl) amino}-, ethyl ester (9CI) (CA INDEX NAME) 



l^JJ N— CH 2 

o 



90518-62-0 CAPLUS 

1 -Pipe ridinecarboxy lie acid, 4 

ylj amino]-, ethyl ester (9CI) 



I [1- (3-pyridinyloethyl) -lH-benzimidazol-2- 
(CA INDEX NAME) 



II 

C-OEt 



RN 
CN 



90518-64-2 CAPLUS 

1- Pi peri dine car boxy lie acid, 4- [ ( 1- (4-thiazolyloethyl) -lH-benzimidazol-2- 
yl) amino]-, ethyl ester (9CI) (CA INDEX NAME) 



90518-63-5 90518-85-7 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(prepn. and lithium aluminum hydride redn. of) 
90518-83-5 CAPLUS 

1 -Pipe ridineacetonit rile, 4-1(1- (3-pyridinylmethyl) -lH-benzimidazol-2- 
yl) amino]- (9CI) (CA INDEX NAME) 
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RN 90518-85-7 CAPLUS 

CM 1-Piperidineacetoni trile. 4- ( (1- (2-pyridiByla»thyl) -lH-benzieddazol-2- 
yl] amino] - (9CI) <CA INDEX NAME) 




IT 9051B-92-6P 99139- 17-0P 

RL: RCT (Reactant) » SPN (Synthetic preparation)) PREP (Preparation); RACT 

(Reactant or reagent) 

(prepn. and lithiua alusinua hydride redn. of) 
RN 90518-92-6 CAPLUS 

CN 1-Piperidineacetonitrile, 4- [ {1- <2-thienyl«ethyl) -lH-benzioidazol-2- 
yljaaino]- (9CI) (CA INDEX NAME) 




RN 99139-17-0 CAPLUS 

CN 1-Piperidineacetonitrile, 4-t [1- (2-furanyliaethyl) -lH-benzinidazol-2- 
yljanino]- (9CI) (CA INDEX NAME) 



L4 ANSVER 41 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




IT 903X8-53-9 90510-57-3 

RL: RCT (Reactant) i RACT (Reactant or reagent) 

(prepn. and N-alkylation and decarboxylation of) 
RN 90518-53-9 CAPLUS 

CN 1-Piperidinecartxuylic acid, 4- [ (1- (2-furanylaethyl) -lH-b«nziaidaxol-2- 
yljaadno] -. ethyl eater (9CI) (CA INDEX NAME) 




RN 90518-57-3 CAPLUS 

CN 1-PiperidinecarboayUc acid, 4-[ [1- |2-thienyloethyl) -lH-benzinidazol-2- 
yljaaino]-, ethyl ester (9CI) (CA INDEX NAME) 



O 




IT 90519-14-59 90519-15-49 90519-19-99 
90S19-22-5P 

RL: RCT (Reactant) i SFN (Synthetic preparation); PREP (Preparation)! RACT 
(Reactant or reagent) 



(Continued) 
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(prepn. and N-alkylation of) 
90519-14-5 CAPLUS 

lH-Benzimidazol-2-anine, N- [1- (2-aainoethyl) -4-piperidinyl] -1- (2- 
pyridinylmethyl) - (9CI) (CA INDEX NAME) 



CH2-CH2-NH2 



L4 ANSWER 41 OF 46 CAPLUS COPYRIGHT 2003 ACS 




RN 
CN 



90519-15-6 CAPLUS 

lH-Benzinidazol-2-anine, N- (1- (2-aminoethyl) -4-piperidinyl] -1- (3- 
pyridinyloethyl)- (9CI) (CA INDEX NAME) 




CH2 — CH2~ NH2 



90519-47-49 

RL: RCT (Reactant); SPN (Synthetic preparation)* PREP (Preparation)! RACT 
(Reactant or reagent) 

(prepn. and O-alkylation of) 
90519-47-4 CAPLUS 

1-Piperidineethanol, 4- { [1- (2-furanylj=ethyl) -lH-benzinidazol-2-ylJ aaino] - 
(9CI) (CA INDEX NAME) 



90519-18-9 CAPLUS 

lH-BenziBidaxol-2-aaine, N- (1- (2-ajainoethyl) -4-piperidinyl] -1- (2- 
furanylaethyl)- (9CI) (CA INDEX NAME) 




CH2-CH2-NH2 



JUT-' 




CH2— CH2-0H 



z 



90519-49-59 

RL: SPN (Synthetic preparation) ; PREP (Preparation) 

(prepn. of) 
90519-48-5 CAPLUS 

1-Piperidineethanol, 4-[ [1- (2-furanylmethyl) -lH-benzi.midazol-2-yl] amino] - 
(2E) -2-butenedioate (2:3) (salt) (9CI) (CA INDEX NAME) 

CM 1 

CRN 90519-47-4 
CMP CI 9 H24 N4 02 



90519-22-5 CAPLUS 

lH-Benziaidazol-2-aaine, N- [1- (2-aninoethyl) -4-piperidinyl] -1- (2- 
thienylaethyl)- (9CI) (CA INDEX NAME) 




6 



C&2~ CH2~ OH 



CM 2 
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CRM 110-17-8 
Off C4 H4 04 



try as shown. 
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DOCUMENT TYPE: 



OTHER SOURCE(S): 
GI 



CAPLUS COPYRIGHT 2003 ACS 
1985:596033 CAPLUS 
103:196033 

New antihistaainic N- heterocyclic 4 -piperidinaminea. 
1. Syntheaia and antihistaainic activity of 
N- (4-piperidinyl) -lH-benziaidazol- 2- aaiaes 
Janssens, Franai Torreaans, Joseph* Janssen, Harceli 
Stokbroefc*. Rayaond A. i Luycfcx, Marcel j Janssen, Paul 
A. J. 

N. V. Janssen Pharm. , Re a. Lab., Beerse. B-2340, Belg. 

Journal of Medicinal Cheaistry (1985), 28(12), 1925-33 

CO DEN: JMCHARi ISSN: 0022-2623 

Journal 

English 

103:196033 



rjT^Wnr! S 2 ^ 



AB The synthesis of a series of N- (4-piperidinyl) -lH-benziaidazol-2-aaioes I 
(R -(un) substituted alkyl, cycloalkyl, (un) substituted CH2CB2Phi Rl - H, 
alkyl, cyclopropylt R2 - H, alkyl, (un) substituted benzyl) (87 coapds.) 
and the preliainary evaluation of their in vitro and in vivo 
antihistaainic activity are described. Cyclodesulfurization of 
(2-aainophenyl) thioureas vith HgO resulted in 2-aainobenziaidazole 
interaediates, which were aonoalkylated on the endo- nitrogen atoa. After 
deprotection of the piperidine nitrogen atoa with aq. HBr, I were obtained 
by alkylation, reductive aai nation, or oxirane ring -opening reactions. 
The in vivo antihistaainic activity was evaluated by the coapd. 
4 6/80- induced lethality test in rats and the histaaine-induced lethality 
teat in guinea pigs after oral and/or s.c. administration. The duration 
of action, for a selected no. of coapds., was studied in the guinea pig. 
The phenylethyl derivs. showed the aost potent antihistanine properties 
after oral administration in both aninal species. 

IT 7373S-1B-2P 

RL: SPN (Synthetic preparation)! PREP (Preparation) 
(prepn. and antihistanine activity of) 

RN 73736-18-2 CAPLUS 

CN lH-Benzinidazol-2-aaine. N- [1- (2-phenylethyl) -4-piperidinyl] -1- (2- 
pyridinylaethyl)- (9CI) (CA INDEX NAME) 
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,,CH2- CH2— Ph 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR (S): 



PATENT ASSIGNEE (S): 
SOURCE: 



DOCUMENT TYPE: 



FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



1984:423473 CAPLUS 
101:23473 

N- (Bi eye lie heterocyclyl) -4-piperidinamines 

Janssens, Frans Eduard; Torreaans, Joseph Leo 

Ghislanusi Hens, Jozef Francis? Van Offenwert, 

Theophilus Theresia J. M. 

Janssen Pharmaceutica N. V.. Belg. 

Eur. Pat. Appl., 87 pp. 

CODEN: EPXXDV 

Patent 

English 

1 



PATENT NO. 


KIND 


DATE 


APPLICATION NO. 


EP 


99139 


A2 


19840125 


EP 


1983-200832 


EP 


99139 


A3 


19840222 






EP 


99139 


Bl 


19870211 








R: AT, BI 


I, CH, 0E, 


, FR, GB, IT, 


LI, LU, NL, SE 


US 


4556660 


A 


19851203 


US 


1983-487774 


IN 


156065 


A 


19850504 


IN 
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CA 
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Al 
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AT 
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A3 
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SU 


1983-3608869 


FI 


8302521 


A 
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FI 


1983-2521 


FI 


78480 


B 


19890428 






FI 


78480 


C 


19890810 






DK 


83031B5 


A 


19840113 


DK 


1983-3185 


NO 


8302524 


A 


19840113 


NO 


1983-2524 


NO 


160850 


B 


19890227 






NO 


160850 


C 


19890607 






JP 


59021680 


A2 


19840203 


JP 


1983-124900 


HU 


32108 


O 


19840628 


HU 


1983-2471 


HU 


203550 


B 


19910828 






AU 


8316728 


Al 


19850117 


AU 


19B3-16728 


AU 


563363 


B2 


19870709 






2A 


8305044 


A 


19850227 


ZA 


1983-5044 


RO 


87533 


B3 


19851031 


RO 


1983-111600 


ES 


524029 


Al 


19851116 


ES 


1983-524029 


IL 


69198 


Al 


19870130 


IL 


1983-69198 


PL 


147092 


Bl 


19890429 


PL 


1983-242970 


US 


4760074 


A 


19880726 


US 


1985-800587 


US 


4820822 


A 


19890411 


US 


1987-115272 


US 


33833 


E 


19920225 


US 


1990-619558 



PRIORITY APPLN. INFO. : 



OTHER SOURCE(S) : 
GI 



US 1982-397626 
US 1983-487774 
EP 1983-200832 
US 1985-800587 
US 1987-115272 
CAS REACT 101:23473 



19830422 
19830512 
19830607 
19830608 
19830627 
19830711 



19830711 
19830711 



19B30711 
19B30711 

19830711 

19830711 
19830711 
19830711 
19830711 
19830712 
19851121 
19871102 
19901129 
19820712 
19830422 
19830608 
19851121 
19871102 
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Rl r3 

-0— o . 




About 100 antihistaoinic title coapds. I [R - substituted piperidinyl. 
substituted alkyli Rl - H, alkyli R2 - H, alkyl, cycloalkyl, acyl, 
atalkyl; R3 - H, (un) substituted alkyl, cycloalkyl, aryli X - CH:C8CH:< 
N:CKCH:CH, CH: NCH:CH, CH:CHN:CH, CH:CHCH:N] were prepd. Thus 
N-piperidinylbenziaidazolaaine II (R4 - 2-pyrinidinyl) (III) was prepd. 
fron 2-chloropyriaidine and II <R4 - H) , which was prepd. f ran 
N-piperidinylbenzioidazolanine IV. Ill had an EDS0 of 0.63 tag/kg s.c. 
against stoaach lesions induced by vasoactive aaiaes in rats. 

90519-42-9 

RL: RCT (Reactant)s RACY (Reactant or reagent) 

(condensation of, with chloroethylcarbaaate) 
90519-42-9 CAPLUS 

lH-Benziaidazol-2-aaine. N-4-piperidltjyl-l- <4-thiazolylaethyl) -, 
trihydrobroaide (9CI) (CA INDEX NAME) 



• 3 HBr 

90517-15-07 90517-17-2P 90317-19-39 
90517-19-49 90517-20-79 90517-21-99 
90517-44-59 90517-46-79 90517-72-99 
90517-73-09 90517-78-59 90517-92-19 
90517-03-29 

RL: SPN (Synthetic preparation)) PREP (Preparation) 

(prepn. and antihistamine activity of) 
90517-15-0 CAPLUS 

lH-Benziaidazol -2-aaine, l-(2- pyridi nylae thyl ) -N- [ 1 - { 2 - ( 2 - 
pyrioidinylaaino) ethyl) -4-piperidinyl) - (9CI) (CA INDEX NAME) 



^ — CH2-ca2-Na—S^^l 



RN 90517-17-2 CAPLUS 

CN lH-Benziaidazol-2-aaine, N- (l-[ 2- (2-pyriaidinylaaino) ethyl) -4 -piperidinyl] - 
l-(3-pyridinylaethyl)- (9CI) (CA INDEX NAME) 



C^-—} - C^N— ch 2 - ch 2 - nh— |f % 



RN 90517-1B-3 CAPLUS 



L4 ANSWER 43 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
CN IB-Be nzinidazol- 2-aaine. 1- (pyrazinylaethyl) -N-(l-{2- (2- 

pyrimidinylaaino) ethyl) -4-piperidinyl]- (9CI) (CA INDEX NAME) 

j^^N CH2- CH2- NH— 

RN 90517-19-4 CAPLUS 

CN IH-Be nzinidazol -2-aaine, N- [1- [2- (2-pyriaidinylaaino) ethyl) -4 -piperidinyl) - 
1- (2-thienylaethyl) - (9CI) (CA INDEX NAME) 



L4 ANSWER 43 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 



f^N CH2-CH2-NH — J 

N— CH 2 



RN 90517-44-5 CAPLUS 

CN lH-Benziaidazol-2-aaine, l-(2-furanyleethyl)-N-[l-[2-(2- 

pyrinidinylaaino) ethyl) -4 -piperidinyl]- (9CI) (CA INDEX NAME) 



v— O 



N CH2-CH2- 



NH-A 



0 




N — CH2-CH2- 



NH-A 



RN 90517-20-7 CAPLUS 

CN lH-Benziaidazol-2-aaine, 1- (3-furanylaethyl) -N-[l- [2- (2- 

pyriaidinylaaino) ethyl] -4-piperidinyl]- (9CI) (CA INDEX NAME) 



RN 90517-46-7 CAPLUS 

CN 3 -Pyridi necarbozaaide, 2-[ [2-[4-[[l- (2-furanylnethyl) -lH-benziaidazol-2- 
yl]aaino]-l-piperidinyl] ethyl] aaino]- (9CI) (CA INDEX NAME) 



- CH2- CH2- NH — >pJ 



RN 90517-21-8 CAPLUS 

CN lH-Be nzinidazol -2-aaine, l-[ (5-ne thy l-2-furanyl)ne thyl] -N-(l- [2- (2- 
pyriaidinylaaino) ethyl] -4-piperidinyl] - (9CI) (CA INDEX NAME) 




H2N-C 




RN 90517-72-9 CAPLUS 

CN lH-Benziaidazol-2-aaine. N- II- [2- (2-pyriaidinylaaino) ethyl] -4 -piperidinyl] - 
l-(4-thiazolyl»ethyl)- (9CI) (CA INDEX NAME) 



Habte 
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nit 90517-73-0 CAPLUS 

CN lH-Benziaudazol-2-a»ine, N- { 1 - [ 2- ( 2-pyriaidi nylaai bo) ethyl] -4 -pipe ridi ny 1] - 
l-(4-thiazolyl«athyl)-. (2E) -2-butenedioate (1:2) (SCI) (CA IN0EX KAKS) 

CM 1 

CBN 90517-72-9 
CUT C22 H26 N8 S 




CM 2 

CRN 110-17-B 
CKF C4 B4 04 

Double bond geoaetry as shown. 




RN 90S17-78-S CAPLUS 

CN lH-Benziaidazol-2-aaine, N-[l-[2-{ (5-broao-2-pyridinyl) oxy] ethyl] -4- 
piperidinyl)-l-(2-fucanyliaethyl)- (9CI) (CA INDEX NAME) 



144 

L4 ANSVER 43 0? 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




AN 90S17-82-1 CAPLUS 

CN lH-Benziaidazol-2-aadne. l-(2-furanyl«ethyl|-N-f l-f2- (2- 

pyriaidinyloxy) ethyl) -4-piperidinyl] - (9CI) (CA INDEX NAKE) 




RN 90517-83-2 CAPLUS 

CN lH-Benzinidazol-2-aaine, 1- (2-furanylaethyl) -N-[l-{2- (2- 

pyrioldinyloxy) ethyl] -4-piperidinyl]-, (2E) -2-butenedioate (1:2) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 90517-82-1 
CMP C23 H26 N6 02 




L4 ANSVER 43 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
CM 2 

CRN 110-17-8 
CMF C4 B4 04 

Double bond geoaetry as shown. 
IT 90310-53-9P 

RL: RCT (Reactant) t SPN (Synthetic preparation) i PREP (Preparation) t RACT 
(Reactant or reagent) 

(prepn. and deethoxycarbonylation of) 
RN 90518-53-9 CAPLUS 

CN 1-Piperidinecarboxylic acid, 4-[ [1- (2-furanylaethyl) -lH-benzimidazol-2- 
yljaaino]-, ethyl ester (SCI) (CA INDEX NAME) 



O 




IT 90519-61-9P 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(prepn. and deethoxycarboxylation of) 
RN 9051B-61-9 CAPLUS 

CN l-Piperidinecarboaylic acid, 4-([l- (2-pyridinylaethyl) -lH-benzimidazol-2- 
yljaaino]-, ethyl ester (9CI) (CA INDEX NAME) 



O 




IT 90519-43 -OP 

RL: RCT (Reactant) i SPN (Synthetic preparation) i PREP (Preparation); RACT 
(Reactant or reagent) 

(prepn. and hydrolysis of) 
RN 90519-43-0 CAPLUS 

Habte 



L4 ANSWER 43 OF 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
CN 1-Piperidinepropanaaide, 4-{(l- (4-thiazolylaethyl) -lU-benzinidazol-2- 
yl]anino]- (9CI) (CA INDEX NAME) 




IT 90319- 72- 29 

RL: RCT (Reactant) i SPN (Synthetic preparation)! PREP (Preparation) t RACT 
(Reactant or reagent) 

(prepn. and reaction of, with chloroace ton! t rile) 
RN 90518-72-2 CAPLUS 

CN lH-B«nzimidazol-2-amine, N-4-piperidinyl-l- (3-pyridinylmethyl) 
trihydrobroaide (SCI) (CA INDEX NAME) 



R— NH-X^J 



•3 HBr 
IT 90S1B-67-SP 

RL: RCT (Reactant) i 5PN (Synthetic preparation) j PREP (Preparation); RACT 
(Reactant or reagent) 

(prepn. and reaction of, with oxopiperidinecarboxylate) 
RN 90516-67-5 CAPLUS 

CN lH-Benziaidazol-2-aaine, l-(2-furanyliaethyl) -N-4-piperidinyl- (9CI) (CA 
INDEX NAME) 
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IT 90317-4B-9P 90318-10-87 905XS-57-3P 
90518-58-49 90518-59-59 90518-62-09 
90518-63- IF 905 18-64-29 90518-85-39 
90518-88-69 90518-71-19 90518-77-79 
90518-78-87 90518-83-59 90518-65-79 
90518-67-99 90518-92-flP 90518-94-69 

90518- 95-99 90519-08-59 90519-14-59 

90519- 15-89 90519-17-69 90519-18-99 
90519-22-59 90519-23-69 90519-24-79 
90519-35-09 90519-44-19 90519-46-59 

RL: SPN {Synthetic preparation) » PREP (Preparation) 
(prepn. of) 
RN 90517-48-9 CAPLUS 

CM lH-Benzimidazol-2-aaine. l-{ (5-a«tJsyl-m-imidazol-4-yl)methyl] -N-[l-(2- (2- 
pyrimidinylamino) ethyl] -« -pipe ridinyl) - (9CI) (CA INDEX MAKE) 



L4 ANSWER 43 07 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 
O 




KN 90S18-S6-4 CAPLUS 

CN 1-Piperidinecarboxylic acid, «- [ (1- (3-furanyl»ethyl) -lB~benzimidazol-2- 
yl] amino]-, ethyl eater (9CI) (CA INDEX NAME) 




CN Thiourea, N- ( 4 -ami no- 3- py ridinyl) -N*-[2-(4-t{l- (2-furanylaethyl) -1H- 

benzitddazol-2-yl]amino]-l-piperidinyl] ethyl]- (9CI) (CA INDEX NAME) HN 90518-59-5 CAPLUS 

CN 1-PiperidinecarboayUc acid, 4-( [1-1 <5-methyl-2-furanyl) methyl] -1H- 
benzimidazol-2-yl] amino)-, ethyl ester (9CI) (CA INDEX NAME) 




RN 90518-62-0 CAPLUS 

CN 1-Piperidinecarboxylic acid, 4- [ tl- (3-pyridinylmethyl) -lH-benzimidazol-2- 
yl] amino]-, ethyl eater (9CI) (CA INDEX NAME) 



L4 ANSWER 43 OP 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 



RN 90518-63-1 CAPLUS 

CN 1-Piperidinecarboaylic acid, 4-[ [1- (r/yrazinylmethyl) -lH-benzimidazol-2- 
yl) amino]-, ethyl eater, dihydrobromide (9CI) (CA INDEX NAME) 




RN 90518-64-2 CAPLUS 

CN 1 -Pipe ridinecarboay lie acid, 4-{ {1- (4-thiazolylmethyl) -lH-benzimidazol-2- 
yl] amino]-, ethyl ester (9CI) (CA INDEX NAME) 




RN 90518-6S-3 CAPLUS 

CN 1-Piperidinecarboaylic acid, 4-[ (l-[ (S-methyl-lH-imidazol-4-yl)raethyl] -1H- 
benzimidazol-2-yl] amino]-, ethyl ester, di hydrochloride (9CI) (CA INDEX 
NAME) 



L4 ANSWER 43 OP 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 

0 

It 

^C-OEt 




RN 90518-68-6 CAPLUS 

CN lH-Benzimidazol-2-amine, l-( (5-methyl-2-furanyl) methyl] -N-4-piperidinyl- 
(9CI) (CA INDEX NAME) 



RN 90518-71-1 CAPLUS 

CN lH-Benzimidazol-2-amine, N-4-piperidinyl-l- (2-pyridinylmethyl) - 
trihydrobromide (9CI) (CA INDEX NAME) 




N^ 



• 3 HBr 



RN 90518-77-7 CAPLUS 

CN lH-Benzinidazol-2-amine, N-4-piperidinyl-l- (4-thiazolylmethyl) - 
dihydrobromide (9CI) (CA INDEX NAME) 



Habte 
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• 2 HBr 



RN 90S18-7B-8 CAPUTS 

CN lB-Benzi«ida2ol-2-amine. l-( (5-«athyl-lB-imidazol-4-yl) oatbyl] -N-4- 
piperidinyl-. trihydrobroaide (9CI) (CA INDEX NAME) 




Me 



• 3 HBr 



RN 90518-83-5 CAPUTS 

CN 1-Piperidineacetonitrile, 4-[ (1- {3-pyridinylMthyl) -lH-beniiaidazol-2- 
yl] amino]- (9CI) (CA INDEX NAME) 




RN 9051B-B5-7 CAPLUS 

CN 1-Piperidineacetonitrile. 4- [ [1- (2-pyridinylmethyl) -lH-benzimidazol-2- 
yl] amino]- (9CI) (CA INDEX NAME) 



L4 ANSVER 43 OP 46 CAPLUS COPYRIGHT 2003 ACS (Continued) 




RN 90518-87-9 CAPUTS 

CN 1-Piperidineacetonitrile, 4- ( [1- (pyrazinylmethyl) -lH-benzisd.dazol-2- 
yl) amino)- (9CI) (CA INDEX NAME) 




RN 90518-92-6 CAPUTS 

CN 1-Piperidineacetonitrile. 4-( [1- (2-thienylmethyl) -lH-benziaidazol-2- 
yl] amino]- (9CI) (CA INDEX NAME) 




RN 90518-94-8 CAPUTS 

CN 1-Piperidineacetonitrile, 4-[ {1- (3-furanylmethyl) -lH-benzimidazol-2- 
yl] amino]- (9CI) (CA INDEX NAME) 



L4 ANSVER 43 OF 46 CAPUTS COPYRIGHT 2003 ACS 
^CH2-CN 



(Continued) 




RN 9051B-95-9 CAPUTS 

CN 1-Piperidineacetonitrile, 4- [ (l-[ (S-methyl-2-furanyl) methyl] -1H- 
benzimidazol-2-yl] amino] - (9CI) (CA INDEX NAME) 




RN 90519-06-5 CAPUTS 

CN 1-Piperidineacetonitrile. 4-( Il-{ (5-methyl-lH-imidazol-4-yl) oethylj -1H- 
benzinidazol-2-yl] amino] - (9CI) (CA INDEX NAME) 



RN 90519-14-5 CAPUTS 

CN lH-Benzimidazol-2-amine, N-tl- (2-aminoethyl) -4-piperidinyl) -1- (2- 
pyridinylnethyl) - (9CI) (CA INDEX NAME) 



ANSVER 4 3 OF 46 CAPUTS COPYRIGHT 2003 ACS (Continued) 
CH2— CH2-NH2 



90519-15-6 CAPUTS 

lH-Benzimidazol-2-amine, N- (1- ( 2- amino* thy 1) -4-piperidinyl] -1- (3- 
pyridinylmethyl)- (9CI) (CA INDEX NAME) 




CH2~ CH2~ NH2 



RN 
CN 



90519-17-8 CAPUTS 

lB-Benzimidazol-2-amine, N- [1- (2-aminoethyl) -4-piperidinyl J -1- 
(pyrazinylmethyl)- (9CI) (CA INDEX NAME) 




CH2-CH2-NH2 



RN 
CN 



90519-18-9 CAPUTS 

lH-Benzimidazol-2-amine, N- [1- (2-aminoethyl) -4-piperidinyl] -1- (2- 
furanylmethyl)- (9CI) (CA INDEX NAME) 




CH2- CH2-NH2 



J— t- 



z 



Habte 



RN 90519-22-5 CAPUTS 
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IB-Be axiaadazol- 2- amine, N- ( 1 - (2-aminoetbyl) -4-plper idinyl] -1- (2- 

thienylmetbyl)- (9CI ) (CA INDEX KANE) 




CH2— CH2-KB2 



90519-23-6 CAPLUS 

lB-Benzimidazol-2-amine. N-[l- (2-aminoethyl) -4 -piperidinylj -1- (3- 
furanylmethyl)- (9CI) (CA INDEX NAKE) 




CH2~ CH2- NH2 



RN 90519-24-7 CAPLUS 

CN lH-Benzimidazol-2-amine, N-[l- (2-aminoethyl) -4 -piper idinyl) -1- [ (S-methyl-2- 
furanyl) methyl]- (9CI) (CA INDEX NAME) 




CH2 — CH2~ NH2 



RN 
CN 



90519-35-0 CAPLUS 

lB-Benzioidazol-2-anine, N-(l- (2-axiinoethyl) -4-pipe ridinyl] (5-aethyl- 
lH-imidazol-4-yl) methyl] - (9CI) (CA INDEX NAME) 
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RN 90519-44-1 CAPLUS 

CN lfl-Benzimidazol-2-amine. N-{1- (2-aminoetbyl) -4-piperidioyl] -1- (4- 
thiazolylmetbyl)-, tribydrobroad.de (9CI) (CA INDEX NAKE) 




CH2— CH2— NH2 



• 3 HBr 

RN 90519-4B-5 CAPLUS 

CN 1 -Pipe ridi nee thanol, 4- ( [1- (2-f ucanylaethyl) -lH-benziaddazol-2-ylJ amino] - 
(2E)-2-butenedioate (2:3) (salt) (9CI) (CA INDEX NAKE) 



CRN 90S19-47-4 
CK7 CI 9 H24 N4 02 
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CRN 110-17-6 
CM7 C4 H4 04 



90518-67-5 

RL: RCT (Reactant) t RACT (Reactant or reagent) 

(reaction of, with oxirane) 
90516-67-5 CAPLUS 

lH-Benzimidazol-2-amine, 1- (2-f uranylmethyl) -N-4 -pipe ridinyl- (9CI) 
INDEX NAME) 



Habte 
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Janssen Phannaceutica N. V., Belg. 
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ES 


524224 


A3 


19841216 


ES 
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DK 1979-1298 19790329 
AT 1979-24 25 19790402 



<R«)n 




R3 

H2M 

Et ° 2Q 0^ KacsNH ^0 n 



1- (4-Piperidinyl) -3- (2-aainophenyl) thioureas and heteroaroa. analogs 
underwent cyclocondensation to give title coapds. I (R - alkyl, halo-, 
hydroxy-, cyano-, iaothiocyanato-, alkozy-, aryl-, heteroaryl-, aryloay-, 
(heteroaryl)oxy-, arylthio-, (heteroaryl) thio-, arylsulfonyl-, 
(heteroaryl) sulfonyl-, or aminoalkyl. alkenyl, aryl- or 
(heteroaryl) alkenyl, cycloalkyl, cyanocycloalkyl, aryl- or 
(heteroaryl) cycloalkyl. a lH-benzimidazol-2-yl group, RSCbH2b [a - 1-6) R5 
- a 4,5-dihydro-S-oxo-lH-tetrazol-l-yl croup, 2, 3-dihydro-l,4-benzodio*.in- 
6-yl, 2, 3-dihydro-2-o*.o-lH-benzimidazol-l-yl, 2, 3-dihydro-3-e*o-4H-l, 4- 
benzoaazin-4-yl, (10, ll-di.hydro-SH-dibenzo(a,d)cyclohepten-5- 
ylidene) methyl, 4-oorpholinyl, 1-piperidinyl, 1-pyrrolidinyl, taono- or 
disubstituted amino) i Rl - H, alkyl) R2 - H. alkyl, cycloalkyl, aryl- or 
(heteroaryl) alkyl, alkanoyli R3 - H. alkyl, aryl- or 
(heteroaryl) cycloalkyl, aryl- or (heteroaryl) alkyl, diaryl- or 
his (heteroaryl) alkylt 2 - CH, N; a - 0, 1. 2; R4 - halo, alkyl, alkozy, 
CF3) , useful as antihistaminies (no data). A mixt. of thiourea II and Mel 
in EtOH was refluxed 8 h to yield I (R - C02Et, 2 - CH, n - 0. Rl - R2 - 
R3 • H), the latter was converted to the resp. I (R » H) , and the product 
was N-alkylated to give I (R - PbCH2CH2, Z - CH, n - 0, Rl - R2 - R3 - H) . 
73738-48-CP 

RL: SPN (Synthetic preparation)! PREP (Preparation) 

(prepn. of) 
73736-46-6 CAPLUS 

lH-Benzimidazol-2-amine. N-[l- (2-phenylethyl) -4-piperidinyl] -1- [2- (2- 
thienyl) ethyl)- (9C1) (CA INDEX NAME) 
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1980:215439 CAPLUS 
92:215439 

N-Heterocyclyl-4-piperidinamines and pharmaceutical 
compositions comprising them 

J ansa ens, Frans; Stokbroekx, Raymond; Torremans, 

Josephi luyckx. Marcel 

Janssen Pharmacautica N.V., Belg. 

Eur. Pat. Appl., 100 pp. 

CODEN: EPXXDW o 

Patent 

English 

2 



PATENT NO. 



KIND DATE 



EP S318 
EP 5318 

R: BE, CH, D 
US 4219559 
CS 256358 
CS 256380 
PRIORITY APPLN. INFO.: 



Al 19791114 
Bl 19820106 
J, FR, GB, IT. 
A 19800826 
B2 19880415 
B4 19880415 



APPLICATION NO. DATE 



EP 1979-300525 19790330 



LU, NL, SE 

US 1979-2276 
CS 1979-2227 
CS 1984-3451 
US 1978-892534 
US 1979-2276 
US 1979-2279 



19790110 
19790402 
19790402 
19780403 
19790110 
19790110 
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„CH2-CH2-Ph 



RN 73736-46-6 CAPLUS 

CN lH-Benzlraidazol-2-amine, N-[l- (2-phenyle thy 1) -4-piperidinyl) -l-{ 2- (2- 
thienyl) ethyl) - (9CI) (CA INDEX NAME) 




CH2-CH2-Ph 



■6— J ?>" , o-^o. 



AB Antihistaminic (no data) piperidinylaminoimldazoles I (X - CH, N» R - 
optionally substituted alkyl, alkenyl, aralkyl, l-aralkyl-2- 
benzimidazolyl; Rl - H, alkyl; R2 ■ H, alkyl, cycloalkyl, aralkyl, 
alkanoyl; R3 - H, alkyl, aryl, cycloalkyl, aralkyl; R4 - halogen, alkyl, 
aylkoay, CF3) were prepd. Thus, II (R5 - CH2CH20Fh) was obtained in 70% 
yield by treating II (R5 - HI with BrCH2CH20Ph. 

IT 73736-18-2P 7373 6- 4 6-6 P 

RL: SPN (Synthetic preparation) ; PREP (Preparation) 
(preDn. of) 

RN 73736-18-2 CAPLUS 

CN lH-Benzinidazol-2-amine, N- [1- (2-phenylethyl) -4 -pipe ridinyl]-l- (2- 
pyridinylmethyl) - (9CI) (CA INDEX NAME) 



Habte 



6/02/2003 



10/030,202 



Page 149 
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65:38549 

65: 7183g-h, 7184a-h, 718Sa-h, 7186a-f 
Benzlaidazoles 
Sobering A. -G. 
«5 PP- 
Patent 
Unavailable 
1 
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PATENT NO. 



KIND DATE 



APPLICATION NO. DATE 



19660124 



19640723 



BE 667333 
FR 1440565 

NL 6S09S73 NL 
For diagram(s), see printed CA Issue. 

Title corapds. of the formila I possess antiallergenic and antilnf 1 um atery 
properties. Thus. 1- (4-chlorobenzyl) -2-chloromethylbenziaidazole-BCl 
(II. BCD is treated with NaH003 in H20 to yield the base II, an 
99-10 3. deg ree, (dil. HeOH) . To 54.8 9. IV in 280 al. C6H6 is added 40.25 
g. BtNHCH2CH20H (III) in 50 al. C6H6. the aixt. kept 2 days under anhyd. 
conditions, washed to neutrality with H20, and dried over K3C03 and the 
solvent evapd. at <30. degree, to obtain SO 9. 1- (p-chlorobenzyl) -2- [N- 
e thyl-N- (2-hydroxyethyl) ami no] ■» thy Lbenziaidazole (IV), a. 101-3. dog ree. 1 
IV.HC1 a. 154-6. degree. (iso-PrOH). To 45 9. II in 240 ml. C6H6 is added 
dropwise a sola, of 37.2 g. N-methylplperazine (V) in 40 ml. C6H6. After 
the work-up for IV, the crude base is crystd. from petr. ether to give 40 
9. l-(p-chlorobenzyl)>2-(l-mthyl-4-piperazinyl)MthylbenziBidazole, ra. 
99-100. 5. degree.; BC1 salt ra. 22 5-6. degree. . To a soln. of 40 9. II in 
300 al. C6H6 is added 43 g. N- (2-hydroxyethyl) pi pe razi ne (VI) in 50 al. 
C6H6 with the teap. kept at 25. degree, by cooling the mixt. in an ice 
water bath when necessary. The mixt. is kept overnight, refluxed 2 hrs., 
cooled, washed to neutrality with H20, and extd. with N BCl. The acid 
ext. is washed with Et20, decolorized with C, and aade alk. with Na2C03. 
The aixt. is extd. with CH2C12 and dried over Na2S04, the solvent removed 
<40. degree., and the residue treated with C in C6H6 to give 40 g. 
1- (p-chlorobenzyl) -2- [1- (2-hydroxyethyl) -4-piperazinyl] raethylbenziraidazole 
, a. 144-5. degree. . II (15 9.) and 7 g. allylaalne under siailar 
conditions give 1- (p-chlorobenzyl) -2-allylaainoae thy lbenziaidazole which 
with N HC1 gives the salt, a. 198-9. degree. . Similarly, II and 
N- (.beta. -aainopropyl)aorpholine give 1- (p-chlorobenzyl) -2- 
Dorpholinopropylaainoaethylbenziaidazole-ECl, a. 18 0-2. degree, (base is an 
oil)i II and . beta. -aaino-. beta. hydroxydi ethyl ether give an oily base 
which is converted to the BCl salt, a. 199-201. degree. . A aixt. of 25 9. 
2, 5-dichloro-l -nitrobenzene and 36.9 g. 4-chlorobenzylaaine is heated to 
135. degree, in an oil bath (the reaction becoaes exothermic and the teap. 
is not allowed to exceed 145. degree.) to yield after 2 hrs. 23 g. 
1- (4-chlorobenzylaaino) -2-nitro-4-chlorobenzene (VII), a. 121-2. degree, is 
obtained. Redn. of 2 g. VII in 250 al. dioxane with H in the presence of 
2 g. Raney Ni at aobient temp, and 115 ata. yields 19 g. 

1- (4-chlorobenzylamino) -2-amino-4-chlorobenzene (VIII), a. 138-41. degree. . 
To 10 g. VIII in 90 al. abs. CHC13 is added 6.1 g. chloroacetimino 
ether-BCl, (IX. HCl) in 35 al. CHC13, the aixt. stirred 30 min. at room 
teap. and 2 hrs. at 40. degree, and neutralized with NaHC03, the CHC13 
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soln. washed with H20 and dried over Na2S04, and the solvent removed to 

yield 10 g. l-(p-chIorobenzyl)-2-chloroeHthyl-5-cMorobenzlmidazole (X) , 

m. 134-6. degree. . The reaction of X with VI yields 10 g. 

1- (p-chlorobenzyl) -2- [1- (2-hydroxyethyl) -4-piperazinyl) -me tfayl-5- 

chlorobenzimidazole, a. 137-8. degree. . A soln. of 75. B g. 

4-chorobenzylcyanaaide is treated in 700 ml. HeOB satd. with KH3 and H in 

the presence of 3 g. Raney Ni at 70. degree, and initial temp, of 

110. degree, to give 4-chlorophenylethylamine, (XI), bl4 124-9. degree. . A 

aixt. of 49 g. XI, 49.5 9. O-C1C6H4N02, and 47.1 g. povd. K2O03 is heated 

to 150-60. degree, in an oil bath 3 hrs., cooled, and dissolved in a aixt. 

of CBC13 and H20, the CHC13 soln. washed with dil. BCl, H20, dried, and 

the solvent removed. The residue is crystd. from HeOB to yield 69 9. 

1-p-chlorophenyl ethyl- 2 -nitrobenzene (XII). Bydrogeaation of XII in MeOB 

over Raney Ni yields 63 9. 1- (4-chlorophenyletbyl) -2-axdnobeazeae (XIII) 

as a viscous oil. Condensation of XIII with IX yields 70 9. 

1- (4 -chlorophenylethyl) -2-chlorome thy lbenziaidazole (XIV), a. 

104-7. degree. , which is allowed to react with VI to yield 

1- (2- (4-chlorophenyl) ethyl] -2- {!-( 2-hydroxyethyl) - 4- 

piperaxinyl) aethylbenziaidazole, a. 123-4. degree.. To 23.3 g. II in 160 
al. dioxane is added 19.4 g. HN (CH2CH20H) 2 and the aixt. kept overnight 
and worked up to yield 12.5 g. product, a. 111-13. degree., which is 
treated with an equiv. aat. N H2S04 to yield 10 9. 1- (4-chlorobenzyl) -2- 
(bis (2-hydroxyethyl) ami no) methylbenzimidazole-H2S04, a. 150-2. degree. 
(MeOH). To a cold aixt. of 12.8 9. formylpiperazine, 6.4 g. Na2O03 and 
150 ml. 951 BtOH is added 33.1 g. II, the mixt. refluxed 2 hrs., cooled, 
and filtered, the solvent removed, and the oily residue treated with 32 
al. coned. BCl and 150 ml. H20 on a steam bath 10 hrs. The major portion 
of the BCl is removed in vacuo, H20 added with stirring to the residue, 
and the base pptd. with dil. NaOH soln. The product is taken into CH2C12, 
washed with K2C03, and the solvent removed to yield 20 9. 
l-(4-chlorobenzyl)-2-piperaxinylmethylbenzimidaxole, m. 140-2. degree. 
(EtOAc). A soln. of 20.8 g. 4-f luo robe nz aldehyde (XV) in 45 ml. MeOB is 
added to 17.7 g. phenylenedi amine (XVI) in 4 S ml. HeOB kept cold in an ice 
bath. The ppt. is isolated and combined with a second portion obtained on 
concn. of the mother liquor to yield 30 9. N-(4-fluorobenzal)-o- 
phenylenediaaine (XVII), a. 73-4. degree, (cyclohexane) . Redn. of 37.5 g. 
XVII in 500 al. dioxane with H in the presence of 4 g. Raney Ni at 130 
ata. pressure and at 70-5. degree, followed by filtration and evapn. of 
solvent <35. degree, gives 37.5 9. N- (4-f luorobenzyl) -o- phenylenedi amine 
(XVIII), a. 80-1. degree.. A soln. of 37.5 9. XVIII in 208 al. anhyd. 
CHC13 is added dropwise to 28.6 9. IX. BCl in 164 al. anhyd. CRC13, the 
aixt. kept at rooa temp, with cooling with H20, stirred 30 min. and then 
kept at 40. degree. 2 hrs. The aixt. is worked up to yield 46 g. 
1 (4-f luorobenzyl) -2-chloroae thy lbenziaidazole (XIX), a. 8 0-4. degree. . A 
soln. of 17.3 g. VI in 50 al. C6B6 is added to a chilled soln. of 15 g. 
XIX in 120 al. C6H6 and after work up yields 13 g. 1- (4-f luorobenzyl) -2- {1- 
(2-hydroxyethyl) -4-piperazinyl] raethylbenziraidazole. a. 143-4. degree. 
(EtOAc). Siailarly, XIX and III yields 1- (4-f luorobenzyl) -2- [N-ethyl-N-2- 
hydroxye thy 1) aaino) as thy lbenziaidazole, a. 116-17. degree. (CB6) t XIX and 
V give 1- (4 -fluorotonzyl) -2- (l-aethyl-4 -piperazinyl)aetbylbenzimidazole, 
which is converted to its HC1 salt, a. 233-4. degree. (MeOBEt20) . Vhen II 
is allowed to react with the appropriate aaine, the following XlXa are 
obtained (R and a. p. given): l-aethoxy-ethyl-4-piperazinyl, — [HC1 salt 
a. 127-9. degree. (cyclohexane-C6B6) ] 1 NKCH2CH20H, 124-6. degree. 
(iso-PrOH)f N(CH2CH(OH)Me]2. [HCl salt a. 192-4. degree. (HeOB-Et20) 1 
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N(CH2CH20H)CH2CH(0B)He, — (BCl salt a. 195-7. degree. (MeOH-Et20)» 
4-benz-ylpiperazinyl, 147-8 .degree. (Me2CO) . Using methods described 
above the following aldehydes (a.p. of the intermediate benzal deriv. , 
a.p. of the benzyl deriv., a.p. of the chloromethylbenziaidazole) yield 
the corresponding methylbenziaidazoles: prepd. froa p-BrC6H4CHO, 
intermediate benzal a. 112-13. degree. , intermediate benzyl deriv., a. 
69-72. deg ree. , intermediate chloroae thy lbenziaidazole, m. 95-8. degree. : 
l-(4-bromobenzyl-2-(l-aethyl-4-piperazinyl] , a. 96-7. degree, (petr. 
ether) t 1- (4-bromobenzyl) -2- [1- (2-hydroxyethyl) -4-piperazinyl] , a. 
139-40. degree. (C6H6) . Prepd. from ra-ClC6H4CHO, 50-2 .degree. . 1. degree. 
—I l-(3-chlorobenzyl) -2- (1- (2-hydroxyethyl) -4-piperazinyl], 158-9. deg ree. 
(C6H6). Prepd. f roa 0-C1C6H4CHO, 115-16. degree. , — . — : 

1- (2-chlorobenzyl-2-(l- (2-hydroxyethyl) -4-piperazinyl] , a. 142- 5. deg ree. 
(C6H6) 1 1 -(2chlorobenzyl- 2- [l-aethyl-4 -pipe razi nyll, a. 142-3. degree. 
(C6H12), l(2-chlorobenzyl-2-(N-ethyl-N- (2-hydroxyethyl) aaino. a. 

97-8. degree, (f rem C6B6-C6B12) . Prepd. from O-FC6B4CB0, 87-9. degree. , 
69-74 .deg ree. : 1- (2-Fluorobenzyl) -2- [1- (2-hydroxyethyl) -4-piperazinyl] , 
148-9. degree. (C6B6) . Prepd. froa 2,4 -C12C6B3CHO, 100-1. degree. , --, 
118-22. degree.: 1- (2, 4-dichlorabenzyl-2-[l- (2-hydroxyethyl) -4- 
piperazinyl], 173-4 .degree. (C6H6) . Prepd. from 2,6-Cl2C6H3CBO, 

107- 9. degree., 79-86.degree. . 138. degree.: l-(2,6-dichlorobenzyl)-2-ll-(2- 
hydroxyethyl) -4-piperazinyl] , ra. 105-6. deg ree. (-) , 1- (2, 6-dichlorobenzyl) - 

2- {l-Bethyl-4-piperazinyl], BCl salt a. 227-8. degree. (iso-PrOH). Prepd. 
froa PhCHO, 57-61. degree. 79-80. degree. , 111. degree.: l-benzyl-2- (1-methyl- 
4-piperazinyl), a. 121-2. degree. (EtOAc) , l-benzyl-2- [1- (2-hydroxyethyl) -4- 
piperazinyl] , a. 138-9. degree. (C6H6) . Prepd. from p-HeOC2B40C6H4CBO, 
116-18. degree., 1,. degree. 72. degree.: l-(4-raethoxyethoxybenzyl)-2-(2- 
hydroxyethyl) -4-piperazinyl] , a. 84-6. degree, (petr. ether-C6B6) . Prepd. 
from O-H0C6H4CH0. 67-9. degree. (CHC13) . 155-7. degree. , 172-5. degree. : 
l-(2-hydroxy)-2-{l-(2-hydroxyethyl-4-piperazinyl], a. 217-18 .degree. 
(EtOH) . Prepd. f roa o-HeOC6H4CHO, 99-101. degree. 66-7. degree. , 

108- 10. deg ree.: l-( 2-ae thoxybenzyl) -2 - ( 1 - ( 2 - hyd roxye thyl ) - 4 - pipe razi nyl J , 
a. 90-1. degree. (EtOAc), 1- (2-ae thoxybenzyl) -2- [l-aethyl-4 -pipe razi nyl) , 
a. 143-4. degree. (EtOAc). Prepd. froa o-HeC6H4CBO, 102-3. degree. , 

74-8. degree., 78-9. degree. : 1- (2-ae thy lbenzyl) -2- (l-methyl-4- 
piperazinyl) , a. 128-30. degree. (C6B12) . Prepd. froa 4- 
pyridinecarboxaldehyde, 121-2. degree. , -, 233-41 .degree. : 
1- (4 -pyridylae thyl) -2- (l-aethyl-4 -pipe razi nyl] , 167-9. degree, (dioxane). 
Prepd. froa 2-pyridinecarbcxaldehyde : 1- (2-pyridylmethyl) -2- [1 (2- 
hydroxyethyl) -4-piperazinyl], a. 156-9. degree, (dioxane). A aixt. of 15 
g. O-C1C6H4N02, (XX), 6 9. 4-FC6H4NH2, and IS 9. NaOAc is heated 10 hrs. 
at 200-10. degree, and cooled, dil. HCl added, and the unused XX 
steaa-distd. The aixt. is cooled to give 6 g. 4'-fluoro-2- 
nitrodiphenylamine (XXI), a. 82-3. degree, (aq. EtOH). Redn. of 25 g. XXI 
in 100 al. dioxane with H in the presence of 1 g. Raney Ni at ambient 
temp, and 115 ata. yields 22 g. 4 ' f luoro-2-aainodiphenylaaine, a. 
64-5. degree., which is condensed with IX. HCl to give 26 g. 
1- (4- fluorophenyl)-2-chloroaethy lbenziaidazole (XXII), a. 1 10-11. deg ree. . 
A aixt. of 9 g. XXII with VI yields 6 g. 1- (4-f luorophenyl) -2-( 1- (2- 
hydroxyethyl) -4 -pipe razi nyl) aethylbenziaidazole, a. 115-16. degree. 
(EtOAc) . XXII with V yields 1- (4-f luorophenyl) -2-(l-aethyl-4-piperazinyl] 
methylbenzimidazole, a. 131-2. degree. (EtOAc). 1- (4-Chlorophenyl) -2- 
chloromethylbenzimidazole (XXIII), a. 119-21. degree. , is prepd. by the 
method used to obtain XXII. The reaction of XXIII with VI yields 
1- (4-chlorophenyl) -2- (l-(2- hydroxye thyl) -4-piperazinyl] 
me thy lbenziaidazole, a. 156-8 .degree. » with V gives 1- (4-chlorophenyl) -2- 
(l-aethyl-4-piperazinyl)aethylbenziaidazole, m. 167-9. degree. (EtOAc). 
Siailarly, XIV with V gives 901 l-(2- (4-chlorophenyl) ethyl] -2- ( l-aethyl-4- 
pipe razi nyl] aethylbenziaidazole, a. 122-3. degree. (C6H12). A aixt. of 
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11.9 9. .alpha.- (4-chlorophenyl) etbylaaine, 11.3 9. O-C1C6H4N02, and 9.8 
9. X2C02 is heated at 170-80. degree. 5 hrs., cooled, and mixed with Et20 
and H20. The Et20 phase is worked up to yield N- (2-nitrophenyl) -N- 
[. alpha. -(4-chlorophenyl) ethyl] amine, 0. 56-7. degree. (iso-PrOH) , and this 
compd. is reduced with B in the presence of Raney Ni to give 
N-(2-aainophenyl)-N-(. alpha. -(4-chlorophenyl) ethyl) amine (XXIV). The 
reaction of XXIV with IX. HCl yields 1- (. alpha. -(4-chlorophenyl) ethyl] -2- 
chloromethylbenzimidazole which is allowed to react with VI to give 
l-[. alpha.- (4-chlorophenyl) ethyl] -2- (1- (2-hydroxyethyl) -4-piperazinyl] 
me thy lbenziaidazole, a. 149-50. degree. . A soln. of 10.8 g. XVI and 8.14 
9. 4-nitrobenzyl chloride in 150 al. EtOB is refluxed 2 hrs. and evapd. to 
dryness in vacuo and the residue triturated with H20 and dried to give 
10.4 g. N- (4-nitrobenzyl) -o- phenylenedi amine (XXV), a. 1 36-9. deg ree. . The 
redn. of XXV with H in the presence of Raney Ni yields a product which 
allowed to react with IX. HCl gives 1- (4-nitrobenzyl) -2- 
chlorome thy lbenziaidazole (XXVI) and then with V to give 601 
1- (4-nitrobenzyl) -2- [ 1 -roe thy 1-4 -piperazinyl] ae thy lbenziaidazole, a. 
159-61. degree, (benzene). Siailarly, 2-nitrobenzyl chloride is converted 
to 1- (2-nitrobenzyl) -2-chloromethylbenziaidazole, a. 158-60. degree. , and 
reaction with V yields 62% 1- (2nitrobenzyl) -2- (l-aethyl-4 -pipe razi nyl] 
aethylbenziaidazole, a. 182-3. degree. (MeOH). A mixt. of 23.3 g. 
N- (4-chlorobenzyl) -o-phenylenediamine, 16.3 g. . alpha. -chloropropionic 
acid, and 100 ml. 4N BCl is heated under N 3 hrs. and cooled and the ppt. 
isolated and treated with VI to give 10 g. 1- (4-chlorobenzyl) -2-[l- 
hydroxye thyl) -4-piperazinyl] ethylbenziaidazole-HCl, a. 193-5. degree. . 
Likewise, X and V give 83* 1- (4-chlorobenzyl) -2- (l-raathyl-4- 
piperazinyl)aethyl-5-chlorobenziaidazole. a. 160.1. deg ree. (C6H6 petr. 
ether). To a suspension of 16.1 g. p-toluenesulfon-2-nitro-4- 
methoxyanilide in 12.5 ml. 4N NaOH is added 6.45 g. p-ClC6H4CH2Cl. the 
aixt. stirred and refluxed 4 hrs.. 9.66 g. addnl. p-ClC6H4CB2Cl added, the 
reflux continued 4 5 min., and 2.7 ml. 35% NaOH added. After a total 
reflux time of 8.5 hrs., the cool mixt. is extd. with Et20 and worked up 
to give 15 g. N- (4-chlorobenzyl) -N- (2-nltro~4-x* thoxyphenyl) -p- 
toluenesulfonamide (XXVII), ra. 122-3. degree. . Hydrolysis of 30 g. XXVII 
in 440 ml. EtCOZH and 28.2 ml. coned. H2S04 on H20 bath (93. degree.) l.S 
hrs. yields 12.5 g. red N- (4-chlorobenzyl) -N- (2 -nit ro- 4- 

me thoxyphenyl) amine, a. 129-30. degree. (MeOH), which is reduced with B and 
Raney Ni to give N- (4-chlorobenzyl) -N- (2- ami no- 4 -ae thoxyphenyl) amine, 
(XXVIII). a. 92-3. degree.. A aixt. of 13 g. XXVIII and IX yields 13 g. 
1- (4-chlorobenzyl) -2-chlororaethyl-S-raethoxybenziaidazole (XXIX), a. 
122-3. degree.. An 801 yield of 1- (4-chlorobenzyl) -2- {1- (2-hydroxyethyl) -4- 
piperazinyl] Bsthyl-4-Bethoxybenziaidazole-H20, a. 106- 10. degree. (C6H6) , 
results froa the reaction of XXIX with VI; XXIX with V yields 
1- (4-chlorobenzyl) -2- (l-oethyl-4-piperazinyl)aethyl-5- 
aethoxybenziaidazole, a. 175. deg ree., and XXIX with III leads to 
1- (4-chlorobenzyl) -2- ( ethyl (2-hydroxyethyl) amino] aethyl-5- 
methoxybenziaidazole, a. 157-9. degree. . A suspension of 18 g. 
l-(2-hydroxybenzyl) -2- ( l-aethyl-4 -pipe razi nyl) aethylbenziaidazole, a. 
243-5. degree, (prepd. by described asthods) , in 150 al. Ac20 is stirred S 
hrs. at room temp. The soln. is evapd. in vacuo, ice H20 added, 
neutralized with NaBCOS soln., and after work up yields 18 g. 
1- (2-acetoxybenzyl) -2- (1 -me thyl- 4-piperazinyl) ae thy lbe n ziaida z ole. a. 
145-7. degree. (C5H12C6H6). Siailarly prepd. are 1- (2-acetoxybenzyl) -2- [1- 
(2-acetoxybenzyl) -2- (l-aethyl-4 -piperazinyl] methylbenzimidazole, o. 145-7 
- .degree. (C5H12C6H6), 1- (2-acetoxybenzyl) -2- (l-(2-ace toxye thyl)- 4- 
pipe razi nyl] aethylbenziaidazole, a. 101-2. degree. , and 

1- (4-chlorobenzyl) -2- (1 (2-acetoxyethyl) -4-piperazinyl] me thy lbenziaidazole, 
a. 78-80. degree. . A aixt. of 10 g. N- (4-chlorobenzyl) -o-phenylenediaaine 
(XXX), and 4.6 g. glycolic acid is heated to 100. degree, and after aost 
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820 is eliminated, the temp, is raised to 135. degree, and heated 1 hr. 
After cooling, the residua is dissolved in EtOH, the sola, heated, and B20 
added followed by the addo. of NaBCOS soln. to yield 10 g. 
l-(4-chlorobenzYl)-2-nydroayaethylbenziaidazole (XXXI). a. 131-2. decree, 
(aq. EtOH) . XXXI is converted with SCC12 to its chloro deriv. vhich is 
alloved to react vith VI to give l-(4-chlorobenzyl)-2-f 1- (2- 
hydroayetbyl) pipe real nyl] asthylbenzlaldazole, a. 145. decree.. XXX and IX 
yield S81 XXXI vhich is treated vith V to give 73% l-(4-chlorobenzyl)-2-(l- 
mathyl-4-piperazinyl)metbylbenzlmidazole. a. 99*100. degree. A mist, of 
67.9 g. He . gamma. -broaobuty rate. 67. OS g. aorpholine. and 392 ml. Phtte is 
re fluxed 3.S hrs. After work -up and hydrolysis of the product, 
. gamma. -aorpholinobutyric add-H20, (XXXII). a. 73-4. degree., is isolated. 
A miat. of 10. & g. XXXII. 11.6 g. XXX. 12.7 g. H20. 3.2 ml. EtOH. 2.4 g. 
BC1 (coned.) and 2.4 g. H3P04 (coned.) is heated to 135-40. degree. 2 hrs. 
Vork-up yields 9.1 g. 1- (4-chlorobenryl) -2- [3- (4- 
morpholinyl) propyl] benziaidazole. m. 11B-19. degree. * HC1 salt m. 
171-3. degree. . By methods described above is also prepd. 
l-benzyl-2-(2-(2-hydroaYethoay)-ethylaaino]aatbylbenziaidazole-HCl. a. 
174-5. degree. . Pharmacol, tests in animals are presented for a no. of the 
cocipds. prepd. 
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=> log y 

COST IN U.S. DOLLARS 



FULL ESTIMATED COST 

DISCOUNT AMOUNTS (FOR QUALIFYING ACCOUNTS) 
CA SUBSCRIBER PRICE 
STN INTERNATIONAL LOGOFF AT 16:14:15 ON 02 JUN 2003 



SINCE FILE 
ENTRY 
210.32 



SINCE FILE 
ENTRY 
-29.95 



TOTAL 
SESSION 
359.08 

TOTAL 
SESSION 
-29.95 
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